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3f~>\ /n^i/, ^ y^u tJ^v^ ^h^i^ tert— ^ h^ri^) „ AP^y 
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2, 4 — ~J=- b n7i^;i/^r;K v'T/^f^x^f/K -<>-y y cr n7i 
rr/i^-X-rvK N-t Kn^rv't^^W? Kx^r/K N-tKoW^ 
5 Kj^tvK 1 — t Kn drV^i^y MJ T y— /Uacxyvi^ 6-^nn-i 
- 1 Ka drix^c^y h U T y—zWcc;* ttK 1 — t Kn ^V— 1 H- 2 - fc° y K 

^ y7°n tVK y^/K -fy^/K sec-y^/K tert - T/^vl^) . C x _ 
=3rv\ tert-^b^rv-^) . ^n^VfC^- (0!l^f^ y* N #t:*N£) . C 

JrW) ^■effife£ft-tv v r^<fcv\) h(0^^=r)V [-03], 2 — fc° y *Jjv^3r— /Uzn 

5; KJR (DCC, WSC, DIC#) „ «9 As&fl&ft: (#!k v-T y 9 MfcS?a^/K DPPA, 

bop-ci^) „ ^t:4-(4, 6-i^y h =¥^-1, 3, 5- h v t i?^-2~4M -4- y f-/^^ 

y^y— (DMTMM : y^v'^^ N -r h^^Kn^ l 9 9 9. 5 5, 131 

5 9) m (D?ffeTlcftfrnz> 0 r©i5» tit LTIl, tulHUfc^ 

KJSfi'ffc'^ (IV) iZtt l^Xit^ (V) 0 . 5 ~ 5 0* L<ftO. 8 ~ 

2^*-efe5„ 

SJfcMJ^fi- 5 0~1 5 0°C, 03; U< {4- 2 0 — 1 0 0°CXlhZ>o 

fcfcmmmt&m av) xj* w m^c^s©®!^ 
^ j: v) mttztK mmm 1 £f*a&v> t^ioo n#isk l < nm 1 5 a-rafcv'* 
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* (VI) 



R— W— S (0)— X — Y— (N)— H 



s (vi i) 



^^-^f-^ N fh7t Kb77^ v^^vH—7VK tert— -f^jV* =f-}V=c— 

>\ „ j&fbfciRS (M> n -^f"^ 

y ^v^T-fe h7 5 K^^T 5 Mx.l£71z h= h !) /K y^ h JJ /Hg 

jmik* imit-r v v $j»m<n7km4kT/i'*v&mm. M*-t£V s ?-v& 
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a v mm* v * a n &tm7kmi- v y ^^m^mmmM, mz.t£ v v % ^ 

hV (n-^ntVu) 7^y, hV (n-^^W-) 75^ vM'.yT'n fcVl^^ 

— ^Tl^A"* JJ >\ 1, 5— v^Tlflf^n [4. 3. 0] />--5-^>< 
(DBN). 1, 8— i^TIf Ifv^n [5. 4. 0] - 7 - £ i'fHr XDBU) N 1, 4 
-i?7ftV^P [2. 2. 2] ^^^©SjRT^^dSfflV^fcttSo 

RJStt-ffrS* (VI) frttVXit&m (VII) £0. $?*U<« 
0. 8~3 ^*2rfflV^ 0 

KJ&tMfi- 3 0 — 2 5 0°C. L<li-10~15 0°c-efc5 o 

as^rattft-^* (vi) xw: (vii) ?«©«3s, Ej&u&mzx 

IW-c?*>5„ 



5£ ( I a) 



R— W— S — X — Y 




itVX, tt&m (I) Sr»HSi-«iii:^-e#5 0 

ft 

fbJcJ* 0ii;ttfifi3&A4Hfe> m-^nnig^S#^ i®gj^O*$§i&S^ ix.« 
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n /"V — /K -f y/D/NV^K Zf?;—>^ tert — J— /VW) N ni— 

^nn^^ N ^nn*M, H^-ffc^St, MJ^caif i/y, i, 2— 
ppx^y, ^ n n -O-if , ^HbTkStH (Mn n -=3rf-^ 

b ^ fvVHT yy^fr b . — hU /HS (#i> Tir K= f y /I,, :/n t° 

f^Tk^b y - !7 h V 17 a s Tk^bTj y 17 ^ & if (DfrmikT juz y ^ 

Rmmt^m o a) \z.^\^xmtn\^o. 1-2 o^s. »^L<\-tmo. 

4—1 O^ft. 4££W:0. 1 — 2 Oiii*, 0* L< fiO. 4—1 omAH^^htl 
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fS-iZ L<«0. 5-1 0HSft"T?*>5„- 
RJ&m&tm- 1 0°C~&J2 5 Ot, L< tm- 5X:~m 1 5 0°CT*fc5 o 

&J&l%mte{k&®> (la), SJ&iW^ J: 9 ft* 5 ^ 

ii^ 1 #H~#) 5 0 B^Rk L < f±^J 5 2 4 B*IBT?*»5 0 

5£ (VIII) R 5 -L 4 

isi-mmm wz.t£. ™ww& y^m. mm. ^m. 

(viii) t&. (ib) 



rirf'J:?)^^ (I) w i: d5"T?# S„ 

^jfefi^-a* (ib) (viii) ^wr-t^aa wait 

fb£4fc (VIII) »cffiv>b*LSi!i«tfti:UTW:T/^y^JRifi («*.«»- h y * 



H 



R— W— S (0)— X— Y— «)— Z 




T 
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_ 4 T/^^^tl-a-^Tkfe (#ijx.fc£g«i^ (viii) ^yy^vi^^ *y 

^•y^y^ntv^^ */>{y^f/vM ^/tert-^/i^ 

^ N ^e/^^vVt^^ (p-^fn^y-^) ^/7U/«f i 

(viii) £f^> 1st; mm, ^nftyi, ^fyisa yg- 

«7K%) s C 7 _ j , (VIII) £ 

UTI^tiI«^fti:©7 5 K (Mz-tZmmt (VIII) irfc^y— /K -f 
%yy— /K ^<yy M) 7/-/Vf iO|^7 ^ KT% r^bO-^^tliSt^ffc-^ 

/K y^f/K sec— Zff-^ tert-Zf^-/^) , C 1 _ B T tV^*/ (MZ. 

, ^p^yff mx.&~7vM. m.m, ^m^) . wy, c 
irm mxm&ztix^x m m&mifibtiz> 0 

z=-;\so^7,=t;v^ N-fc Kndri/t^v'W ^ K^f/K N-t Kn^7^ 
5 Koi^^k l - 1 Ko dr^^O-y* J> y ry^x^f/K 6 — ^ n n — 1 
-fc Kn^ri/^yy h y Ty-;ux^T/K l-t Kn^y-iH-2-fy K 
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1-6 



*tvk 2 -^y/f jy !) W-/H7f/v] W*rfbtLSo 



5; Kig (DCC, wsc x Dic^) > .19 A/i 



B0P-C1#) „ DMTMM^) tf>#SSTfctT;b*L5. £t££ Lttt, 

EJ£t±4k&Qtl (VIII) fc:*t LTffrg-Jfe (lb) 0.5~5^flu £?3;L<f±0.8 
KJSiBifctt— 5 0 — 1 5 0°Cs L< {4-2 0 — 1 O Ott'feSo 

K^ratt-fb^-fcr (viii) xtt (ib) co«Ss «SKRrw»©TO, SJSM 

fia^^s^ iisr^ 1 a-refcv ^l^iioo $?m, m- * u < t4^j 1 5 



5£ (IX) R-W-S(0) a -M 



X' — Y 




X' (47;^=;>*fctt7^=^ (#£L<{4. C 2 . 8 T/^^/^fcfi 
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m, B$mm , i^sm^^^^M^rx-m^^x^xh^^^T^^ 



LTV ^X t> <t v V — ;v 



^ ($f^b<fis Cj.,7/^) £r^U ^IB-§-fiHUlE i: HJi&^&^H-, ) 
XWkfrZftZik&m (lb) ?r^$-a:-5r.t^J: «5fb^ (I) &mm-t%Z.b 



mmxibZo 



(IX) K^LT-ffc^ (X) 0. 5-3^*. itf^L<fiO. 8-2 



SJ^Mf*- 5 0—15 O^C, £f£L< fi-2O~120TTW o 

Sfi^^w^ft. (ix) xte (x) «st^^(D@s, 

tcj; «9 Sft StfS. iiTO 1 ^ftv^ L,m 10 0 B3f B ^ ^ b < (i^l 1 5 #Bgfcv> 

Jiia#^T^VNSTO>fb-a-^i (iii), (vi) *5J:V (x) tt, 0y*.Hts 

OT«ta 9 -g-j&i- 5 ^ t &x% s 0 



R— H— S (0)^-11 
(IX) 



l* — x— Y— L 5 



X' — Y— L 6 
(Xlb) 




R — W — S (0)— X— Y— L 

(XII) 



Jf 

* — X — Y — (R)r — I 



ailla) 



R — W — S (0) ; — X — Y — L 2 

(IV) 



If 

h — m— H 

(XVb) 



R— W— S (0)— X— Y— (N)— P 

(XI Vb) 



R— L 8 



R T ? 

R-W— S(0)— X— Y— (to— P R~W— S (0>t-X Y (PI)— H 

(XI Va) (VI) 



(VII) 
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R 5 R 5 

p 1 — (fcr-z-^TW * ao » h~(A)— z— 

A Svw, ■ (XV) 1 lb) \ R-W-S(0)-X-Y-L 2 



(XV 1 1 1 a) 



>— (A)— Z — I 
(XVII) 



(XV I a) 



(IV) 



L — X — Y— L 
(XXI) 



R — W — S (0)— X — Y — (N) — Z-^)~ p2 



L- — X — Y — (ll)r — Z — 



H 



(XX) 



L— X— Y— «i)— Z— £7)-P J 



R — W — S (0)— M 
(IX) 



(XIX) 



(XXil) 



f 

R — W — S (0)— X — Y — (N)— Z— ^7)fH 



(Ml) 



«') ,.'-0-, (xxv) . . I' ' (h 



(XV lb) 



P— (N)— Z — H 
(XVI I) 



(XXVI) 



0 



P" — ZHr A 51 H 

(XXIII) 



H—m—Z—Qi — T 

(V) 




X' — Y— L' 
(XXVII) 



(XXIV) 



(VII) 



.5 



x" — y — ob — z— Ql — Z' 

(X) 



(IX) 



R-W-S (0) . -M 



5* (XIa) 



L 4 -X-Y-L 5 



5£ (xib) 



(IX) JUttfD&ty 

X' -Y-L 5 



Ptf^S^ tert-^h^-^#) *fcf±C 6 _ 10 r V— ^q^T/Wndrv- («„ 

-«fc>£fr5fb&«& (xia) £fcte<fb-a^ (xib) x»-tHe>©iSi*SJES$*-r N 
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S (XII) R-w-s(o) e -x-y-L 6 

#RlSr±flj£* (XIa) <^JU£giSL 4 SriKfe, SfcttflS-g* (Xlb) ©^JOK^F-fiB • 

ffl^itJj&Afc&ifzit&yo (ii) bik-&%Q (in) t (DS/S-e^ $ axfcKte ' 

(IX) R-W-S(0) 8 -M 
5£ (XI I la) 

R 5 

L— X— Y— (ill)— P 1 

(XI I la) 

thZ>ik&!%> (XI I la) Xte^J&^SJSSirr, (XlVa) 

R 5 

R— W— S (0)— X— Y— (N)— P 1 

(X 1 Va) 

L^^^wmtmwM^^To ] xmt>£ti%fc&i&> (xiv a ) %§m-tz>o 

MffiR (XHIa) (XlVa) f\ P 1 T^$*i,5fi^££ iilfr 

is±iyx'\ 1991, ^-ru— T^K -<y^ N —^—3—^ (t. W. 
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Green et al. "Protective Groups in Organic Synthesis'V John Wiley & Sons N 
Inc. New York) ft £K:fl3tt0MH£***|itf bfl, 09;Uf C x _ , T fyi' (&k 

v^/M^K tert-zfh^JjJUTS—jl^) N C 7 _ 15 T 

MJ^/i^) N c 1 . e 7;^/^;^-/i' (#k ^ ^ i/^^7i>=i/K 

=3r/K 1^^L3||©/Nn^yl^ (Ms 7y«If, iteRlUC^ JUMSC^) „ 
1 ftV>b 3^(73= hnl, lt£^L3iR<Di/TS&VW&£tlX^Xi>i:\t\ 

(ix) hik&m (Xlla) ^fcttfb^fe (xiib) <b ©SfSx-li $ ftfcRjSafefMSt 

5£ (IX) R-W-S(0) a -M 

CsS^, lB-§-«Sfnai:i^lc^^i-o ] -e^stts-fb^* (ix) xte-e^i^, 

aft (XI I lb) 

H 

L— X— Y— (W)— P 1 

(XI I lb) 

ffi-^-fiMiairR^^^i-o 3 -C^fc^fr 5 (Xlllb) Xf±-fc© 

m&EU&*ikZ>Z-b\z.&Y)& i (XlVb) 
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R— W— S (0)— X— Y— (N)— P 1 

(X I Vb) 

K^, m^-i-imUtmMM^-^o ] xmt>£ti%lk-£-yo (xivb) Xte^<Dffi. 

(ix) tte&fo (xiia) titz.m\&m (xiib) k<DRmx'mw£frtc%.fcik{ t tm 



j 

5£ (XlVb) 



H 

R — W — S (0)— X— Y— (ll)T— -P 1 



(X I Vb) 

[5£cK IS^ffiiS<b^a^-r= ] ti^tiSft^ (XlVb) Xf^Ot^ 

^ (VIII) R 5 -L 6 

Kfi, IB-^-fiBulSirlH^^i-o ] "C^^^ttS'ft;^ (VIII) Xfi-tOift 
SrSfSSitSr^lcfc!)**; (XlVa) 

,5 



R 

R— W— S (0)— X— Y— (il)T— P 1 



a " ' v "'b 

(X I Va) 

GfciK IB^-fiflulE^l^l^a^^i-c 3 -C^to^^i/S-fb^fe (XlVa) Xfi^r^ 
(lb) kttt&to (vill) t©Sii&-elftW$ttfeKJc£?^#^Xf«ti/^-f5^ 
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5£ (XlVa) 



R— W— S (0)— X— Y 



R 5 

- (A)- 

(X I Va) 



,1 



7 ^ y 5 r i ia w (vi) 

R 5 

R— W— S(0)— X — Y— (lil)— H 

(VI) 

K'K E#ttlOTB4:lRl3lt*Sr*i-. 3 T&tfrZtL&tt&to (IV) Xtt^<Dik& 

uT^'r-iZf H~y9 v^-fevO^ 199U ^-fy — 

T>-K fyX, -Y^. =^—3—^ (T. W. Green et al. "Protective 
Groups in Organic Synthesis"^ John Wiley & Sons N Inc. New York) ?feif(3:fS 

(XII) r-w-s (o) , -x-y-l 5 
^&SJft <£>fu £ fc {4^ *■ *JK^- ?r^b-t- 5 r t \z. X K> 5S ( iv) R-s (0) , 



X-Y-L 2 
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mt^*~JK Hr^ym^) ^ , SSfrffcy^x HifiWbP^ ^ 

-Y y 37° n fcVl^^vU-T 5 >\ t° y v^. N, N- v>;* 5 / t° U v 5 ^. h 

5) ^SJ^^i^fi^nSo ft*3, ^JSBfF^ SJfcM. OT^ 



sS: (IV) R-W-S (o) a -x-y-l 2 

5t (xvb) 
R 5 

H— (tl)— H 
(XVb) 

^.^(om^-nmmtmMM^i-o ) T*&'ft5ft£* (xvb) ?uz*:<dm& 

Rf&£*3£i:»£J:&a; (VI) 

R 5 



R— W— S (0)— X— Y— (ill)— H 

(VI) 
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*rjes Kite Busmt. fcjfcmmmttfeBfctetfzfc'etm 

» 

5t (XVIa) 



(XV I a) 

tt*<Dm^teiwmkmmm&7frp 0 3 x-m^n^it^-m (xvia) ^©ti, 

5£ (XVII) 

R 5 

P 1 — (N)— Z — H 

(XVII) 

tt^^m^temzkmMm&TF-t* 3 xm^ti^t-B-^i (xvid xjA-^flxjfcsr 

Rj££^£^<k ^J; <9 5£ (XVIIIa) 



[st^K l2-^{iHiTfB«i:l^#a^i-o 3 T'*^$n/5<k^. (XVIIIa) Xfi^tf) 
i£ (XVIIIa) 




R 



5 




(XVIIIa) 
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A N-P 



(XVI! la) 

K*©ffi^f±fi&iBfcHitft«:S*-*-. ] -&t£tiZ>fc&to (XVIa) Xtt-fc <Dm.<D 
75 /MiSSr^tS n biz. (xvillb) 




N-P 



(XVI I lb) 



[iWx IB-§-l4flftlBi:lRiatttSr*i- 0 ) -e^^^ttS-ft:^ (XVII lb) Xfi^rO 
(XlVa) <E>Jft»«KJfcT?B&W **LfcSJ©*fl : #Xf±-t*HcnM**^Sfe»!: J: oTtT 

5£ (xvi i ib) 




N-P 



(XVI Mb) 



K^^IB-^fift&ia^lHl&a^-ro ] ^^tiSft^ft (xvnib) xtt-toift 

t, * (iv) R-w-s (0) . -X-Y-L 2 K*©fB#f4ll^£TO*6£:*i-. ] tf«$tb 
Sfb-g-^ (IV) Xtt-t©ift«rRjt£:$^:5r.i:»cJ;»j5* (XIX) 



R— W 




(XIX) 
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C5£t\ m^ri-im&tmMM^-to ] xmfrzti&fc&yo (xix) x{±^e©^ 

*&m^& ^ s s/fc&fK mfc-mms zu&wmmttm b kiss ft 5 * b-g^ 
(iv) i:^^ (v) t(D^^m^thtiR^wmx^^mir^m^ 

■ * 

^ (XVIa) 

l 7 -(a)-p 2 

(XVIa) 

K't'WfB^-^HufB^I^Ea^-t-o ] (XVIa) 3m^i£<t s 

^ (XX) 

R 5 

L— X— Y— (ll)— Z — H 

(XX) 

Jfo£i*:Z>Zbfc&y : & (XXII) 

R 5 

L— X— Y— (ll) — Z-£T)l-P 2 

(XXII) 

(xvia) (xvii) tfD^xmm^^tc^^wmjLi^fi^mir^ 
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S (XVI I lb) 



H Wb 




(XVI I lb) 



&*<afa^teilfffB£l^#^£:^-o ] T*£*L*fc£* (xvnib) 

5£ (XXI) L 4 -X-Y-L 2 K4»(D|5^iB&IBi:l^^^i- 0 ] X^iSfLZ 
<k&V5 (XXI) Xtt-£<Z>ifc*:EJS J: *9 5£ (XXII) 



X— Y 




(XXII) 

oct, m^fentimtmMM&TF-to ) x°mfr£tiz><k&m (xxid 

(iv) bik&m (v) i^^T*mgg$tL/t^j!5:^^Xf4-?:tL{z:sp-r^^^ 
(xxi i) 



X— Y 




(XXI I) 

s£ (ix) r-w-s(o) 6 -m i^fom^rnmmtmMM^'to ] 

Z>\\^m (ix) x^w^®^^-fr5wi:^«fct9^; (xix) 
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R— W— S(0)— X— Y— (f!l)— Z— (^y~ p2 

(XIX) 



3: (xix) 




(XIX) 

(sS'K m^teWimkmMM&?F-t 0 3 (xix) x^^o 




(Ml) 

[5£f>, IS-i-{iHtrfEi:lRl#a^-r o 3 X*mpiStiZ>ik-&m (III) 3ai^rcE>i& 
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5£ (II) 

L 1 -Z' 



(ID 

£5& (XXIII) 




(XXI I I) 



S\ tert-^>^r^) ^ f±-"< 1/ V-jV-Jr^rl/^ &7jk M<7?IE-§-fi^|B i ^ 
^-Tc 3 (XXIII) X{4^r04g^/S^^5i tfci 19^: 

(XXIV) 




(XX I V) 

# 

{^(om^-nBmtmw-M^-ro 3 -c^^ste-g* (xxiv) xi^com.^ 

(II) bi\&m (III) i^iST-mPJ^nfcSiS^^X^n^^TS^fe 



5£ (XXIV) 
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(XX I V) 

m^tm^tm^M^-to ) x-mztiz (xxiv) xa^eo-^o 
MS p 3 l 3 f^^tt 5 r t ta ^ (vii) 




(VII) 

(XII) (IV) ^o^^T^PJ$tbf^^^Xtt^:tt(3:2p-r 

5£ (II) 

l'-z- 

(II) 

tt^cDm^femmtmMM&TF-t. ) x^ti^^m an) 

(XVIb) 

L 7 — @l— H 
(XV I b) 

{^(Dw&nmmbwmMtt-t* 3 xmznzit-g-m (xvib) x^o*^ 

Ki££*5r<i:^J: 95£ (XXV) 
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(XXV) 

tt^<Dt&^feM^kmnm%7Fl- 0 3 -c*s*LS<f&&* (xxv) xti^eo^ 

(id ti\&m (in) ^©^^w*Hfc^*fWxt±-tn^sw"5^fe 



(xxv) 




(XXV) 



i^(D^\tMmtmMM*7F-i- 0 ] T^$H5IM (xxv) Xfi^bo 
&&5£ (xvii) 
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P 1 — (N)t-Z — H 



(XVI I) 

i^<D&%-te.wmt mnm&TM-* ) x*m£*i2>4k&%> (xvid xn^m.^ 

Rj&ZitZ>z.kte£*>&. (xxvi) 



p 1 - 




(XXV I ) 
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(xvia) .i:^#) (xvii) tcDR^x-mm^ntz^^mjin^ti^m-r^ 

5£ (xxvi) 



p 



1 




(XXV I ) 



Kt, iB^te^^iRiSctt&^-r. ] -eft^ttsib^ (XXVI) XK©!© 

T ^ y £©MSSri*t 5 r t «t D ^ (V) 



H 




(XlVa) ^nfcKiS^t^Xfi^n^^TS^^ «t o-CfT 

zr%5 z 

s: (v) 



WO 02/06234 



66 



PCT/JPO 1/06148 





T 



(V) 



(xxvii) x'-y-l 2 tt^cDm^temmkmmm&TF-to ] •ct^tisfc^ 

ft (XXVII) Xti*oife«rKJS&$*«r.-tfcJ:D* (X) 



(IV) irfb^ (V) t©^^RWS^fc^*fWXJ±*ix^J|^«*lfefc 
— . y-r.x^— . "if h y— ^ ^fnf^>^ 

^>-X 14 ^-t> 2" 1961^. 'f'^ai-A' ^5 y^t-s 

=-cx: — 3' — ^ (A. Weissberger, "The Chemistry of Heterocyclic 
Compounds. 14 Part 2", 1961, Interscience Publishiers, Inc. , New York) 
3=fcfi^— . CM*-*— 2f*- % >f— . iS—.'TJv— , "IF 
7" 'sfof/f^yy^ ^i^S^X 14 ^— h 2" 1974#s i^a ^ 
!^^r y — 7>K fVX, -O^s —^—3—^ (A. Weissberger, E. C. 
Taylor, "The Chemistry of Heterocyclic Compounds. 14 Part 2", 1974, John 



Wiley & Sons, New York) ^l^^<Djjfe± fz. fi^tU^ C-fc^fe^ £ o T®*5t . 

fljKDj^Hb^#J (VIII) . (IX) N (XIa) % (Xlb) > 



X' — Y— (N)— Z— (^H 




T 



(X) 
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(XHIa) % (XHIb) N (XVb) „ (XVII) „ (XX) „ (XXI) 33 ±0* (XXIII) 

**fc=/u:/n t 0 ^-^, -£<E>^;*7VK 75 KXttifc [#*L<Wu 3-(6-^n 
«fcV^ 0!|jLk£, <k^tfe (I) -effiv>e > HS46i:PI«|3fe 1 t>«)3&ifas^tf 

©M7;^^c ! _ 6 ^^^/u^ (2) &mv^m^xT/i> m%-ft^h 

*ci/}) ^^^^"T/K *J-7s-S ^rixy ^-^c^tvI^) s (3) p-^hn7i 
n/^^x/K (4) 2, 4— bD7x^x^f/K (5) ^7;^f;V 

j^tvk (6) ^^pp7i=;h^t;K (7) N-t Kn^t^i/- 
>^ 5 K^^^/K (8) N - 1 Fp^7^/W 5 Kx^f/K (9) 1— fc 
Kn^fix^^y h U Ti/w^^^/K (10) 6-^nn-i-t Kp^-^ 
V/ h U (11) 1-t KP^ri/-lH-2-t'y Kyx^ 

7VK (12) ^^^tvu [fllx.fi, %&W&.mn i 7-*—Mk&VZ) tZ.3nb<D 

Zff-/^ sfyzf?-/^ sec— ^^/K tert— :^/HS0 N Cj _ 6 TA^^r^ 
($Jx.fc£p< h=3rv^ xh^ !/njf?:^ ^fy^P^ T^b^riX, tert- 

tv^-Hr (MfLti**-'^** ^A^-Or^ 7"nWt> •^f-j^f-^m mxM 
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/K sec— tert— N Cj _ 6 T/^==¥v^ (Mitf^ h^rSA 
rchdf^ ^n/tfdpv', ^y7 0 n7K=3fv' > :/h=>rv\ tert-:/ K^rv^) „ ao 

4k&m (i) ©Jfttfu -t*ti^*p©#atcfi6v\ WjUifbfr* (i) 
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XLfcf. 'L^, HSlfiL^. ^tlitlE, ifrlfiL&£&£ s xn;5-^7^ 

WM^ifc-W^it, 7vn>w — «Mifcj§f£ (tia) , m&m&, 
immmwtk&. m&foffimm, fommm&mfe. foi&mm^mm • —urn 

Rfomfem (sirs) 3^f««t^iss#^jiE-rssai4ito.t ; F fc 3®@3E^ 

(DIC), 5 ojfctelftt'fr:^ f£«F<S>m*g£^ #fit^(^li^»Xf» 
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10 



15 



20 



25 



as, mmm. mvm. -ttmn. x-mtsim. mmt 



$m £ %x mm-r s^fcms 



&ct±, mm. &&ftu mmM^*^mis*£x®8&tz>^b&x*z> 0 



WO 02/06234 PCT/JP01/06148 

71 

^y^^ fcmkmi-hv v >-m#^>">^ ^ 

H-mm$kM<DMk 7 £ y /vmtf- vvt?^ tf-v y/i~<- h s o % y 

mmftm^^^xmigm^btizm&ftk mmu mm. &im. 

A (fleSift 6 0 kg) 10^!) (I) Xtt-toifi) 4: 

LT#SJ1 ftV^L 1 0 0 Omg, 0^L< fi^3&V^U3 0 Omg. $ L< 

1 O^L2 0 0rag"Cfef9 N 1 E^/cii 2 3 HKn ^(KS4t5 

if$m<Dft&m (i) xf4-eoiasr^gpw^ift-^i-5»^rt: N a*, saw 
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TcVffiO. Olmg 1 0 0 m g N friz L < fi&) 0 . 0 1 5 0 m g , <t <9 
0^V<i±mO. 0 1-^2 0mg^»^^J:i9^-r5O^^X'fe5 0 
mt^lJiL-Cfi, Wi»^JcD{id\ BiT&ftiftL &F*l&tt2lJ> j»?£JHm £ 

itioXiS^tiSc ^#t^©7kti^i: UXfi^S^TK. ^K^^^wffi, 

V=i—M x ^ ^->tt#ffiigtt^J (^J^L^TKy y;w<— h 8 0 % HCO-5 

^7^^^ ^fOHMG-C o Aljc^liflf ) N TG{£T 



WO 02/06234 



PCT/JP01/06148 



HJI#I<S>#7 A* n-^ h^^^-r— ^*3tf5*gfcfcH3:TLC (Thin Layer C 
hroraatography, fl^n-7f^77^-) «fc SM^Tl-fT&fc^ftfCc TLC 
M^{-4oV>T{* N TLC/Whitt^/^ (Merck) %k§&<£> 60F2 54I 

7 v- y # <7VM±I^] D < ^ JV# #M<D$—&/l"?f^ 60 ( 7 0 >feV> L 2 3 0 * 
^fctt^f— £A~7Vi^6 0 (2 3 0/^14 0 0^^) £r/|V^c 0 # 
7 A/Hk^feiX D * f?M-3.%±*s ]) l/Ti\&%M(DmM<k^ U*NH- DM 1 0 
2 0 (1 0 0^U2 0 0^?Va) &/BV^„ NMR;*^'WKtrtlHSXf±0«- 
15 iRWGk Itf h7^f-^>7^ffiV^!J T^Gemini 2 0 0ltfc(i3 0 

Xtf bfc I R^*<^ 2 0 OSb^^ hn^— -e&ij 

^^^*3^^%f*^i o 0mi^cQ g #:^^i- o mmm*<D 



5 



s 




d 



^Vl^y h (doublet) 



t 



MJ/l/yf (triplet) 



q 



? 17/1^7" ix h (quartet) 



25 



dd 



yzf/ls h . (double doublet) 



m 



-^/W-^^l^iy b (multiplet) 



br 



-fVL — K (broad) 



brs 



J 



Zfw— K > ^ y b (broad singl et) 
-y^V l/-!7l5L%. (coupling constant) 
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WS C : foffl&toJV^M % K 
THF : T t Kp77^ 
DMF : ^f^*M7^ K 
DM SO : v^^.f ;^/^^r^ K 

HOB t : l-tKo^w/hyr/^ 

3-[ (6-^ P p :*A-fr~/k]-N-y f;U-N-[[l- (4-g U U 

la) N-y ^;wi-(4- b° U t^k) ^ y v^-4-;fr/l^>-fr $ K 

l-(4-t°U t°^U ^^-4-^/^^(1.03 g) t^b^-^-— M6 ml) Oil 

-g*3r30#|B!iB$ffi«U fcKEE««BUfco »f?«»SrTHF (50 ral)fc:ttA/goU ^f;^7 
$ ^i£^*i:(o. 41 g) i: h y asf-ATr % W3. l ml) %toz.ti 0 KJfci£$rMT»l4lS 
^#^iffc„ tWi^^U ^>?ftSr«JBE«3HI, «S«lfeSr*9Aaf«i(4a3£tt 
V'J *^/K H^^K/^ * / — A' = 5/1) ^ ifegkt^yw* ^ y -/W^bl? 
*£*LTlIfB{b^£^feHffc(0.70 g, 64%) <t b"C#7c 0 NMR (CDC1,) 5: 
1.69-2.05 (4H, m), 2.26-2.39 (1H, m), 2.83 (3H, d, J = 4.4), 2.82-2.96 
(3H, m), 3.92 (2H, dm, J = 13.2), 5.66 (1H, br s), 6.66 (2H, d, J = 6. 1) , 
8.25 (2H, d, J = 6. 1). 

lb) 4-[4-(N-y ^vut ks)* fvkzlzg^ 1 fc ° V 

H&tkfcTA' $ =■ *7 & y ^ (LAH) (0. 13 g) ©THF(12 ml) if A,MWt~*M1foMlb) 
•C*#/cN-y *vu-l-(4-fcT JJ v?>u) h^y /Utf^-V- $ K (0. 50 g) SrJDx. % 

7;i/^y#B^Ts 5 R$fflSi£ Lfc 0 KJE£$£tok(0. 54 ml) t fflfcjcgMfc-T- h y £ 

A*Mgjfc(0.07 mD^B^fCc tfc»»Sr^*U B@fe£r#:7 
AififgSKv' y gfc^c^/y * / -A' = 20/1) «L g^iif/W^ * / - 

/^fel?J$SU-Cjgia{k-^te«r»fejft^4iJ(0.29 g, 62%) t U-C#fc 0 NMR 
(CDC1 3 ) 5: 1.18-1.38 (2H, m), 1.66-1.75 (1H, m), 1.78-1.86 (2H, m), 
2. 45 (3H, s) , 2. 49 (2H, d, J = 6. 6) , 2. 84 (2H, dt, J = 2. 4 and 12. 8) , 
3.89 (2H, dm, J = 12.8), 6.65 (2H, d, J = 6.6), 8.24 (2H, d, J = 6.6). 
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lc) ^fb6-^ PPf7^ Ul/-2-*;Vfc=-;\s 

6-T %;-r?$ ls^-2-X/U&>m(44. 6 g) OtK (200 ml) if AsM%&^&<^~}~ h 
y VMll. 1 g)fcJn*., #fetbfc«^7K^L-fc 0 ft£&(43 ml)£^o< t>Jq 
X., §l#«t^!ElgiW-hy #A(16.6 g)O7K^(100 ml) £5TOT-C30^tt 

fcHfrSrJlc?&Ufc4ft<b5B— $1(23.8 g)<D28%^doo Bl)|cJn*.H £a&-cm#IHk 

$ b^60°C-C30^^#^-^fc o SJESSKSrO^Hl^^^ 50%7K«Kb* y ^ A (50 
g)7K^-CpHl-2^TOb^ 0 WWfeSr^Sls ftfok (&J200 ml) ^^A4»U/t. 50% 

*SKfc;# y V J»&mmx~T V £U ^$»&<5&, ^U-r@#:(16. 8 g) Sr 
#fc c $ bfC 5J£&«BE»*gL-CHft:(l9.7 g)£#fc„ 

#bttfc@#:?r5:mt:y v<74 g ) 1 1 *>\z ioo-i ioxxc4:mmMmistz. 0 mufc 

tK(4o g )&&n*. % itmrnzzwi^ Jj^^masVUtf/K ^pp* 

/PA/^vdf--^^ = 1/3) Lt, MfB-fb-S-^ (12. 1 g, 23%)<H#fc D NMR (CDMC1 3 ) 
5 : 7.66 (1H, dd, J = 2. 1 and 8.7), 7.97-8.07 (4H, m), 8. 59 (1H, s). 
Id) 6r£ P T2-2- * 7\s2l~7 ? \sZ/ 

LAH (7. 07 g) <ZXTHF(130 ml) Vf MMMlc) "T?#fc^k;6-^ P P ^ ^ u 

^-2-*;Vfc~jV{20. 2 g)<PTHF(l30 ml)?g^£at^TMT Lfc^ 
itflfctr^ttfc Sf£SK^K^^/K50 ml) SriT> icV>-C2N^^(360 ml) 

MIB-fb^^ (13. 1 g, 88%)£#fc„ NMR (CDC1 3 ) 8 : 3.60 (1H, s), 7.34-7.48 
(2H, m), 7.61 (1H, s), 7.66 (1H, s), 7.68-7.81 (2H, m). 
le) 3- (6-^ p P -2-^:7 ^Ap^^^P \f&l>&t 

H»Jld) -e#fc6-^ P P -2-^ /V* 7° h 7 ^ ^ (0. 20 g) i: INtK^L"^ h P 
!>^(1. 1 ml)<D^ PS— JU(15 ml)mW^3-^^^yu lf^m? t f'^(.0. 12 ml) 
«rin£M"T?lHtffl*>#4-£;fc«U lNTKKfb-t- b y #i»7kMc(2. 2 ml) ^iiAP L 
T22^il^brt 0 RJS^St^JEH^U, »9«lSr*t?#JRx lNig^T^m-L 

fc 0 titM® & u ->v# vat* v a k x v mm vxmmm^ (o. u g , 

52%) £r#fc D NMR (CDCI3 ) 8 : 2. 72 (2H, t, J = 7. 3) , 3. 26 (2H, t, J = 
7.3), 7.40-7.49 (2H, m), 7.65-7.72 (2H, m), 7.77-7.80 (2H, m). 



WO 02/06234 PCT/JP01/06148 

76 

if) 3- (6-^ p n -2-^-7 ^-)v)y-)^=-jvrf^ ^Jr^/Wk 

Hi£#i|le) -C#fc3-(6-^ a p-2-^7^V) ^"'T'u fc°^-^(0. 14 g) <D* 7 7 
— jU(10 ml)^£^^Pni§^S#^(mCPBA)(0.20 g) ^Jn^?g.-e5B#K^ 

t^iffc^, m^mm^tco mmm^^v *W7Ata dm^lt, mis^ 

5 "3*^(0.11 g, 69%)£r#fc 0 NMR (CDC1 3 + two drops of DMS0-d 6 ) 5 : 2.67 

(2H, t, J = 7. 7), 3.51 (2H, t, J = 7. 7), 7.85 (1H, dd, J = 1.9 and 8.7), 
7.86-8.01 (4H, m), 8.46 (1H, s). 

l g ) 3-[(6-^pp -2--T 7 ^-M 7. ±ft ~M -N- * f;WN- [ [ 1- (4- fcf V -4- 

10 ^»!llf) T*#fc3- (6-7 a n -2-^7^^) JX/M^/K/P t^i^Bfe (0. 11 g) <t 

ml) 1388? U HJStfJlb) T?#fc4-[4-(N-^ $ / ) 7 ^/Hf^U vVkl t° V v 5 

^(76 mg) £ h]) X-f-fisT ^ 1/ (56 ml)<£>THF(2 ml) tK^T StAR XL fc 0 

7*/is* mm u-c , mmi &#^#.«h^ (20 mg, 1 1%) t u 

T#fc 0 NMR (CDCI3) 6 : 1.15-1.35 (2H, m), 1.62-1.90 (3H, m), 2.71-2.93 
(4H, m), 3.04 (3H, s, Me), 3.18-3.24 (2H, m), 3.57 (2H, t, J = 7-5), 
3.80-3.93 (2H, m), 6.60-6.67 (2H, m), 7.59 (1H, dd, J = 2. 0 and 8.8), 
20 7.94-7.97 (4H, m), 8.21-8.29 (2H, m), 8.48 (1H, s). IR (KBr) : 1640, 1597, 

1310, 1148, 1127 aa 1 . 

%m&vrm C 2 , H, 8 N 3 0 3 SCI t UT 

ft^-fift (%) : C, 61.78; H, 5.81; N, 8.65 

HMfli (%) : C, 61.63; H, 6.09; N, 8.59 

25 

N-[2-[ (G-7 p u-2-}-Z7?-M KAsfc—AA jc^viQ-N-^ gvWHj^ U v^)-4- 
2a) 2- (6-^ P P-2-^-7^U-)^-^"J-^ 7 
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MMMld) T~#fc6-^ PP-2-^*^ht7^H/(0.14 g) t lNTKBKb-t- h y 
£ J* (0.84 ml)Op< — ;V{10 mD^SK^-^P^E-oL* / — /P-(o. 60 ml) ^BXL 

MLT2l*IB*»* RJft*£«r«E*f6 U bVfc, #ftfcjb 

fe«tSSS:5Stx <6*feUTSfB^b^fe(163 mg, 98%)tr#fc„ NMR (CDCL) 5 : 
2.02 (1H, t, J = 6. 2), 3. 22 (2H, t, J = 6.0), 3.80 (2H, q-like, J = 6.0), 
7.39-7.51 (2H, ra), 7.66-7.70 (2H, m), 7.77-7.79 (2H, m). 
2b) 2- (6-^ n n-2--^-^7^-/U)^/U/^^-/^^ 7— 

^»!|2a) -C#fc2- (6-i? (2 P -2-^-7^) ^ / — (160 mg) * ^ / — 

M5 mlMHF(10 ral).^— 7K^TmCPBA(0.28 g) &M%.'§5M.'TZ2B$ 

•ffiffttbt:, Ml2te^£r*§#,@#(0. 15 g, 82%)<tbT#fc 0 NMR (CDC1 3 ) 5 : 
2.71 (1H, t, J = 6. 5), 3.43 (2H, t, J = 5.4), 4.50 (2H, q-like, J = 5.4), 
7.61 (1H, dd, J = 2.1 and 8.7), 7.89-7.99 (4H, m), 8. 50 (1H, s). 
2c) 6-^ P g-2-(2-^ p pxf ;l/)^;l/»x^f 7^ l/> 

£&te092b) -C#fc2- (6-^ p o-2-t7^;>) j^/l^^/Vcc^ / — /U(Q. 15 g) % j£[ 
-ffc^-^/WO. 16 ml) irDMF(M^*)©^ nn*M(3 ml)^^%3^31^ bfc 

(0. 14 g, 90%) ^r#fc 0 NMR (CDC1 3 ) 8 : 3. 57-3. 64 (2H, m) , 3. 76-3. 84 (2H, 
m), 7.61 (1H, dd, J = 1. 9 and 8.9), 7.92-7.98 (4H, m), 8.48 (1H, s). 
2d) N- [2- [ P P -2--7~ Z "£±2 Z: ~N~ 7 f/^-l- (4- b° U V s 

H^!lla)-t s #feN-^^-^-l-(4-t°y t°^JJ ^-4-#/M^-^$ K(110 
rag)(^DMF(2 mD^^—Tk^TTk*^ h !) ^A(60J4Jftft ; 22 mg) ^JPXL. ^}&T* 

H3fe#i|2c) -e#fc6-^ P P-2-(2-^ P dx^/W) 
■7-7^1/^(144 mg)^0°CT^P^ M.T*4R$TO># Si£;fc 0 KJtS3K«rfclU£**f U 

2se«»sriastt^ y # ffr* y j>-vm& vxmw£&to&&&&M&i& (4. 9 m g , 

2%) £ bTtt/to NMR (CDCI3) 5 : 1.71-1.82 (4H, m), 2.58-2.73 (1H, m), 

2. 80-2. 94 (2H, m) , 3. 22 (3H, s, NMe) , 3. 47 (2H, t, J = 6. 5) , 3. 79 (2H, t, 
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J = 6.5), 3.88 (2H, dm, J = 13.2), 6.64 (2H, d, J = 6. 5), 7.59 (1H, dd, 
J = 2.0 and 8.8), 7.90-7.97 (4H, m), 8.25 (2H, d, J = 6. 5), 8.46 (1H, s). 
pcMfttit C 24 H 26 N 3 0 3 SC1-0.7H 2 0£ LT 
thJMtC (%) ; C, 59.48; H, 5.70; N, 8.67 
HSlHtt (%) ; C, 59.47; H, 5.68; N, 8.53 

N-[3-(6-^ p p -2--rZ7=f-;V) =f-Jrzf p bVl^]-N-^ f/Wl-(4-b° V v^)-4-b 0 ^< ]) 

3a) N-[3-(6-^ P P -2-^-7^-/1^) ft^P tfVH-N-;* gvk#/Wj g iX^tert-:/ 

Hi60!lld) -C#fc6-^ /I/* ^ h -t" 7 ^ V V (0. 58 g) (D * # / ' — /l' 

(50ml) VtMBMViZm'r hV $J±* h*is Y**S~- /H^(0.87g)£2HJ;*Lfc^s 
N- (3-^ uu7>u tVW) -N-7 ^*;W^ 5 l^tert-T^/l' (Vede js, E. , Stults, 
S. , J. Org. Chem., 1988, 53, 2226) (0. 75 g) &Jm?L40 o CX* 1 OB#Rg£ 6 

«UT«IBflS^*«r*te« Wife (1.0 g, 91%)ibT#fc 0 NMR(CDC1 3 ) 6 : 
1. 45 (9H, s), 1.89 (2H, tt, J = 6. 9 and 7. 3) , 2.84 (3H, s), 3.01 (2H, t, 
J = 7.3), 3.37 (2H, t, J = 6.9), 7.35-7.46 (2H, m), 7.64 (1H, s), 7.69 
(2H, s), 7.77 (1H, d, J = 2.0). 

3b) N-[3-(6-^ P P-2-^-^^/l^)^^-^a gVU]-N-,?<fvU-l-(4-tf 17 v ? /V-)-4- 
5: ^tert-/^/^ (0. 5 g)© Wl^^(lO ml)^^^ N b ]7 7/^P^^(2 ml) 

mtfofci?? p p 7 9 v (20 ml) £ hV ^jvt %^iA ml) SrJp^fc^x 1- (4- fc° U 
i?;H-^7^*;^^n!J KJfiife&(0.26 g) &jto;U5B#j?^#^fc„ 

fc**iHW-MJ *A*eis»ufc 0 mww&M.m®i^ v $ v'/i-* v 
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AT?HfjR8u mm^^x^-'r^x r> vxmmt-^m (36m g , 19%) 

fc 0 NMR (CDCI3) 6 : 1. 58-2. 10 (5H, m) , 2. 59-3. 10 (9H, m) , 3. 53 (2H, t, 
J = 7.5), 3.70-4.00 (2H, m), 6.55-6.70 (2H, m), 7.35-7.50 (2H, m), 7.60- 
7.80 (4H, m), 8.25 (2H, d, J = 6.2). 
7Giff##rW C 2 5 8 C1N 3 OS t LT 
f^-fit (%) : C, 66.13; H, 6.14; N, 9.19 
MM (%) : C, 65.99; H, 6.14; N, 9.19 



N-[3-(6-^ t=z u-2-j-y^-M^7V7 ^ — As-? xi fc^-N-^ ^Wl-(4-l: , V *?M- 
4- fcf ^ V >±£3£± % K 

^WJ3b)-e#fcN-[3-(6-^ n n-2-^7^-/V) ^V]-N-^^/W-(4- 
^)-4-t°^]J K(90 mg)(^^^y— 7V(10 mDSSSR^JK^ 

T1N-|»(0.5 ml)SrAP*.fc^ mCPBA(38 mg) &M%.Wm*>%i&£iiLo EJlM^ 

mzMMs mmos&mk?* ^ ^\z&m, ifistt f v % *?as* ? ^xmm ^xm 

S&lt'B-l&d&M&ffijfcmfaiSO rag, 47%)<bbT#7t 0 NMR (CDC1 3 ) 8 : 1.60-2.25 
(6H, m), 2.60-3.05 (5H, m), 3.08 (3H, s), 3.40-3.65 (2H, m), 3.75-4.00 
(2H, ra) , 6. 65 (2H, d, J = 6. 6) , 7. 50-7. 65 (2H, m) , 7. 80-7. 98 (3H, m) , 
8.15 (1H, s), 8.2 (2H, d, J = 6.6). 
TU^ftVriW. C^Cl^S • 0. 75^0 1 LT 
ff^-fit (%) : C, 62.10; H, 6.15; N, 8.69 
WiM (%) : C, 62.36; H, 6.08; N, 8.54 



N-[3-(6-^ P P-2-f7f;U)7;l^^^^D tf^]-N-^^Wl-(4-tfy i?/V)-4- 

5a) N-[3-(6-^ PP-^t7f^) ^^7^=-^^ a bT/H-N-p* ^;V^;W^> 

H«j3a) ~e#fcN- [3- (6-^ n n-2-i~7^U)^-^-^n tf/W]-N-^ ^vrt^fr^W* 
5; i/^tert-^Vl' (0. 5 g) «>R®fe3i^vK50 ml)^^^mCPBA(0. 52 g) £r;bH;t, 
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« 

/mk=^f-M8:l) &M£t£&fc&ft^1Rfcte^&me!te&<fi.37 g, 69%) t L 
-C#fc Q NMR (CDC1 3 ) 8 : 1.39 (9H, s), 1.90-2.08 (2H, ra), 2.80 (3H, s), 
3.10-3.22 (2H, ra), 3.31 (2H, t, J = 6.8), 7.60 (1H, dd, J = 2. 0 and 8.8), 
7.88-8.00 (4H, ra), 8.47 (1H, s). IR (KBr) : 1694, 1395, 1312, 1146, 1132 

cm 

* 

5b) N-f3-(6-^ P u-2--f"7f-M ^^=- AgLg fcVU-N-;* ^yWl-(4-tf ]) 
/U) -4- Vi/>2> /U^^r -fr g K 

HJS0ij5a)-e#fcN-[3-(6-^ u n-2-^7^/^) 7/^^;V/0 fcVl/]-N-^ "f-jV 
$ >^tert-^^-/K0. 33 g) ^&HWJ3b) t mmfc LTjgf&f 
t&^@^(58 mg, 14%) t UT^fc NMR (CDC1 3 ) 6 : 1.70-2.20 (5H, m), 
2.60-3.00 (4H, ra), 3.09 (3H, s), 3.09-3.22 (2H, ra), 3.40-3.65 (2H, m), 
3.80-4. 00 (2H, m), 6.65 (2H, d, J = 6.6), 7.55-7.68 (1H, m), 7.82-8. 00 
(4H, m) , 8. 24 (2H, d, J = 6. 6), 8. 46 (1H, s) . 
5nSt£-#Hit C^HjjgClNjOgS-O. lEjOi LT 
fiMiU (%) : C, 61.55; H, 5.83; N, 8.61 
MMife (%) : C, 61.29; H, 5.85; N, 8.54 

H«J6 

N-[2-[(6-^ p p -2-t 7 f f /b-N-^ (4- b° I? i^/i/) -4- U 

6a) N- (2-7 r n ; &xf;l/) K ^^tert-^^/l^ 

5 >- H-fbTklif (4. 1 g) £>7k(25 ml) £Ti? h=- hV /K25 
mimmZL2Nfcmik-]- h V ?AtR«(25 mD&ZXF-mm i?-tert-:/9vK4. 8 

^A-c-i^bfc mmm&mm^xmmfc&m&m&mvzyote.s g , 85%) ^lt 

#fc D NMR (CDCI3) 6 : 1.46 (9H, s), 3.40-3.60 (4H, m), 4.98 (1H, bs). 



WO 02/06234 PCT/JP01/06148 

81 

6b) N-[2-(6-^ o P -2-^7^/1^) ^a-Ji^V^l^W-^ 

^U£#?l6a) t?#fcN- (2-:/ ci ^o-^vl-) 5 ^tert-T^A- (0. 18 g) fa h 

* 

»j3a) t mmK^xmf&ik&yo&M&mgkio. 12 g , 69%) t L-c#fc 0 nmr 

(CDCI3) 6 : 1.43 (9H, s), 3.15 (2H, t, J = 6.4), 3.30-3.45 (2H, m), 
5 4.90 (1H, bs), 7.36-7.52 (2H, m), 7.62-7.80 (4H, m). 

6c) N-[2-(6-^ v v-2-~)-7^-/\<-)=?-3r^J-;V~\- 1 H-*J-;Vj);\ss<K ^^tert-:/^ 
!k ■ 

MMfflGb) T?#fcN-[2-(6-^ a ^^r^=f-;V\ %sW< 5 V^tert- 

:/^vK0. 12 g) CDDMF(5 mD^^TK^t:^- hV V J* (60%$j|4 ; 0. 17 g) %Mx. 
10 ?&T-lB#P^#2Mfc 0 oV>T% <t 5{b^^-/^(0. 15 g)^P^15^W^#^fc 0 

OHlM-C'gfc#-bfcm> STKSiE^hy !>^T'^bfc D ttt±JM^«^U isV %7 
^7A-e*SMLXMfBfb^tr^lfe?ft*t^(0.08 g, 64%)£LT#7c 0 NMR . 
(CDC1 3 ) 5 : 1. 42 (9H, s), 2.89 (3H, s), 3.06 (2H, t, J = 7.0), 3.38 (2H, 
15 t, J = 7.2), 7.36-7.52 (2H, m), 7.62-7.82 (4H, m). 

6d) N-[2-(6-^ n g-2-^37^/V)^:fraE^/U]-N-;*^-/Wl-(4-fcry 

Mtfcffl6c) -e#fcN-[2-(6-^ a n-2-t7f/l') ^"^-^c^/U]-N-^ fvl<#/W^ 5 
>-^tert-^^^(0. 19 g)<£> h/V^>-(5 ml)?g?&^ h ]) 7^^"A^g&(l ml) ^ 

f- (20 ml) *M7L^<1 y~7v- yftVzc^fVT 5: ^ (0. 47 ml) SrjbP*. 
l-(4-fc°y v^/U) -4-^7^y*/H=/^ P D K46lfeitt(0.21 g)^PX.15B# 

T^^bfc^, mtk^^-mj !>A-e^ufc„ mn&mik, nm^mm^ 
25 Mcjft^ ams-s^ v * y AT-ti Lxmm4k&m&m&&Mmte (o. 23 

g, 95%) t bX#fc 0 NMR (CDCI3) 6 : 1.44-2.00 (5H, m), 2.15-2.40 (1H, m), 
2.58-2.98 (3H, m), 3.05-3.30 (4H, m), 3.45-3.98 (3H, m), 6.45-6.65 (2H, 
m) , 7. 35-7. 55 (2H, m) , 7. 62-7. 88 (4H, m) , 8. 23 (2H, d, J = 5. 2) . 
TtMft C 24 H2 6 C1N 3 0S • 0. 51^0 tL-X 



WO 02/06234 PCT/JP01/06148 

82 

ff-^jlL (%) : C, 64.20; H, 6.06; N, 9.36 
H$!Hi: (%) : C, 64. 34; H, 6.04; N, 9.26 

N-[4-(6-^ x2X2-2-^-7^M^;^=-;v1f^-M-\-(A-\f]} -4- V 
5 io^ ^^ K 

4-T 5. y -\-Zf9 J — /K2. 7 g) ©7-ir h - b y ,v(30 ml)^S^2N7K^bi- b 

!>i>»-e^bfc 0 ^JEMUTSia^#»^4ffife^#;(7.9g, 77%) <b LT#fc 0 
NMR (CDC1 3 ) 5 : 1.44 (9H, m), 1.5-1.68 (4H, m), 3.10-3.22 (2H, m), 
3.62-3.74 (2H, m). 

7b) 4-7" n ^E-^fvt^ /W* ^ ^tert-^^-zl-- 
15 M7a) l?#fc4- 1 Kn drv-y^/l/^/^ 5 tert-^^/Kl. 89 g) *3 <fc 

t;hy7i-;^7^y(3. 15 g)<E>^/ffc^ ^ 1^^(20 ml) W^-^m^^lkM (5 

g )&— mura^u ^b^^3fiT*2^p B ^^^fc 0 sj^^^fpmWTk^n^a 

maikm&x'Z bK$Gftvtz. 0 mmm^mm, mmm^^v^^f^^Mz. 
xvmmisxmmk&m&m&ftiikma. 76 g , 70%) i: L-c#fc 0 nmr (cdci 3 ) 

20 8 : 1.46 (9H, s), 1.50-2.00 (4H, m), 3.08-3.12 (2H, m), 3.43 (2H, t, J 

= 6. 6) . 

7c) N-[4- (6-^ P a -2-^-^^/U) g^^gvV] X/Vs^ ^ ^^tert-^^yi-- 

H»j7b)-t?#fc4-^P^^/^/W^5 ^gfe tert-^/l/(0. 76 g)^b^Jfe 

^j3a) ^ vxmmik&m*m&fagk (o. 74 g , 79%) t ux#fc 0 nmr 

25 (CDCI3) 3 : 1.42 (9H, s), 1.50-1.80 (4H, m), 3.03 (2H, t, J = 7.0), 

3.05-3.20 (2H, m), 4.50 (1H, bs), 7.35-7.46 (2H, m), 7.60-7.74 (3H, m), 
7.75 (1H, s). 

7d) N-[4-(6-^ P u-2-j-7^sU)X;Ufc=^/U^^sU]%/U/<*l/mtert--7'?-/l>' 
mMM7c) -e#fcN-[4-(6-i7 n u -2-7" Z7^sU) ^-f^-fV\ 5: 14» tert- 
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:7^VP(0.35 g)(Dm^^^(50 ral)$$?^mCPBA(0.35 g) £rAtI*: N ^m.X'l^m 

m&^v- is/ffigt^A'frbi&tikib ^xmm\&m*m&WMi (o. 35 g) 92%) 

5 t LT#fc„ NMR (CDCI3) 8 : 1.39 (9H, s), 1.48-1.90 (4H, m), 3.00-3.28 

(4H, m), 4.54 (1H, bs) ,759 (1H, dd, J = 1. 8 and 8.8), 7.82-8.00 (4H, m), 
8.46 (1H. s). 

7e) N- [4- (6-^ P P -2-t7f/U) ^)Vfc=-)V-7=5-)V\-\~ (4- tf U -4- fc"-^ U 

H^j7d) -C#fcN-[4- (6-^ P P-2-^7^/W) ^/l^^/K^/l/l $ 
tert-^/V(0. 21 g)ri>b«#ij6d) i: WSk\Z. UTjSia{b^«5Sr«lfe(tA(0. 2 g, 
77%) £ LT#fc 0 NMR (CDC1 3 ) 6 : 1.55-1.90 (8H, m), 2.15-2.36 (1H, m), 
2.74-2.95 (2H, ra), 3.21 (2H, t, J = 7. 5) , 3.27 (2H, t, J = 6.2), 3.76- 
3.95 (2H,. ra), 5.84 (1H, t, J = 5. 7), 6.63 (1H, dd, J = 1. 4 and 5.0), 
7. 59 (1H, dd, J = 2. 2 and 8.8), 7.82-8.00 (4H, m), 8.24 (2H, dd, J = 1. 4 
and 5.0), 8.45 (1H, s). 

TU^ftVrW CaHaClNjOjSi: UT 
fUffflt (%) : C, 61.78; H, 5.81; N, 8.65 
MMU (%) : C, 61. 70 ; H, 5. 76 ; N, 8. 69 

mmm s 

N-[4-T(6-^ PD-2-t7 f-M =-;W] •J'^sU-N- * ^JV-I- (4- b° V -J>M -4- 

8a) N-[4- (6-? P P -2-t7^) ^A^j^Vf^-JH^-H-^ gvk#/Wj $ 
25 tert-T/^yl'- 

*J£M7d)-e#fcN-[4-(6-^ p 0-2-^7^)^^=;^^]*;^* yfife 
tert-^^KO. 3 g)frt>MMM6c)tmmiZ VXM&ik&fo&m&flffltto (0. 14 g, 
50%) £ UT#fc 0 

8b) N-f4-r(6-^ p d -2-t 7f 7'?-;WN- ^ ^/Wl- (4- b° l> 
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,W< % yWttert-^MO. 14 g) 50> ibHMJ6d) t VXMS&ik&to&te&fo 
5fc@f£(0. 15 g, 88%)klsX%tz 0 NMR (CDC1 3 ) 5 : 1.55-1.90 (8H, m), 2.54- 
5 3. 00 (3H, m) , 3. 02 (3H, s) , 3. 25 (2H, t, J = 7. 5) , 3. 36 (2H, t, J = 6. 4) , 

3.74-3.98 (2H, ra), 6.65 (2h\ d, J = 6.6), 7.58 (1H, dd, J = 2. 2 and 8.8), 
7.82-8.00 (4H, m), 8.25 (2H, d, J = 6.5), 8.45 (1H, s). 
Ttmftffim. C M H3 0 C1N 3 0 3 S t LT 
fUNt (%) : C, 62.54; H, 6.05; N, 8.40 
10 ^ffilJ-fC (%) : C, 62.27; H, 6.05; N, 8.49 

N-[3-(6-^ a u-2--^-7 = f'M^^i^=-^'fu bVH-N-;* ^yU-l-(4-tf V vvlQ-4- 

9a) N-(3-:/p •=& 7° n fcW) #/Wj $ ^^tert-y^/l^- 
15 fcVVT 5 ^HfbJcgRitt (4. 37 g) ^bHi£#l6a) UTMIB ■ 

fb£ft«f&fijfc*fc4&(4.37 g, 91%) £ LT#fc D NMR (CDC1 3 ) 8 : 1.45 (9H, s), 
1.96-2.15 (2H, m), 3.27 (2H, q, J = 6.6), 3.44 (2H, t, J = 6. 4) , 4. 65 
(1H, bs). 

9b) N-[3-(6-^ p u-2-ryT^)T^-7°o \f/V\tfjV^%^mx^rX-^TfV 
20 HifeWa) -e#fdN- (3-^ o 7° o fcVl-) # /W<5 5: ^tert-^^Vl- (0.18 g) fab 

^UfS#|3a) fc i^$t£ LXJSSBf fr£*>«r&feiii& (0. 28 g, 69%) £ LT#fc„ NMR 
(CDC1 3 ) S : 1.44 (9H, s), 1.78-1.96 (2H, m), 3.05 (2H, t, J = 7.2), 
3.27 (2H, q, J = 6.6), 4.60 (1H, bs), 7.35-7.48 (2H, m), 7.65 (1H, d, J 
= 2.4), 7.68-7.80 (2H, m), 7.76 (1H, d, J = 2.2). 
25 9c) N-f3-(6-^ P v^-j-^^/U) XsU7fr=./Uzfv b:Vt/| # / W< g; S^jfetert-?^- 

mg^!l9b)T^#fcN-[3-(6-^ n u-2-i~'^ s f-/l') i f'^-Zfn 

tert-^/Ki. i g) *>b^Mw&) t mmc L-xmmik-g-wi&te&Miii d. 07 g , 

98%) t LX#fc 0 NMR (CDC1 3 ) 6 : 1.40 (9H, s), 1.85-2.05 (2H, m), 3.15- 



o _ □ 
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3.35 (4H, m), 4.68 (1H, bs), 7.59 (1H, dd, J = 2. 2 and 8.4), 7.85-8.00 
(4H, m), 8.46 (1H, s). 

9d) N-[3-(6-^ p a 7.;vfo=-jvzfv tVi/)-l-(4-b 0 V i^lQ-4-b:' 

»|9c)-t?#fcN-[3-(6-^ n u-2--f7^/U) ^sl>7fr=.jU7>u tVU] # / 5: >- 
Itert-^/WO. 12 g) fabmMfflGd) t UTSIS^^^r^^ (0. 13 

g, 85%)tLT#fc 0 NMR (CDC1 3 ) 5 : 1.28-1.78 (5H, m), 2.15-2.40 (1H, m), 
2. 68-2. 90 (2H, m) , 2. 98-3. 18 (2H, m) , 3. 20-3. 48 (3H, m) , 3. 78-3. 98 (2H, 
m), 6.76 (2H, d, J = 6.6), 7.70-8.00 (3H, m), 8. 05-8.35 (5H, m), 8.62 
(1H, s). 

£-#rlti C^Cl^S • 0. 41^0 1 L X 

(%) : C, 60.15; H, 5.64; N, 8. 77 
(%) : C, 60.11; H, 5.43; N, 8. 57 



4- (6-^ p p -2--T -7 ^-tv) =5-jr-\- [ [ 1- (4- fc° V -J;v) -4- tf^ V % ;VT$~;y-] 

10a) 4-t Kp df-^-l-fcV<9 v^^^/^V^tert-^^/V- 

4-fc KP^r^t°-<y i>i/(3.03 g)^bHWJ7a) iP^b-CSIB^^^ 
fel^ti (6. 2 g, ^g) £ UT#fc 0 NMR (CDC1 3 ) 6 : 1. 30-1. 56 (2H, m) , 1. 46 
(9H, s), 1.75-1.95 (2H, m), 2.95-3.14 (2H, m), 3.75-3.95 (3H, m). 
10b) 4-^P^E-l-tf^y ^ly^/U^^mtert-y^-/^ 

||^Ml0a)-C#;fc4-fc Kn^-l-t^U v J ^/^V^tert-7 r ^(l. 89 g) 

frbmifownb) t mmfc vxmm^m^M^m^io. 89, 67%) t l-c#/c„ 

NMR (CDCI3) 8 : 1.46 (9H, s), 1.82-2.20 (4H, m), 3.22-3. 40 (2H, m), 
3.60-3.78 (2H, m), 4.25-4.42 (1H, m). 

10c) 4-(6-^ p v-l-l-Jj-M'f-jr-l-V^y V-^-Xi7Vi$^'WkXerX--?^-;V 

MMfflld)X°^tz6-? u/\s-2-J h~l-7 * 1/^(0.23 g)<DT± b—hV^ 

(10 ml)§@IM^ h V =-?->V7 % >-(0. 6 ml) ^Mk.^mt^m^tc^ MMM 
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10b)-e#fc4-^D^E-l-t°^y ^#/l^V^tert-:/^SM0. 80 g) &1M7L80X;\Z 

&ib2oi$mfrgm&tc B a&^Tkf-s:^^ mm\^tzM^^>m, ^bfc 

<b^^#,^(0. 38 g, 38%) t bT#fc 0 NMR (CDC1 3 ) 6 : 1.44 (9H, s), 
1.50-1.70 (2H, m), 1.88-2.06 (2H, m), 2.86-3.06 (2H, ra), 3.24-3.46 (1H, 
m), 3.90-4.06 (2H, m), 7.38-7.55 (2H, m), 7.66-7.76 (2H, m), 7.80 (1H, d, 
J = 2.2), 7.85 (1H, s). 

lOd) 4-(6-^ xiVL-2-^y^;v)^ir-i-{\\-^-yf^^jy)-^-\f^) -J)V\jjjVT^ 

^»!jl0c)T'#fc4-(6-^ cr a-2-^-^^-/^)^-l- /UiRl^fc 

tert-^/Ko. 12 g)$>bmmmd) tmmfc^xmmfc&m&m&j&Miio. is g, 

85%) t Urtfco NMR (CDCI3+DCI) 5 : 1. 40-2. 20 (8H, m) , 2. 90-3. 48 (5H, 
m), 3.50-3.72 (1H, m), 4.00-4.40 (4H, m), 7. 15 (2H, d, J = 7.6), 7.40- 
7.62 (2H, m), 7.75-7.92 (3H, m), 7.95 (1H, s), 8.09 (2H, d, J = 7.6). 
TUmfrtifiM C^H^ClNjOS • 0. 6K,0 1 L~C 
tHM£ (%) : C, 65.49; H, 6.17; N, 8.83 
;$M£ (%) : C, 65.49; H, 6.26; N, 8.75 

4-(6-^ P n-2-^-^^-^)^/^^/Wl-r[l-(4-fc°IJ SW-4-fcV<!) SW^M? 

11a) 4- (6-^ n X2-2-^-~7=f-M U i^^/t^^^tert-:?^ 

^Jfe^J10c)-C#fc4-(6-^ n n-2-^-^^/^)^^--l-t°^}) v^^/l^J?^ 
tert-^/WO. 15 g) J^k^Mftd) £: |3&t£ LTjglBte^^^Jlhfl (0. 15 g, 
92%) £ L-C#fc 0 NMR (CDC1 3 ) 6 : 1.42 (9H, s), 1.55-1.78 (2H, m), 1.94- 
2.10 (2H, m), 2.55-2.78 (2H, m), 3.02-3.20 (1H, ra), 4.15-4.34 (2H, ra), 
7.60 (1H, dd, J = 1.8 and 8.8), 7.81-8.00 (4H, m), 8.43 (1H, s). 

lib) 4- (6-^ p g-2--^:7^/^);*/M^/v-i-[[i-(4-t o y -4- tN< V i? 
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^tert-^y^(0. 14 g)^e>H»J6d) i UTSfBfb^^Mfe^ (58 rag, 

33%) t UT#fc 0 NMR (DMSO-dg) 5 : 1.38-1.80 (6H, m), 1.82-2.15 (2H, ra), 
2.40-3.62 (6H, m), 3.80-4.00 (2H, m), 4.00-4.22 (2H, m), 4.50-4.70 (1H, 
m), 6.71 (2H, d, J = 5. 8), 7.64 (1H, dd, J = 2. 2 and 8.8), 8.52 (1H, s). 
ytmftffim C^Cl^OjS-O.Sh^Oi: UT 

(%) : C, 61.59;. H, 5.76; N, 8. 29 
H$!Hi£ (%) : C, 61.33; H, 5.83; N, 8.27 

^#112 

l-[5-(6-^ DP-2-t7f;V) 7,)Vfoz=.;Vs<^5i 7 -f /P] -4- (4- fc° V g^iZi£ 

12a) 5-(6-^ P P-2-^:75v^);*/t^fr~/l^^:^^fvl-- 

HJt5$Jld) -C#fc6-^ n n ~f Y -fy $ (0. 4 g) <£>^ 7 — (20 

ml)?g§^?i£— -T h V V hdrv- K(0. 41 g)*3«fct>*5-^n^^^:^ai^-/^^piL 

8o t c-t?i6Bf^^#^fc6 m^WL^mm, yk&ij\\x.pU2k^xm^^^x*mm. 
mmikm^x-m^tzL^ mMm-rhv t>A-e^b/c„ ^w^^^a, 

a©^Sr^^/— /K30 ml)^gfi?U jSM0.3ml^n^3H#ffi^jl^Ur^ 
MtKM"^ h V !>iv«tfc 0 ttHt}^^mCPBA(0.85 g) ^JO^B^^-e^ 

M&l&Mik Lt(0. 59 g, 83%) t L-C#fc 0 NMR (CDCL,) 5 : 1.20 (3H, t, J = 
7.0), 1.60-1.90 (4H, m), 2.26 (2H, t, J = 7.5), 3.18 (2H, t-like), 4.08 
<2H, q, J = 7.0), 7. 59 (1H, dd, J = 1. 8 and 8. 8) , 7. 88-8. 00 (4H, m) , 
8.46 

12b) 5- (6-^ P V-2--}-~7*f-;\s) Xs\s7fr=./U^MB: 

Hife#|12a) T?#fc5- (6-^ P xz-1-~r~7^-)V) ^/UtH=^^^^^^jU(0. 59 g) 
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<D*?/— ^(10 ml)^^2N7K^k;^ h V !7-M<:iM(4 ml) ^Px.^T'3^fP b ? 
^#^fc c ^©^(CTK^n^^UfCo 3Ni&$TCpH 2 £ LT 

B%^LT®fa'fb^^Mfeift>tB B H(0.47 g, 86%) <bLT#yt 0 NMR (CDCI3+DMSO- 
dg) 6 : 1.60-1.90 (4H, m), 2.28 (2H, t, J = 6.7), 3.19 (2H, t, J = 7.5), 
5.10 (1H, bs), 7.59 (1H, dd, J = 2. 2 and 8.8), 7.82-8.00 (4H, ra), 8.46 
(1H, s). 

12c) l-[5-(6-^ PQ-2-t7^) ^;V7$s=.;V<l/$ / ^./U]-4-(4- 1° U i?M b° 

Hife#i|12b) T*#fc5-(6-^ n n-2-t7f/l/) J^/j^yl^^ (0. 33 g) % 
HOBt(0. 17 g)*5itWSC(0.29 g) <DT±: h~ b V A-(30 ml)^^^l^^#^-^ 

fcm> 4-fc°JJ vVutf^v^Co. 17 g)£#P;t^T^6B#Fp^#^-i?fc 0 SJ&?£& 

IB'fb-^#)^r^fe^B%(0.42 g, 88%) <b LT#fc 0 NMR (DMS0-d 6 ) 8 : 1.42-1.74 

(4H, m), 2.20-2.42 (2H, m), 3.10-3.60 (10H, m), 6.80 (2H, d, J= 6. 6), 

7.71 (1H, dd, J = 2. 2 and 8.8), 7.97 (1H, dd, J = 1. 4 and 8.8), 8.10- 

8.36 (5H, m), 8.62 (1H, s). 

Ttmftffim C^CIN^S t VX 

fh^-fC (%) : C, 61.07; H, 5. 55; N, 8.80 

HMfii: (%) : C, 60.29; H, 5.53; N, 8. 68 



HW!|13 

l-[5-(6-^ a n-2-^-7^/l^)^/P^^/^V^-/u]-4-(4-t: ,> lJ tfX^i^ 
^|j&&#ijl2c) -C#fcl-[5-(6-^ n ?.;Vfc=-jV^is? J ^ ;V]-A- 

(4-k°y *W k°^y^^(0. 15 g)<DTHF(15 ml)^§®$^ 1M^^ ^-THF^^(l 
ml) ^n^^^T('3^r»fia31^ Ufc„ SNi^^P^fifLfc^ f&fnM 
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by ^ATtaftut. mmwi&m%, ?mm**z j-^/^^fr^m^ 

XWSfflZ&toill mg, 24%)3r#fc D NMR (CDC1 3 ) 5 : 1.30-1.60 (4H, m), 
1.65-1.90 (2H, m), 2.33 (2H, t, J = 7.0), 2.48 (4H, t, J = 5.0), .3.10- 
3.35 (6H, m), 6. 63 (2H, d, J = 6.0), 7.59 (1H, dd, J = 1. 8 and 8.8), 
7.80-8.00 (4H, m), 8.26 (2H, bs), 8.46 (1H, s). 
TtmfttirW C^CINjOjjS • 1. 75^0 1 U"C 
ft^-fji: (%) : C, 58.88; H, 6. 49; N, 8.58 
^SlMC (%) : C, 58.83; H, 6.30; N, 8.43 
HJ60914 

i 

2-[N-[3-(6-^ n P-2-t7f/H^/^^7°P bVl^]-N-r[l-(4-b°y ^;V)-4-b° 

14a) N-[3-(6-^ P P -2-1-7=5- ?V) ^/U^=.jU^u bf/KH2, 4-i/=- h o^y-t?y 

^M^!|9c)-e#fcN-[3-(6-^ n n-2-^7^I/) 7,>Vifr=.;V7*XL fcfVV] 5 ^ 

mtert-zf?-/U(0. 77 g)£> H/^>SS»jR^ h JJ 7/u^-nffflfe(2 ml) trJnx.MI& 
■C 2 BtTO># Mfc 0 ^c»c h tv^is&M x. 2 Ml t) M Ufc 0 ^ 
m^M-ik* is ml) ^aq^.T»»$*s SM" y^n fcf/UT 5 WO. 7 ml) & 
mt2, 4-v 5 - h P-Oif >-^/Ut}n=./Ko. 6 g) SrjbP*.S5i&T? 3 0 

i|*lgLTMlEte^£Jt&fft*(0.5 g, 48%) <b LTifc. NMR (CDCl 3 +DMS0-d 6 ) 
5 : 1.90-2.10 (2H, m) , 3. 10-3. 40 (4H, m), 7.61 (1H, dd, J= 1. 8 and 
8.8), 7.80-8.10 (4H, m), 8.28 (1H, d, J=8. 8), 8.40-8.60 (3H, m). 
14b) N-[3-(6-^ P P-2--j-y^/^)^./^^/^p hVl^-l-N-^ h^cj/Jj/^—Sl' 

Hife#ijl4a) "T?#fcN-[3-(6-^ nn-2-t7f/V) 7.>Vfc^;V?°Xi -2, 4-l?=- 
bP^>-^^^^*ci/T5: K(0.36 g) CDDMF (7 ml) fgtffc^Sbfr V $ A (0.48 g) 
SrJnfcfcfiL ^P^g^^^ (0.095 ml)Srjbnx.2I^IBaaa-T?}6>#jg^?fc 0 
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NMR (CDC1 3 ) 6 : 2. 00-2. 20 (2H, m) , 3. 27 (2H, t, J = 7. 4) , 3. 60 (2H, t, 
J = 7.4), 3.65 (3H, s), 4.19 (2H, s), 7.60 (1H, dd, J = 1.8 and 8.8), 
7.85-8.05 (4H, ra), 8.25 (1H, d, J = 8.8), 8.38-8.55 (3H, m). 

1 * 

14c) 2-[N-[3-(6-^ P o-2--)-7^-M 7.}Vfo—}Vzfxi tf/U] T $ J WtW.* f-J>V 
^»J14b)-C#fcN-[3-(6-^ DD-2-t7f^) ^/i/^/l^B t°/U-]-N-^ h*r 

ml)Mi— f y tVV-T 5 ^ (1 ml) £r*n;LM-e 3 0 ^d^^fc c S*S?££r 

fc£-<%)%M&$itf:yo(0. 13 g, 52%)<hLT#fc 0 NMR (CDC1 3 ) 6 : 1.80-2.00 
(2H, m), 2.71 (2H, t, J = 6.6), 3.22-3.35 (2H, m), 3.33 (2H, s), 3.70 
(3H, s), 7.59 (1H, dd, J = 2. 0 and 8. 8), 7.85-8.00 (4H, m), 8.47 (1H, s). 
14d) 2-[N-[3-(6-^ p P -2-1-7 ^ M */U7fr~/U7°ti bT/l/l-*Kri-(4-tf V 

^»!]14c)-C#fc2-[N-[3-(6-^ p u-2--T7^-jU) ^;Vfc=^;U7°u fcMT 5 
SlWf&L* 5vW0. 13 g) (Dmt* ^U>(20 mDtg&^ifJ V^n \?>Vzz-=?-;VT 5 
• ^(0. 38 ml) &]}U%.tc&* l-(4-t" U v 5 ^/!/)-^^? ^y*^#=/P^ B U 

tjfi (0.19 g)Sriqxil5NFlH^#iB^„ KJ£i£«r»i!B, BH»^^"C«ffi N tR^ 

UTJSIB'fb^^SrMfe^ (84 mg, 42%). t UT#fc„ NMR (CDG1 3 ) 6 : 

1.65-2.20 (6H, m), 2.35-3.00 (3H, m), 3.15-3.32 (2H, m), 3.40-4.18 (9H, 

m), 6.64 (2H, d, J = 5.2), 7.55-7.70 (1H, m), 7.80-8.00 (4H, m), 8.25 
(2H, d, J = 5. 2), 8.46 (1H, s). 
5c5ff#*ffli C 27 H3 0 C1N 3 0 E S £ LT 

H-^-fit (%) : C, 59.61; H, 5.56; N, 7.72 

MiS. (%) : C, 59.61; H, 5.69; N, 7.78 
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2-[N-[3-(6-^ p P-2-f7f^)^/^-;l/7'P fcf^]-N-[[l-(4-tf 3J SW-4-tf 

Hi&#|jl4d) -C#fc2-[N- [3- (6-^ P 0-2-^7^) ^WPTfc^/I^P fcVk|-N- 
[ [ 1- (4- fc° y -4- 1°-< y # ;Vi$~;V] T 5 7 ] ^ (84 mg) b 

5 £@6ft|12b) £K*m-bTHlBfb^&tefet&*(0. 05 g, 76%) t LT#fc 0 NMR 

(CD 3 OD) 6 : 1.50-2.10 (6H, m), 2.75-3.75 (7H, m), 3.91 (2H, s), 4.10- 
4.30 (2H, m), 7.09 (2H, d, J = 7.8), 7.65 (1H, dd, J = 1. 8 and 8.8), 
7.90-8. 20 (6H, m), 8.54 (1H, s). 



(%) : C, 57. 21; H, 5.29; N, 7.84 

N-[3-(6-^ n ^jU^^/Uy p u bVu-]-N-J^/Wl-(4-t:° V i?/U)-4r 

15 ■ tf^U i£>^k^±±^ K 

16a) N-[3-(6-^ p P-2-^-7^l-) ^l^fr—zl^/p b7Kl-N-:^5vW2, 4-S?=- h 

HJi#!|14a) -e#fcN-[3-(6-^ P p -2-*f 7 ^71-0 ^/I'tfwi^n tVU] -2, 4-i?= 
h P^<^-€i/^/P7}N^T 5' K(0. 42 g) /5^H»J14b) i: IfitfgltC LT®|5'fb'^#»^ 
20 3tfe|&5fc(0.42 g, 94%) t LT#fc 0 NMR (CDC1 3 ) 5 : 114 (3H, t, J = 7.2), 

2.00-2.20 (2H, m), 3.15-3.30 (2H, ra), 3.38 (2H, q, J = 7.2), 3.51 (2H, t, 
■ J = 7. 2) , 7. 60 (1H, dd, J = 1. 8 and 8. 8) , 7. 82-8. 00 (5H, m) , 8. 20-8. 60 
(3H,m ). 

16b) 3- (6-^ P P^t7f;H ^j^TUJ^gvl^P bVl^T ^ is 
25 »J 16a) -e#fcN- [3- -2--J- 7 ~As-f P fcVU] -N-^^vU 

-2, 4-v>~ h t3^yfy^;i/^=;i/7 5 K(o. 42 g) tf^JfefeMHc) £ l^fHC: 

MfBfc^£r*ife?fi2t#& (0. 15 g, 62%) i: b-C#fc 0 NMR (CDC1 3 ) 8 : 1.04 (3H, 
t, J = 7. 1), 1.80-2.00 (2H, m), 2.57 (2H, q, J = 7. 1), 2.69 (2H, t, J = 
7.0), 3.20-3.35 (2H, m), 7.58 (1H, dd, J = 1. 8 and 8. 8), 7.55-8.00 (4H, 



10 
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ra), 8.46 (1H, s). 

16c) N-[3-(6-^ p X2-2-ry^-JV)^;V^^;V-fvi bVl/}-N-J^/W-(4-fc°y 

^ (o. 15 g) t ^»j6d) t mmiz i,xmmik&yd$:m&M3z (o. 23 g , 92%) t l 

T#fc 0 NMR (CDCI3) 8 : 1.07 (0. 75H, t, J = 7.2), 1.22 (2. 25H, t, J = 
7.2), 1.60-2.20 (6H, m), 2.55-2.78 (1H, m), 2.78-3.00 (2H, ra), 3.10-3.26 
(2H, ra), 3.26-3.60 (4H, m), 3.78-4.00 (2H, m), 6.64 (2H, d, J = 6.6), 
7.55-7.70 (1H, m), 7.80-8.10 (4H, m), 8.24 (2H, d, J= 6. 6), 8.46 (1H, 

TuH^tfHt C^H^C^OaS-l.OH^t LT 
fYWife (%) : C, 60.28; H, 6.23; N, 8. 11 
MW. (%) : C, 60. 41 ; H, 6. 16 ; N, 8. 18 

N-[3-(6-^ o XJ-2--yy = f-^')^)V^.=-)V-fx3. tf/Ul-N-[l-(4-try S?/^)-4-br^3J 

^JE^!l9d)-C#fcN-[3-[(6-^ n u -2-1-7 X/Uft—jU] -fu tVP-N-^ ?->v 

-l-(4-lf P i?;l/)-4-^!J v'^/^dff ^ K(81 mg)©4ffi7KTHF(6 mDIRSffi 

SB**»fcTfc:ilfe!?9 ^-THF^ft: (l ml) Srin^i 8 B^JnfRaRffi&fro fc 0 3N^i 
W#Sr4fc^^ 1^(10 ml)(^fi? N ^tK^(o. l ml)£;J;m^ y:?°P tVi^T 

^(0.2 mi)^q^?a-ci e^^tig^Co SJ»&MLTfiW7k-eT^ 

-fb-a-#l^# 1 *&*(47 mg, 55%) t LT#fc D NMR (CDC1 3 ) 6 : 1.10-1.40 (2H, 
ra) , 1. 60-2. 20 (7H, m) , 2. 36-2. 96 (3H, m) , 3. 10-3. 36 (4H, ra) , 3. 40-3. 76 
(2H, m), 3.76-4.00 (2H, ra), 6.58-6.72 (2H, m), 7.55-7.68 (1H, m), 7.84- 
8.00 (4H, m), 8.17-8.33 (2H, m), 8.46 (1H, s). 
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TiMfitirtM C 26 H 30 C1N 3 0 3 S • 0. 5hy) t L X 
fHHEC (%) : C, 61.34; H, 6.14; N, 8.25 
HilMfi (%) : C, 61.29; H, 6.18; N, 8. 34 

• * 

N-[3-(6-^ p n-2-f-7^/l^) ^/U^s=./U-yu b°/U]-N-^ y^P t°/U-l- (4- b° V 

18a) 2,4-v*— ha-N-^T VT'ptVv^yfy^^yy^ K 

-f Vzfu tVl-T 5: ^ (0. 36 g)*3±tKtfi;^V(O.S3 ml) (D^it^- (15 ml) 

^^^2, 4- V s — fn^yfy^M^d. 07 g) srJn*jaaftT36^fH^#a 

^UTMia^-^^trMfetf^(0.46 g, 40%)i:LT#fc o NMR (CDC1 3 ) 6 : 
1.19 (6H, d, J = 6. 6), 3.62-3.82 (1H, m), 5.18 (1H, d, J = 7.2), 8.40 
(1H, d, J = 8.8), 8.56 (1H, dd, J = 2. 2 and 8.8), 8.68 (1H, d, J = 2.2). 
18b) 3- (6-^ P n-2-i"7^-Ad X/U7fr~/l>7'u/<y —;V 

HJSMld) "C#fc6-^ h -f- -7 $ U 1/ (0. 87 g) (Ds* $ S (90 

mDmmm^-ThV h^;xK(0.49 g), 3-^n^^n/NV— /I^(0.93 g) & 

Mz.i5mmimmm%Lisfr 0 m> ^mm*^, zm%mmi,tc 0 mmm^^ 

mD^n^l^lb, mCPBA(2. 1 g) ^lJUX.^Xmm^m,^Tc 0 a»£ffi#7k 
*mxMm Lfc^^Ifc b-CMIB^^^r^M* (0. 7 g, 55%) t LT#fc 0 

NMR (CDC1 3 ) 5 : 1.94-2.10 (2H, m), 3.25-3.38 (2H, m), 3.76 (2H, t, J = 
6.0), 7.59 (1H, dd, J = 2. 2 and 8. 8) , 7. 80-8. 00 (4H, m), 8.49 (1H, s). 
18c) N-[3-(6-^ p xi-%--f-y = f')V')^jVi^=.jV~fxi b°/U]-2, 4-v?~ h P-N-- f y 
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^WJl8b)-C#fc3-(6-^ n u-2~i"7^/\y) Xjl>ft—j\sZfus*S — ^(0. 28 g) % 
Hlii^!|18a)-e#fc2, 4-v 5 — h n-N-W y^n fc°/W<:xif >^i^;/T 5: K(0. 29 
g)*5iT^h y ^it^/l'tfvX^W ^(0.32 g)<75THF(5 ml)^$^ T/^/^'y 
^^m^KDEAD) (40% h/^>mm y 0.3 ml)^nx.^-C'5Ht^^#Mfc 0 S 

MlEfc^£0£J£Bl(O.49 g, 88%)iLr#fc„ NMR (CDC1 3 ) 6 : 1.18 (6H, 
d, J = 6. 6), 2. 05-2. 25 (2H, in) , 3. 24 (2H, t, J = 7. 3) , 3. 49 (2H, t, J = 
7.5), 4.00-4.20 (1H, m), 7.61 (1H, dd, J = 1. 8 and 8.8), 7.85-8.00 (4H, 
m), 8.26 (1H, d, J= 8.4), 8.40-8.52 (3H, m). 

18d) 3-(6-^ p u-2-'f-'7 l f-M ^;U»^;i/-N--l' y-fu \fjVT ^ >- 

hn-N-^f y^n ifju^^i^^ju^T 5; K(0. 4 g) ^^^Jjg0ijl4c) i: IrI&CL b 
TSfBte^&Mfeifi#t^(0. 19 g, 81%) <t LT#7c 0 NMR (CDC1 3 ) 5 : 1.08 
(6H, d, J = 6.2), 1.92-2.12 (2H, m), 2.75-3.00 (1H, ra), 2.80 (2H, t, J = 
7.0), 3.25-3.38 (2H, m), 7.57 (1H, dd, J = 2. 0 and 8.8), 7.90-8.00 (4H, - 
m), 8.48( lH,s). 

18e) N-[3-(6-^ t2 tJ -2--^- Z7^/U) ^/U^^./UZfu fcVl/j-N-^ Vfv tf/Wl-(4- 

b° y -4- fc c ^ y ^ ^>fr S K 

^»J18d) -C#fc3- (6-^ n P-2-t7f ^) ^A^=AHK yy°tz fcVt^n tf 
. /I^T 5 ^ (0. 19 g) e>HJfiMl4d) i: LTjgfBte^ (0. 17 g, 54%) £r#7t 0 

NMR (CDCI3) 8 : 1.12 (1.2H, d, J = 6.6), 1.25 (4. 8H, d, J = 6.6), 1.60- 
2.20 (6H, ra), 2.60-2.80 (1H, m), 2.80-3.00 (2H, m), 3.21 (2H, t, J = 
7.5), 3.35 (2H, t, J = 7.7), 3.80-4.00 (2H, m), 4.00-4.20 (1H, m), 6.60- 
6.70 (2H> m), 7.56 (1H, dd, J = 1. 8 and 8.8), 7.80-8.00 (4H, m), 8.20- 
8.30 (2H, m), 8.47 (1H, s). 
TzMfttiY W Cj^ClNjOaS • 0. 5^0 1 LT 
fYWiS. (%) : C, 62.00; H, 6.36; N, 8.03 
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(%) : C, 62.29; H, 6.34; N, 8.34 



N-[3-(6-^ p vt-2—f-7=f-jU)^/U^^jU-^u }f;V\-Yi--y 3 L=.;V-l-(4r\fVi^M- 

19a) 2, 4-^— h p-N-37 j.— Z/T $ K 

#fc 0 NMR (CDC1 3 ) 8 : 7.16-7.38 (5H, m), 8.04 (1H, d, J = 8. 4), 8.37 

(1H, dd, J = 2. 2 and 8.4), 8.66 (1H, d, J = 2. 2). 

19b) N-[3-(6-^ P xi-2--^-7^-jV)y.)Vi^z^)V~fvL fcVl/]-2, 4-v^ h 

^SSMl9a)-e#fc2, 4-v>— h P-N-^o^W^^-tf^/l^^T 5: Ffaib^M 
Ml8c) i:^^LTSlS'fb^^fe^(96%) i: LT#fc a NMR (DMSO-d 6 ) 
6 : 1.52-1.78 (2H, m), 3.46 (2H, t, J= 7. 7), 3.82 (2H, t, J = 6.4), 
7.02-7.38 (2H, m), 7.73 (1H, dd, J = 1. 8 and 8.8), 7.78-7.97 (2H, m), 
8.10-8.30 (3H, m), 8.49 (1H, dd, J = 2. 6 and 8.8), 8.55 (1H, s), 8.95 
(1H, d, J = 2.2). 

19c) 3-(6-^ p u-2--f-7^-/U) ^?Vi^.=.;V-^--7 zz.=-;V-fxx H°/UT $ >- 
H2ffe#J19b) -t?#fcN-[3-(6-^ p u -2-^-7 ?,;Vfc~;V7°V2 t°/I/]-2, 4-v 1 — 

ho-N-7 /vo-tf ^^jva^^T % K^b^»ji8d) t mffi\z bxsia'f^ 

^&$^fi*£iHr(82%) t bT#fc 0 NMR (CDClj) 8 : 2.00-2.18 (2H, m), 3.20- 
3.40 (4H, m), 3.69 (1H, bs), 6.54 (2H, d, J = 7.4), 6.69 (1H, t, J = 
7.4), 7.11 (1H, d, J = 7.2), 7.15 (1H, d, J = 7.2), 7.58 (1H, dd, J = 
1.8 and 8.8), 7.80-8.00 (4H, m), 8.46 (1H, s). 

19d) N-[3-(6-^ p P-2-^-7^/P)^./^=/^n fcVR]-N-:7 ^~J\s-\-(4-\? V 
HSS^J19c)T?#7t3-(6-^ p P-2-^7^/l-) ^ jl/7fr = A--N- -7 3. ~t\S? n \ffl,T 

^^frtbmM&H8e) tmmKvxm^t-B-m (51%) ^ntc 0 nmr (cdci 3 ) s ■. 

1.55-2.05 (6H, m), 2.25-2.44 (1H, m), 2.44-2.68 (2H, ra), 3.15-3.30 (2H, 



« 
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m), 3.78 (1H, t, J = 7.0), 6.67 (2H, d , J= 5. 0), 7.05-7.20 (2H, m), 
7,35-7.50 (3H, m), 7.59 (1H, dd, J = 1. 8 and 8.8), 7.80-8.00 (4H, m), 
8.21 (2H, d, J = 5. 0) , 8.42 (1H, s). 
7C*##H6 C^CIN^S t UT 
ft^-fig (%) : C, 65.74; H, 5.52; N, 7.67 
MM (%) : C, 65.04; H, 6.39; N, 8.19 



2- [N- [8-(Hpp -2-T ~7 X /l^ft ~>V~f u MAA -N- [ [ 1 - (4- b° g -4- fcf 
10 20a) . 2- (2, 4-v*— h P7i^) ^./^^^T $ 7 IBEjfeai^v^ 

^ y v-^^/^^^-zi-^^^^WJlSa) H^l^ U-CJBIBft^Srg)^ 

fetKfcir (53%) t tT#fc„ NMR (CDC1 3 ) 5 : 1.19 (3H, t, J= 7.2), 4.07 
(2H, q, J = 7. 2), 4.08 (2H, d, J = 5. 8), 6.14 (1H, t, J = 5.8), 8.31 (1H, 
d, J = 8.8), 8.55 (1H, dd, J = 2. 2 and 8.8), 8.76 (1H, d, J = 2.2). 
15 20b) 2-[N-[3-(6-^ n Uj^ = ±Z^2klZ^k^=^k^lB fcT/W]-N-[(2,4-i^=- fc n 

;Wj20a) "C#fc2- [ (2, 4-i>~ h a 7 =. =-/U) */U7fr~/UT 5 7 ] gt=^c=Fvl^ 

'disc) <t i^a^ isxmui\&m*m&mM{i£mm t ux#fc 6 nmr 

(DMSO-de) 6 : 1.52-1.78 (2H, m), 3.46 (2H, t, J = 7. 7), 3.82 (2H, t, J 
20 = 6. 4) , 7. 02-7. 38 (2H, m) , 7. 73 (1H, dd, J = 1. 8 and 8. 8) , 7. 78-7. 97 (2H, 

m), 8.10-8.30 (3H, m), 8.49 (1H, dd, J = 2. 6 and 8.8), 8.55 (1H, s), 
8.95 (1H, d, J = 2. 2). 

20c) 3- (6-? P P -2--)-'7 s f-j\y) ^;^^;H-7i^;V7°p \£jVT K 
^»j20b)-e#7b2-[N-[3-(6-iJ' b u -2-T ~7 P.;vfc=.;v7u fcVl/|-N- 
25 [ (2, 4-v>— h u y zc z=-)V) X/U7fr~/U] T $ / ] Jgm^f-A^ & m&Ml8d) t 

fcLTgfBfc^&^|tfei£iII(8294)£ UT#fc 0 NMR (CDC1 3 ) 5 : 1.28 (3H, 
t, J = 7. 2), 2.00-2.20 (2H, m), 3.27 (2H, t, J = 7.5), 3.61 (2H, t, J = 
6.8), 4.18 (2H, s), 4.21 (2H, q, J = 7.2), 7.61 (1H, dd, J = 1. 8 and 
8. 8) , 7. 88-8. 00 (4H, m) , 8. 25 (1H, d, J = 8. 8) , 8. 38-8. 55 (3H, m) . 
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20d) 2-[N-[3-(6-^ p v-2-f7^/U) *Asfc~jV~?u b°/U-]-N-[[l-(4-b° V 

M -4- ]) *JM jj /v^M t $ y ] f^zc^y^ 

5:>^bH»!|l8e) < b(^#^LT®iS'fb-^#>(61%)^r#fc 0 NMR (CDC1 3 ) 6 : 
1.23 (1.6H, t, J = 7.2), 1.29 (1. 5H, t, J =7.2), 1. 65-2.15 (6H, ra), 
2.35-2.60 (0.5H, m), 2.70-3.02 (2. 5H, m), 3.15-3.32 (2H, m), 3.54 (1H, t, 
J = 6.6), 3.67 (1H, t, J = 7.4), 3.80-3.96 (2H, m), 3.99 (1H, s), 4.10 
(1H, s), 4.12 (1H, q, J = 7.2), 4.21 (1H, q, J = 7.2), 6.64 (2H, d, J = 
4.8), 77.55-7.68 (1H, m), 7.82-8.00 (4H, m), 8.25 (2H, d, J = 5. 8), 8.45 
(0.5H, s), 8.47 (0. 5H, s). 

U-jjLfl! (%) : C, 60.26; H, 5.78; N, 7.53 
MMU (%) : C, 60.28; H, 6.05; N, 7.63 

* 

5USM21 

N-(2-T $ J-2-^-^ry^^M-N-[3-(e-^ g p-2-?~:75v^) ^)Vi^=^;V-fu fa" 

mfeMl5T'#fc2-[N-[3-(6-^ P X2-2-5-Z7?-A') XjU&^/l-y'u tV^]-N-[[l- 
(4-try SM'M-tf^y ^IJA^^IT 5 ;]]ffl|(90 mgk H0Bt(25 mg) 
<£>DMF (3 ral)^^— WSC(47 mg) SrJn*.lNFW^ia."C* i #tS"^feo OV^"C\ 25%T>- 
TtK(0. 1 ml) SrJP*.18l$mk SfeldWSC (47 mg)«rJn^.7I^BHa^a^ 0 £| 

&^eII(51 mg, 57%) £ L"C#fc 0 NMR (DMSO-d 6 +D 2 0) 6 : 1.35-2.00 (6H, m), 
2.50-3.00 (3H, m), 3.20-4.00 (6H, m), 3.78 (1H, s), 4.00 (1H, s), 6.70 
(1H, d, J = 6.0), 6.76 (1H, d, J = 6. 0) , 7.69 (1H, dd, J = 2. 0 and 8.8), 
7.88-8.02 (1H, m), 8.05-8.40 (5H, m), 8.57 (0. 5H, s), 8.60 (0. 5H, s). 
TuSt^flrfil C^CIN^S • 0. 5H 2 0 1 UT 
H-^-fii (%) : C, 58.04; H, 5.62; N, 10.41 
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Mtt (%) : C, 58. 32 ; H, 5. 59 ; N, 10. 23 



N-[3-(6-^ PP-2-t7f^) .XvU7fr:^/lo7°q bVU]-N-[2-(4- j eyU^ U — yU)-2~;t 
y^/U] -1- (4- fc° U -4- bX y g£ -fr g K 
5 Mt&ffll5) t?Wc2-[N-[3-(6-^ a n-2-^-7^) ^/M^/l^n t:Vl/|-N-[[l- 

21 1 mffiiZ VXMBik&yo (79%) £r#fc 0 NMR (DMS0-d 6 +DCl) 6 : 1.35-2.00 
■ (6H, m), 2.55-4.30 (19H, m), 7.13 (2H, d, J = 6.4), 7.72 (1H, dd, J = 
2.2 and 8. 8), 7.95 (1H, dt, J = 1. 8 and 9.6), 8.10-8.36 (5H, m), 8.61 
10 (1H, s). 

Tumfttitm C 30 H3 5 C1N 4 0 5 S t LT 
E^M-ife (%) : C, 60.14; H, 5.89; N, 9.35 
Mi& (%) : C, 59.86; H, 5.88; N, 9.13 
:JS^ij23 

15 N-[3-(6-^ P P -2-t 7f /U) ^M^/V'T'p i:°/U]-N-[[2-^-^r y-2-(4- bf ]) i? 

M * tf-tVT $ / ] 'f'/^l - 1- (4- fc° y -4- tf df - f 5 K 

Hife#l|15) T*#7c2-[N-[3-(6-^ a P-2-t7f^) ^/l^^/K^n fcVl"]-N-[[l- 

(4- tf y -4- y v>^^] t 5: / iwmt 4-r t^tf y v> 

£>HiS$]21 i: [r]^}' UTSIB-f^^ (6. 0%) £r#7c 0 NMR (DMS0-d 6 +DCl) 
20 5 : 1.70-2.40 (7H, ra), 2.70-3.06 (2H, m), 3.08-3.30 (2H, m), 3.50-4.20 

(6H, m) , 4. 38 and 4. 46 (total 2H, each d, J = 6. 2) , 6. 65 (2H, d, J = 
6.6), 7.13 (1H, d, J = 6.2), 7.15-7.30 (1H, m) , 7. 55-8. 00 (5H, m), 8.23 
(2H, d, J = 6. 0) , 8. 40-8. 60 (3H, m) . 

7Glft#$rfii: Cj^cin^s • 1. 25E,o t bx 

25 tHUg (%) : C, 59.80; H, 5.72; N, 10.90 

(%) : C, 59.75; H, 5.77; N, 10.90 



$§#1124 

* 

2- [N- [4- -2-7" 37 ^ /V/fr £V_^ /^3-N- [ 1- (4- fc° U igAj -4- 
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24a) 4- (6-^ P U-2--f7^-jU) ^irW^^-f 7^ 

^WJld)'C#/c6-iJ'nt3-2-^/^7 P h^-^^V-V(0.97 g) ir^h P h 
=3rK(0.48 g)W^^/— /K20 ml)^^4-^n^^^/P(i. 07 g) ^P^L, 

$Sfefefl(1.41 g, 92%)£LT#fc 0 NMR (CDC1 3 ) 6 : 1.24 (3H, t, J = 7. 1), 
2.01 (2H, m), 2.49 (2H, t, J = 7.2), 3.07 (2H, t, J = 7.2), 4.13 (2H, q, 
J = 7.1), 7.40 (1H, dd, J = 8. 7 and 2.1), 7.43 (1H, dd, J = 8. 8 and 1.7), 
7.66 (1H, d, J = 8.4), 7.68 (1H, d, J = 8.8), 7. 72 (1H, d, J = 1.7), . 
7. 76 (1H, d, J = 2. 1) . 

24b) 4-(6-^ p ^^Tft^/^g&l&J^P 

MMffl24a) "C#yt4- (6-^ n P -2--T ~7 s f-ibW8&~'3- (1. 41 g) <£>HF^^ 
7"/K20 ml)^— raCPBA(2.38 g)<Z)@^^^(20ml)»&^TLfc o KJ&afc 

■v^v/^j^T^^bytc ^^©*b-cMia^^^^»^(i.54 g , ^ 

flrlft) £ LT#fc 0 NMR (CDC1 3 ) 6 : 1.21 (3H, t, J = 7.3), 1.98-2.13 (2H, 
m), 2.46 (2H, t, J = 7. 1), 3.23-3.30 (2H, m), 4.11 (2H, q, J =7.3), 
7.59 (1H, dd, J = 8. 8 and 1.8), 7.87-7.99 (4H, m), 8:47 (1H, s). 
24c) 4- (6-^ P u-2-~TZ7j-;U) ^/U^;=.^g§^ 
HilM24b) ~e#fc4- (6-^ P p -2--T 7 7" Ad ^/Vfr =^;v^m^-^;v (1. 54 g) 1>* 

bmMMi2b) tmmz^xmmfc^&M&&vt£kXi.2i g , 83%) t L-c#fc 0 

NMR (CDC1 3 ) 8 : 1.97-2.15 (2H, m), 2.55 (2H, t, J = 7. 0), 3.27 (2H, t, 
J = 7.6), 7.60 (1H, dd, J = 8. 7 and 1.7), 7.87-7.98 (4H, m), 8.48 (1H, 
s). 

24d) 2-fl- (4- 1° V -4- V i?M tulz W?m^/l' 

l- (4- 1° V -4- fc e ^ UKy (0. 18 g) *5 J: D >/yxf;Vx^ 7Vl4Eife!ft 
(0. 14 g)<Dzc? J — /K6 ml)gP^^*fbV7*y *^5R^ h V £A(63 mg) tr^P 
t30 #a>#Mi?fc^ fttggiS Lfc 0 gg@^£:7Kfc:?£fl? LCHP-20;*; 7 ^"CflfiK 
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(0.21 g)#fc 0 NMR (CD 3 0D) 8 : 1.33 (3H, t, J= 7.2), 1. 60-1. 95 (2H, m), 
2. 25-2. 40. (2H, ra), 3.18-40 (2H, m), 3.55-3.80 (1H, m), 4.09 (2H, s), 
4.33 (2H, q, J = 7. 2), 4.35-4.55 (2H, m), 7.25 (2H, d, J = 8.0), 8.17 
(2H, d, J = 8.0). 

24e) 2- CN- [4- (6- ? P P -2-~t 7 * /l-Tjs ~jV7*# J ^ ;V] -N- [ 1- (4- b° V 

;v) -4- h"-^ V i^nj 7$y] fEg£ 

H«J24c) -C#fc4-(6-^ a a-2-^^^/W) ^^—/l^g^CO. 31 g) <D h/l^ 
^(5 raD^^^b^^-^/Kl ml)&M^90X;Kfet>2mm7!)^Ml£tz. o 

^^r^spm. u#btLfc^'f^^^»j24d) -c#fc2-[i-(4-t° y i> 

/u) -4- 1°-< y /u] r s: y ] gisicc^yu (o. 25 g )t^y^n tvi^r 5 >- (0. 7 

ml) (Om^^ 1-^(20 mD^^^n^lfCc SJ»£^?&^6B#P^#?!ii?7cm> 

. mm-rhv ^A-e^ufcc ig»&feu mmm&m.m$ii/ v * 7 j*-? 

ffimi>XMm4k£-yd&m&ffi$L(Q. 13 g , 31%)£L-t*S^c 0 NMR (CDCI3) 5 : 
1. 25 (1.5H, t, J =7.3), 1.28 (1. 5H, t, J = 7.3), 1.35-1.96 (5H, m), 
2.02--2. 28 (2H, m), 2.45 (1H, t, J = 6.4), 2.73 (1H, t, J = 6.4), 2.80- 
3.02 (2H, m), 3.30 (1H, t, J = 6.8), 3.33 (1H, t, J = 6.8), 3.80-4.05 
(2H, ra), 3.88 (1H, s), 3.91 (1H, s), 4.14 (1H, q, J = 7. 3), 4.21 (1H, q, 
J = 7.3), 6.60-6.70 (2H, ra), 7.59 (1H, dd, J = 1. 8 and 8.8), 8.20-8.32 
(2H, m), 8.77 (1H, s). 
Tnmfttitm C 28 H 32 C1N 3 0 5 S i: L*C 
tMHEr (%) : C, 60.26; H, 5.78; N, 7.53 
MM (%) : C, 60. 01 ; H, 5. 22 ; N, 7. 33 



N-[4-(6-^ p ^./UT^^jUzf^M-l-U-h 0 V yyk)-4-b°^}J Z?l 

25a) 4-(6-^ P,;^^;yf^-;VT $ 1/ Y V ? jVOrvi 
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tert-^/W (0. 75 g) CD ttl)fflR1&^ h ]} 7^n@|^(3 ml) 

M-t?2^/5^^fc 0 F/ny^tiEiit, mmm^^r-f-^mx. 
ffimi>t^£k&zMvxmmfc&m&m&feM i (o.72 g , 93%)^#^ 0 nmr 

(CDCl 3 +DMS0-d 6 ) 5 : 1.70-1.95 (4H, m), 2.75-3.05 (2H, m), 3.10-3.30 (2H, 
m), 7.61 (1H, dd, J = 1.8 and 8.8), 7.85-8.10 (4H, m), 8.20-8.60 (3H, 
bs), 8.46 (1H, s). 

25b) N- [4- (6- ^ p p -2-1- 7 =f-/V) ^)Vf^)V\ -\- (4- \f ]) -J/V) -4- h°^< 

HiS#ij25a) T?#/fc4-(6-^ p P -2-^:75^) ^^^^^^f^7 5: V M)7 

y^n^|g:(o.4i g)*5«tm-(4-t o !;^/i/)-4-t o ^]; R>-(o. is g)<D^^y — 

A- (10 ml)^-.^?@.-C7K*fbv'Ty {5 ?§fr?- b y «7 A (77 mg) %MtL, 21%mfr 

* $> ; —/v/^—^/v-Qfa&it \->xmmt&m*:m&$kMi (o. i9 g , 41%) t tt# 

tc c NMR (CDCI3) 5 : 1.20-1.45 (2H, m), 1.45-1.68 (2H, m), 1.70-1.98 (4H, 
m), 2.56-2.75 (1H, ra), 2.63 (2H, t, J = 7.0), 2.80-3.00 (2H, m), 3.12- 
3.25 (2H, m), 3.70-3.86 (2H, m), 6.63 (2H, d, J = 6. 6), 7.59 (1H, dd, J 
= 1.8 and 8.8), 7.83-8.00 (4H, m), 8.24 (2H, d, J = 6.6), 8.47 (1H, s). 
TCf^tfrfit C^CIN^S • 1. 25R,0 1 Lt 
ff-^fg (%) : C, 59.995 H, 6.40; N, 8.74 
ISMB (%) : C, 59.93; H, 6.15; N, 8.57 
rW!l26 

N-[4-(6-^ p n-2--j-^^-^)^/^^/^^/^]-N-[l-(4-b°y i?/U)-4-t°^}) y? 

H2fe#!|25b) X#fcN- [4- (6-^ p n -2--f7 XA'7fr—/t>zf^/U]-l- (4- \f V 
-4- V V-^T $y(0.11 g)©^nn Tis/UM, (8 ml) ^f^— tK^T. ^ p p 
i^/KO. 2 mDfectt^ h y 5 ^(0. 15 ml) &M?l30ftfr%m i l£tc^ 
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mmmzmms. ^ v % v^* =? j*x*mm ^xmmt&ya&mm&m (o. 12 g , 

93%)tVXntLo NMR (CDC1 3 ) 6 : 1.21 (3H, t, J = 7.0), 1.30-1.82 (8H, 

m), 2.70-2.98 (2H, m), 3.07 (2H, t, J = 6.7), 3.18 (2H, t, J= 7. 5), 
3. 80-4. 20 (3H, ra) , 4. 10 (2H, q, J = 7.0), 6. 63 (2H, d, J = 4.8), 7. 59 

5 (1H, dd, J = 2. 0 and 8.8), 7.90-8.00 (4H, m), 8.25 (2H, d, J = 4.8), 
8.44 (1H, s). 

TumftVr C^ClNjO.S • 0. 2511,0 h L"C 
ffUHEC (%) ; C, 60. 66 ; H, 6. 13 ; N, 7. 86 



3-(6-^ p P-2-t7^)^;^-;H'-[l-(4-t^^)-4-i:^P *J >v\? 'u 

27a) 3- (6-^ P n-2--y-^=f-M^^rzfn H'j-^m* 
15 ^W.fflld)X6-f P X2-2-*/U%zf l^>-(6. 3 gK T ? V JV^^^-)V 

(2. 9 g)feiT^ h V ^JUT 5: >(0. 9 ml) (D&m^/HlB ml)$S$R$:SiB.-?2. 5 

&&fe@#:(8.88 g, 98%)i:LT#fc D NMR (CDC1 3 ) 8 : 2.68 (2H, t, J = 7.4), 
3.27 (2H, t, J = 7.4), 3.68 (3H, s, OMe), 7.39-7.48 (2H, m), 7.65-7.71 
20 (2H, m), 7.74-7.77 (2H, m). 

27b) 3- (6-^ P P-2--f -7*f-;V)^>\s-fo~;V-fti 

MMW27a) X^tcZ- (6-^ P P -2-^7^/1^) T-^zfu fj-^m* ^ (8. 88 g) 

W&Mi IsXmmfc&y?) (8. 20 g, 87%) NMR (CDCI3 ) 8 : 2. 82 (2H, t, J 

= 7.5), 3.248 (2H, t, J = 7.5), 7.60 (1H, dd, J = 2. 0 and 9.0), 7.91- 
7. 97 (4H, m), 8.47 (1H, s). 



aOffi (%) : C, 60. 59 ; H, 6. 08 ; N, 7. 84 



10 
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l-( 4 -fi) ^U)-4-t c ^y K>-(1.76 g)£>^*/— /Kl8 mD^^t K7^V 

— TkfM&u mi)^n^i@.-ei^Fr^#^fc 0 ssasESrg^u 

_^_^^^^x^ H %{bbTMI2'fb^?r^fe^B B B(l. 76 g, 92%) £ LT#fc 0 
NMR (CDC1 3 ) 8 : 2. 50 (2H, t, J = 6. 2), 2.61 (2H, t, J = 6. 2), 3.54 (2H, 
t, J = 6. 2) , 3. 63 (2H, t, J = 6. 2) , 4. 99 (2H, bs) , 6. 60 (2H, d, J = 6. 6) , 
8. 27 (2H, d, J = 6.6). 

27d) 3- (6-^ p n -2-t7f/u) ^l^Hr - \l- (4-b° V i^)-4-b:°^ V i?M 

H»j27b) t?#fc3- (6-^ n X2-2-rZ7^-;V) fc°^-^(0. 3 g) *3 

«fctMOBt( 0.17 g) <£>DMF (6 ml)^— WSC(0. 3 g) ^rijn^L 1 B#P B 1^#^fc 0 O 
WC\ ^Ji^j27c)T*#fcl-(4-t o y ^)-4-t°-<y HV fc K7^>(0 : 19 g)£ 

u m^m^t ? y — /Kio mi)** j;r>*@^(o. 2 mi) ^n^Tjc^TTK^b^ry ■ 

J5 5 lit^- f y t7 A (0. 15 g) *mz-tl e 4 l#R^#?li?fc^ 3N^X P H1 

t LCHP-20# 7 AT« b-CMia^-^^^^Jt-fe^Oo m, 16%) t LT#fc 0 

NMR (CD3OD) 6 : 1.65-1.95 (2H, m), 2.20-2.24 (2H, m), 2.80 (2H, t, J = 

6.6), 3. 16-3.40 (2H, m), 3.71 (2H, t, J = 6.6), 3.75-4.00 (1H, m), 4.32- 

4. 52 (2H, m) , 7. 24 (2H, d, J = 7. 2) , 7. 66 (1H, dd, J = 1. 8 and 8. 8) , 

7.90-8.20 (3H, m), 8.15 (2H, d, J = 7.2), 8.57 (1H, s). 

7C^##f M: C 23 H Z5 C1N 4 0 3 S • HC1 • 2. 75Hj,0 • 0. 2MeOH t UT 

'fUMC (%) : C, 49.28; H, 5.76; N, 9. 91 

H&'HB: (%) : C, 49.44; H, 5.91; N, 9.62 

3-(6-^ p P-2-7-7^-^)^^/jN^/WN-^^-/^-N'-[l-(4-b c y -4- 1?^ V i? 

l-(4-t°y v?/P)-4-t°-<y K^(0.36 g)(D^^y— M7 roD^^C^^t K 
7^(0.2 ml)^Px24NF^/0^^fc^ N ^J«3r^)H^S Lfc c h 
/U^^^U^ mjm%$%L,mistc 0 l?;!fe#!l27b)X#fc3-(6-^nn-2--7-:7 
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*f-)V)7.)Vfc~)V7u t°^"^(0. 3 g)*J<ttJ ? H0Bt(0. 17 g)ODMF (10 ml)^*&^ 

wsc(o.3 g)^Jp^iB#F^^^ilif^, %M<Dt VyyTi/ZtottMUX-mmfr 

ufc 0 mmm&m&WLm-r h v ^at-«, ^^g^u, ^m^^^^/ — 

/KlO ml) \Z.m% LT^TR-TkStfcv'T./ 55 5 St^" h V t7 A (0. 15 g) ^Bx.^ 

>v% v u #f tts ufc^t#^^ * / — ^m^xmm utchp-2o^ j j*xmm 

LT®IBfc^&^3tfe)&*(0. 16 g, 32%)iL-C#fc 0 NMR (CDC1 3 ) 6 : 
0.90-1.15 (2H, m), 1.55-1.74 (2H, m), 2.75-3.20 (5H, m), 2.99 (3H, m), 
3.48-3.72 (4H, m), 6.72 (2H, d, J = 6.6), 7.53 (1H, dd, J = 2. 2 and 8.8), 
7.88-8.16 (4H, m), 8.12 (2H, J = 6.6), 8.52 (1H, s). 

ToSt^flrfi: c 24 u 27 cin 4 o 3 s • o. 5H 2 o t Lt 

fYM-jg. (%) : C, 58.11; H, 5.69; N, 11.30 
MfflW. (%) : C, 57.85; H, 5.85; N, 11.49 

3- -2-T y f-M * ^zfr — /l^-N' - * f^-W - r 1 - (4- tf !J -4- tf ^ U 

^I»j27d) -e#fc3-(6-^ p X/l/*=;l/-N' -[l-(4-t° V -J;v) - 

4- \?s< V /n^Vt K9S?K(0. 18 g)<D#*^(2 ml)W?^36%/^/l^yV 
(0.2 ml)^P^100 < CT-5^F^^ i #^7t o .KJ&tt&Bfe INtK^L^ h U P-Mc 

ftttu nmvs&fv #7si'# : 7J>>kafp-2o# ! 7j*xwmvxm%e, 

-fb^^Sr^"^^ (85 mg, 40%)iL"C#fc o NMR (CDC1 3 ) 6 : 1.50-1.84 (2H, 
m), 1.85-2.25 (2H, in), 2.50-2.90 (5H, bs), 3.10-3.40 (2H, m), 3.52-3.72 
(1H, m), 3.64 (2H, t, J = 6.6), 4.15-4.36 (2H, m), 7.15 (2H, d, J = 7.6), 
7.66 (1H, dd, J = 2. 2 and 8.8), 7.88-8.16 (7H, m), 8.54 (1H, s). 
TK^-frtiriiM. C^Cl^OjS -HC1 • 1. 5E.0 1 VX 
&HMt (%) : C, 52.36; H, 5.68; N, 10.18 



WO 02/06234 PCT/JP01/06148 

105 

HaMS: (%) : C, 52.52; H, 5.78; N, 10.06 
HJSM30 

4- (6-^ P X3-2-j-7^-M^./U^s=L;V--H-^ f /U-N-[l - (4- b° ]J ^/l/) -4- U 

30a) 4-^ gvUT 5: J -l-(4-b° V tf-^ ]} i?^ 

1- (4-tf ]} -4- 1"-< !)K> (0. 88 g) *3 «fc tM f~)VT % Uggg&g. (0. 37 g) © 

^ ^ y -vwio mDtgEae— itiKo. 34 g) ^p^fcm, tK^^v-t / is ? as-?- h y 

£ A (0.34 g)£2m;t^Tn7B#|^#$Mfc„ RfSl^li U SHM&KlNTKife 

(0.96 g, ^Alft) £ Ltftfc. NMR (CDCI3) 5 : 1.22-1.50 (2H, m), 1.90- 
2.10 (2H, m), 2.47 (3H, s), 2.51-2.70 (1H, m), 2.84-3.02 (2H, m),3. 75- 
3.92 (2H, m), 6.66 (2H, d, J = 6. 6), 8.25 (2H, d, J = 6.6). 
30b) 4-(6-^ o n-l-f-y^M ^;l/^^;V-N-^f ;WN-[l-(4-b° U -^)-4-b° 

%W^\2Ac) t?#fc4-(6-^ P p -2-TZ7^-;U) si/Uggifc (0. 16 g) *5 J: XI 

HOBt (80 mg) <£>DMF (5 ml)SSft^WSC(0. 15 g) SrJtJ^lH^fl^iH? tzM., MMM 
30a) -e#fc4-^ *f~jVT 5 /-l-(4-t° JJ i?/f) t°-< V 5^(0. 12 g) ^B^.^?&"T?14 

jt&iHt (0. 22 g, 90?5) i LTf fc„ NMR (CDC1 3 ) 5 : 1.55^1.90 (4H, m), 2.00- 
2.25 (2H, m), 2.45-2.74 (2H, m), 2.79 (3H, s), 2.82-3.02 (2H, m), 3.34 
(2H, t, J = 7.2), 3.88-4.05 (2H, m), 4.52-4.80 (1H, m), 6.65 (2H, d, J = 
6.6), 7.59 (1H, dd, J = 1. 8 and 8.8), 7.80-8.00 (4H, ra), 8.26 (2H, d, J 
= 6. 6), 8.47 (1H, s). 
TuM-ftVfiiM. CjjgRjgCl^S-O. 1H 2 0£ LT 
ft^-fit (%) : C, 61.55; H, 5.83; N, 8.61 
(%) : C, 61.44; -H, 5.70; N, 8.76 
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W(|31 

4- (6-^ p u-2-j-Z7^-M ^/W/ft—yU-N-^ ^U-N-[l-(4-b e ]) iSM-A-K'^V *J 
»!l27b) T#7t3-(6-^ n n-2-^"7^/>) ^/P/ft^l^/n t'st^m&XXFM 

^j30a) -e#fc4-^ s: y-i-(4-t°y v 5 ^) t°^y ^^&ntfe0i3Ob) tpa 

fcUTJBBBfb4Hfe(0.12 g, 60%)£r#fc o NMR (CDC1,) 6 : 1. 50-1. 95 (4H, 
m), 2.70-3.08 (4H, m), 2.83 (3H, s), 3.58 (2H, t, J = 7.9), 3.80-4.10 
(2H, m), 4.46-4.72 (1H, m), 6.65 (2H, d, J= 6.6), 7.60 (1H, dd, J = 1. 8 
and 8.8), 7.80-8.00 (4H, ra), 8.26 (2H, d, J =6.6), 8.49 (1H, s). 
TG^f It CmHjjbCI^OjS • 0. 2H 2 0 • 0. lEt 2 0 h LT 
frJH£. (%) : C, 60.67; H, 5.75; N, 8.78 
ISMS (%) : C, 60. 69 ; H, 5. 72 ; N, 8. 88 



4- (6-? o P -2-^- 7 ^yt^) /PTft =/u-N- gvW^ [ 1- (4- g y vV^) -4- U j£ 
^»!]31-e#^c4-(6-^ P P-2-^-^^/U-) X/^^/U-N-^ ^•/WN-[l-(4-t°i; 

*tt«rflH*.s m& t LfCc ^Sr«*UTJSIBfk^»S:»atfel&5l5(66X)i:b-C 

#fc 0 NMR (CD 3 0D) 5 : 1.40-2.00 (4H, m), 2.50-3.40 (3H, m), 2.85 (3H, 
s), 3.65 (2H, bs), 4.00-4.70 (4H, m), 7.15 (2H, bs), 7.55-7.75 (1H,. m), 
7.85-8.30 (6H, m), 8. 56 (1H, s). 
Tb^ftVrW. Cj^CINjOjS • HC1 • 2. 75H 2 0 1 LT 
fj-gfit (%) : C, 51.66; H, 5.87; N, 7.53 
'MM (%) : C, 51.59; H, 5.79; N, 7.48 



2- [N- [3- (6-^ P P -2--^- 7 fVi^ ^ —/l^ n ~N- T 1- (4- b" y S?aQ - 

4- y t $ y 1 fE^^/u 

;jSF!j24d) -e#fc2- [1- (4- tr y s^u) -4- tr-< y r^y] g^^^u £ 
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»j27b) -C#fc3-(6-^ n n-2-^7^/u) X/Uft— ;vzfv t'j-^mfrbMtfcM 
30b) bm&foVXMBSAk&fo&te&®3fib LTlfc, NMR (CDC1 3 ) 6 : 1. 23 and 
1.27 (3H, each t, J = 7.3), 1.25-2.00 (5H, m), 2.70-3.17 (4H, m), 3.50- 
3.65 (2H, m), 3.70-4.10 (2H, m), 3.87, 3.93 (2H, each s), 4.13 and 
4. 18 (2H, each q, J = 7. 3), 6.58-6.72 (2H, m), 7.55-7.65 (1H, m), 7.80- 
8.00 (4H, m), 8.20-8.34 (2H, m), 8.49 (1H, s). 
7tmfttfr fit C 27 H 30 C1N 3 0 5 S • 0. 55^0 1 L"C 
ftW-M (%) : C, 58.54; H, 5,66; N, 7.59 
MMW. (%) : C, 58. 27 ; H, 5. 77 ; N, 7. 87 
Hi£#ij34 

3-[N-[3-(6-^ n P-2-t7f;W)7M=/l/yp b°^/U-]-N-[l-(4-b:°P 

34a) 3-Cl-(4-h , y yVlp -4- \f^< V vvHT % if&^M^^Sl' 

1- (4- tf !) -4- bV* J7 K>-(0. 88 g) £ ^-77 = ^^f-A^^^A^atSSL 
15 (0.93 g)^e>|Ufi^|24d) i UTSIHfk-a-^ (1. 44 g, 5t*#)) £r#fc 0 NMR 

(CDC1 3 ) 5 : 1.26 (3H, t, J = 7.1), 1.28-1.55 (2H, m), 1.88-2.08 (2H, m), 
2.51 (2H, t, = 6.4), 2.64-2.85 (1H, ra), 2.85-3.05 (4H, m), 3.50-4.00 
(1H, bs), 3.75-3.92 (2H, m), 4.15 (2H, q, J = 7.2), 6.66 (2H, d, J = 
6.4), 8.23 (2H, d, J = 6.4). 
20 Hi(§#i|34b) 3-[N-[3-(6-^ p u-2-f7^sU) 7,>Vfc—)\<-?v. b"^-^yP]-N-[l- 

(4- fcf V vvlQ -4- 1:°^< V i?M T ^ 7 ] -fxi t'^-^M^JU 

* 

&fl&W21b) -C#r*:3-(6-^ p p -2-2- 7 7710 X;Uft~/uy"x2 t°^-^^(0. 30g) Iz: 
Wfcf-Hr~>v(3. ml)^P^90 t C(C^:^,l^^#^fc o h Act:/ 

@ l TWfcBWHb* Sr3d*«34a) -e#fc3- [ l- (4- f y s^io -4- y v>A] T 5: 

25 / -fn fcf^Vife^TvKO. 2 g)i y fcVl^n^AT $ ^ (0. 4 ml) <£>i£ft:^ 

71^^(20 ml)^^^P^7K^Tl^rB^^#M^ $-felcM-e2l^|lIj3&>#JS« 

fc 0 TK^n^Sfc^ ^Tk^-7-hy «>^t?ftj!jfeufc. |&&Sr«*U 8H94*«r:!ft 

Stt^ 17 * 7 A t LH-20^7 7 A t?»3K L-Cffliaftl'&ftSrMfe©* (45 rag, 
8%)£LT#7t 0 NMR (CDC1 3 ) 5 : 1.22 and 1.28 (3H, each t, J = 7.0), 



5 



10 
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1.50-2.00 (5H, m), 2.35-2.60 (2H, m), 2.72-3.08 (4H, m), 3.32-3.68 (4H, 

m), 3.70-4.20 (4H, m), 6.58-6.74 (2H, m), 7.61 (1H, dd, J = 2. 2 and 8.8), 

7.80-8.05 (4H, m), 8.20-8.40 (2H, m), 8.49 (1H, s). 
5c*#*Ni£ CaftgCl^OyS - 0. 5^0 1 L"C 

thJMff (%) : C, 59.30; H, 5.87; N, 7.41 

^fi'Ki: (%) : C, 59.38; H, 5.61; N, 7.51 

2-(6-f p ^;>»^;WN-^ ^vWHl-(4-fc°y 

35a) 2- (6-^ P f^lE^ 

Hife^Jid) -e#fc6-^ p a -2-^ /i^ ^h^^^p-^d.gs g)<Dp<^y — jv (40 

mDJHBHifc^- h y *?J** h^rv-K(0.81 g)^n^.lO^#^fc^ 

R*9VKi.i4 mi)^nx.^t?2«^#^fc 0 7pm*?£%3ks *>m*WMl^ 

^^f-^^nx.^H%^bfcSia>fb^^feftB B 0(o.9i g> 34%)i:LT#fc„ $ 

©iKi?)1.7g«)JKacMb^*f*r*ll*Wfei: tT#fc c NMR (CDC1 3 ) 6- : 3.72 
(3H, s), 3.75 (2H, s), 7.42 (1H, dd, J = 2. 2 and 8.8), 7.49 (1H, dd, J = 
2. 2 and 8. 8) , 7. 64-7. 85 (4H, m) . 

35b) 2- (6-^ P P-2-t7f/V) ^/Uyjs^/l^^^ ^iV 

^»j35a) t?#fc2- (6-^ P P -2-'f-7f'/V) ^^Wm.^ fAs (2. 6 g) J)> b ^Jfe^l 

24b) £ IrI&K: LTSiafk-^lfeSrilfeJS* (2. 5, 84%) £ UT^fc NMR (CDC1 3 ) 
8 : 3.70 (3H, s), 4.21 (2H, s), 7.60 (1H, dd, J = 1.8 and 8.8), 7.90- 

8.00 (4H, m), 8.51 (1H, s). 

35c) 2-(6-^ P u-2--j-yf-/ly) ^/l^Tfr^/VfEIg 

^Wj35b) "C#/c2-(6-^ P xn-2--j-y^-/U) ^Ar-fc—Zl^fflk* ^/U(2. 45 g) 
6>Hife0iJl2b) tl^«lcL-CJBia{k^S:«lfej|$a(2.25 g, 93%) t LT#fc 0 NMR 
(CDCls+DMSO-dg) 5 : 4.20 (2H, s), 7.59 (1H, dd, J = 2. 2 and 8.8), 7.90- 

8.05 (4H, m), 8.54 (1H, s). 
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35d) 2-(6-^ P P-2-^-7^/^)^/V7jN^7^-N-^^-/WN-ri-(4-b°y 

HJiS#ij35c) ~e#fc2- (6-^ ee n-2-^7^/W-) ^/^—zl^g^i: HWJ30a) 
fc4-^ *f-tVT 5: y -1- (4- fc° y $W t°-< y v> b^Ofctfll 34b) £: 
fb^^r^fe^i: Ut#fc„ NMR (CDC1 3 ) 6 : 1.60-2.00 (4H, m), 2.81, 
3.02 (3H, each s), 2.82-3.16 (2H, m), 3.88-4.20 (2H, m), 4. 34 and 4. 41 
(2H, each s), 4.45-4.75 (1H, m), 6.60-6.76 (2H, m), 7.59 (1H. dd, J = 
2.0 and 8.8), 7.90-8.00 (4H, in), 8.25-8.36 (2H, m), 8. 49 (1H, s). 

fHM (%) : C, 60.32; H, 5.28; N, 9.18 
%MM (%) : C, 60.17; H, 5.25; N, 9.19 

N- [3- (6-^ P P -2-1- ~7 ^7js z=-}V7 P h'/H -N-p< =3-/V-N- [1- (4- t c U S? 
/V) -4- U vMj ixT 

^Ji0i|34c) "C#fc4-(6-^ p p-2-^-7^l^) ^yWfr— ^g§^(0. 31 g) £ h y ^ 
^/KT $ >- (0. 15 ral)<£> h/t^XlO ral)^^— Tv'-fb^^ji^^^^y^ 
(DPPA) (0. 22 ml) ^^Xl5^m^ M^fz.^ llO^T'l. 5B#5g;0>#Mfc o 
*&*PSU ^»j30a) T?#fc4-^ ^VV-T ^ J -1- (4- fc° y i?M fc°^ y Vis (0. 2 g) *3 

xvmtt^^^te mi)&m?Lmux~3mm-t)>£mr£tz. 0 *«£r^feu intk^ 

it-r h y ATK^-er/v-^ y fet ufc^, ^ p p Ttvu extern bfc c ^tK^ 

b y * A-e^m. wsrw^ mwm* > y # 9 y * / - 

;V/m&^^frbWfem\.Xmmk&m*te&%ign(.0.21 g, 53%) £ LT#fc D 
NMR (CDCl 3 +DMS0-d 6 ) 6 : 1.54-1.75 (4H,m), 1.87-2.08 (2H, m), 2.67 (3H, 
s), 2.80-3.04 (2H, m), 3. 20-3. 42 (4H, m), 3. 88-4. 05 (2H, m), 4. 24-4. 50 (1H, 
m), 5.58(1H, t, J = 5.8), 6.67 (2H, d, J = 6.6), 7.60 (1H, dd, J = 1. 8 
and 8.8), 7.82-8.02 (4H, m), 8.22 (2H, d, J = 6.6), 8.47 (1H, s). 
ymftffiW. C^CIN^S t LT 
tUMff (%) : C, 59.93; H, 5.83; N, 11.18 
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HSlHt (%) : C, 59.71; H, 5.86; N, 11.09 

N-[3-(6-^ n Ezgz±Z±^ ^Vjv=^J^k±±!z^ ^^-N*-[l-(4-b: 0 !J 

30a) x*#fc4-^ f-jvT 5 y -l- (4-tf y v 5 /^) tv>s y v»-/5^^iii^j36) <b 

XMIfcik'&tlfo&te&Mmi k UT#fc„ NMR (CDC1 3 ) 6 : 1.52-1.75 (4H, m), 
2.67 (1H, m), 2.67 (3H, s), 2.80-3.05 (2H, m), 3.36-3.50 (2H, ra), 3.68- 
3.82 (2H, m), 3.87-4.0 5(2H, m), 4.24-4.50 (1H, ra), 5.34 (1H, t, J = 
5.7), 6.65 (2H, d, J = 6. 6), 7.61 (1H, dd, J = 1. 8 and 8.8), 7.85-8.00 
(4H, m), 8. 26 (2H, d, J = 6.6), 8.47 (1H, s). 

fl-JHiC (%) : C, 59.19; H, 5.59; N, 11.50 
MBHW. (%) : C, 58.95; H, 5.77; N, 11.46 

3-[(Hpp7x^)^ =-)V\ -N-y ^vU-N- [1- (4- b° V -4- b"^ 

38a) 3- (4-^ P P 7 x ^) ^ f t / P Mifj^Sk^JV 

\?Jr^m.* T-Asil. 26 g) hVti&Mtfr V V !7 AtK^^(5. 5 
ml)<D* # J — /Is (20 ml)i®8i~J&fc4r? n P^y^Kl. 61 g) &j}U;imM.X*20W 

(2.01 g, 82%) <h LT#fc 0 NMR (CDC1 3 ) 5 : 2.51-2.72 (4H, m), 3.69 (3H, 
s), 3.70 (2H, s), 7.28 (4H, m). 

38b) 3-(4-^ p n 7 x ^ gvl^Zk^lE^kZlg g±>jj|2i ±^ 
^W(l38a) -t?#fc3-(4-^ a P 7 z^=-}V) * f-zV^-^u 9-A<b*lb& 

mm24b) t mm\z vxMSB><\&&qB&m& *> A/K-^s (90%) t uT#fc 0 nmr 

(CDCI3) 8 : 2.84 (2H, t, J = 7.4), 3.20 (2H, t, J = 7.4), 3.74 (3H, s), 
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4.26 (2H, s), 7.39 (4H, s-like). 

38c) 3- (4-^7 p p y ^ -ju) ^ ^~,y^)Vi£-;vJ'vi MUrl^k 

^WJ38b) -e#fc3-(4-^ o n ^ ^/U^/U^s^/U^xn t";^^ 

(2. 04 g) (3 ml) ©3*16 (20 ml)SSKSrl4^IW3Kjlt bfc^, SUSKSttK-C. 

V9*i&&MW;wi (1. 71 g, 88%)tLT#7t 0 NMR (CDC1 3 ) 5 : 2.89 (2H, t, J = 
7.1), 3.21 (2H, t, J = 7.1), 4.26 (2H, s), 7.39 (4H, s-like). 
38d) 3-[(4-^PP7x=;l/)^ ^/i^/UTft^/l/l-N-;* ?VU-N-[l-(4-tf I? SW- 
4- tf J 2^kJ ^ n ^ >T 5; K 
10 H*fc#j38c) -^#fc3- (4-^ u d 7 ^=:yu) p< ^vi^/i^^/U^n tfjj-i'lfefc 

M30a) -C#fc4- ^/WT 5: / -1- (4- fc° U S?A0 .bT"< J) b HWJ30b) <t PM$ 

^UTMIBfb^^^r^fetf^H%(48»)i: LT#fc. NMR (CDC1 3 ) 6 : 1.63-1.79 
(4H, m), 2.79-3.03 (7H, m), 3.29 (2H, t, J = 6.8), 3.93-4:02 (2H, m), 
4.30 (2H, s), 4.65-4.74 (1H, m), 6.67 (2H, d, J= 6.5), 7.41 (4H, s- . 
15 like), 8.27 (2H, d, J = 6.5). 

Tm^mm. C 21 H 26 N 3 0 3 SCltL-t: 
f^-fift (%) : C, 57.85; H, 6.-01; N, 9.64 
■M\U. (%) : C, 57.56; H, 6.07; N, 9.68 
;»!)39 

20 3-[(2' -^7y-4-tf7a=^) ± ^Vl^/Hfr =■ /l/|-N-^ 9v^-N-[l-(4-fcf V 

39a) 3-[ (2' -i/T J * gvVg^j :7°P tf gyp 

H»!)38a) tmmz UT»Bfb**«r*fe»«*0e«fl9) £ LT#7c 0 NMR 
25 (CDC1 3 ) 6 : 2.56-2.64 (2H, m), 2.71-2.79 (2H, m), 3.70 (3H, s), 3.80 

(2H, s), 7.40-7.55 (6H, m), 7.61-7.69 (1H, m), 7.77 (1H, dd, J = 0. 9 and 
7.5). 

39b) 3-r (2' -*/T 7 z4l¥2-EE=M * ^^^JU^^/Ul^u tt^&t* fyU 

:»j39a) t?#fc3-[ (2' -V7 7 -4- If 7 a =-/V) ^ ^VU^^] :7°p bf ti^m* ^ 
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/^bmmm2Ab) tmm^ isxmmt^m*m&i&£k(.iw) t LT#fc 0 nmr 

(CDCI3) 8 : 2.86 (2H, t, J= 7.4), 3.27 (2H, t, J = 7. 4), 3.74 (3H, s), 
4.36 (2H, s), 7.44-7.72 (7H, m), 7.79 (1H, dd, J = 1.4 and 7.6). 
39c) 3-[ (2' -i/T y -t-^y^—M ^ 7->V?.;Vib~jiV\-7x2 if^-^m ' 

HJS^j39b)T*#fc3-[(2' -iXTy-4-t'^^^/U) * ^;V7,jVfc=.,V\zfx2 t°^->- 

j-^frbmm&mc) t mm\z i,xmmt^m^m^& B m%) t vxm^ 0 

NMR (DMSO-dg) 5 : 2.72 (2H, t, J = 7.4), 3.35 (2H, t, J = 7.4), 4.65 
(2H, s), 7.54-7.68 (6H, m), 7.78-7.95 (1H, m), 7.98 (1H, dd, J = 1. 2 and 

7.4) . 

39d) 3-[(4-^ n P^<y^;i/) ^;^^;k]-N-^ f ;WN-[l-(4-b' !) v?;l/)-4-b°^ 

^*fe-$l39c)T^#fc3-[(2' -iXTy-4-t'7^^/W * =f-;V^)VHs=-JV\-^'n 
m t mifoffl30a) T?#fc4-^ T-AsT 5 / -1- (4- 1" V t°-< V b MMM 

30b) tmm^i^xmm^^m^&^am t ux#fc 0 nmr (cdci 3 ) 6 •. 

1.63-1.88 (4H, ra), 2.80-3.03 (7H, m), 3.37 (2H, t, J = 7. 2), 3.95-4.01 

(2H, m), 4.40 (2H, s), 4.62-4.79 (1H, m), 6.66 (2H, d, J = 6.5), 7.44- 

7.53 (2H, ra), 7.61-7.72 (5H, m), 7.79 (1H, d, J = 7.6), 8.27 (2H, d, J = 

6.5) . 

tzM5$%t\& C 2 8 H 3 o N 4 0 3 S t Lt 

fff-JMff (%) : C, 66.91; H, 6.02; N, 11.15 

WW. (%) : C, 65.44; H, 5.96; N, 10.51 



•SS^ij40 

3-[(6-^dp -2-1"77-M 2 f-juX/^=-/W] -N-^ f-/U-th[l- (4- b° ]) i?M -4- 

40a) 3- [ (6-^ n P -2-~T "7 ±A£ ^ ^;V=f-^ -f p \fHr^W. * *f-)V 
3-^ -fY^n K'tf-lsm* f-JV 1 2-? n n -6-^ nn^ J-Asf- yp^^ 

(Haydock D. B. et. al, Eur. J. Med. Chem. Chim. Ther. , 1984, 19, 205) 

tbmm&ma) t mmiz Lxmmfc&vn&m&mttyd (42%) t b-c#fc„ nmr 
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(CDCI3) 5 : 2.52-2.73 (4H, m), 3.67 (3H, s), 3. 87 (2H, s), 7.42 (1H, dd, 
J = 1.8 and 8.6), 7.51 (1H, dd, J = 1. 6 and 8.4), 7.69-7.80 (4H, m). 

40b) 3-[(6-^ n u-2-~f-7*?-;v) fJ-jVT.ji'-fc— flA~7v. yfjri/W.*^^ 

HiKg#l40a) -C#fc3-C(6-^ u v-2-}-7^M * ^-ASf-Jtl *f-jV 

5 ^^b^«j24b) t mmic vxmmk&v>)$:m$&M, (43%) t vxmtz e nmr 

(CDC1 3 ) 5 : 2.83 (2H, t, J = 7.4), 3.23 (2H, t, J= 7.4), 3.72 (3H, s), 
4.44 (2H, s), 7.47 (1H, dd, J = 1. 8 and 8.8), 7.57 (1H, dd, J = 1. 4 and 
8.4), 7.79 (1H, s), 7.83 (1H, s), 7.85-7.90 (2H, m). 
40c) 3-[ (6-^ P u-2--f"7f-M * ^Vl^/I^/ft— \f^^\ 
10 ^WJ40b) -C^/c3- [(Hod -2-r~7 * =f-;V^s —>V\-?xi \?3r 1/\ 

NMR (DMS0-d 6 ) 8 : 2.65 (2H, t, J = 7.4), 3.33 (2H, t, J = 7.4), 4.72 
(2H, s), 7.54-7.62 (2H, m), 7.93-8.03 (3H, m), 8.08 (1H, d, J = 1.8). 
40d) 3-[ (6-^ V u -2-^-7 ^-/U) ^ f- ji/i/|-N- ^ ^yW-N-[l-(4-tf V i£ 
15 /U) -4- V ^ZkJ Zfv^l/T ^ K 

;WJ40c) -e#fc3-[(6-^ n ti.-2-i-7f-/U) ^ J-;V?,)Vfo~jV\ y^XJ. 

i#l|30a) T?#fc4-^ ^~)VT 5 J -1- (4- 1° V >>/U) t°-< ]) t>MMffl30b) 
km&\Zl,xmWMk&fo&te&&&(71%) t LT#fc c NMR (CDC1 3 ) 6 : 1.67- 
1.76 (4H, ra), 2.78-2.85 (5H, m), 2.91-3.13 (2H, m), 3.32 (2H, t, J = 
20 7.5), 3.93-4.14 (2H, m), 4.48 (2H, s), 4.67-4.76 (1H, m), 6.73 (2H, d, J 

= 7.0), 7.47 (1H, dd, J = 2. 0 and 8.8), 7.60 (1H, dd, J = 1. 4 and 8.2), 
7.79 -7.84 (3H, m), 7.93 (1H, s), 8.22 (2H, d, I = 7.0). . 

5tm^mm. c 25 h 28 n 3 o 3 sci£:lt 

ff^liS (%) : C, 57.85; H, 6.01; N, 9.64 
25 gfflfc (%) : C, 57.56; H, 6.07; N, 9.68 



3-CN-[3-(6-^ u vi-2--r^^M^jVT^=.;vfu b't^VN-[l-(4-b°!)^;i/)- 

41a) 4-(2-Ji Y*r*/?f }Vi$~)\'^=5-JV')T 5: / -\-\f^) i?^f] As^sWHert-*? 
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4-^-^ry-l-t°^U i?^*/W3j?>fljftert-^^-/^(1.99 g) t 0 

?frTfc;fc*fbV7v is 5 b v d. 2 g ) ^mm^Hrxm^ Mt&xim 

£Ja#t4£K2.8 g, 93%)i:U-C^fc 0 NMR (CDC1 3 ) 8 : 1.2-1.45 (2H, m), 1.23 
(3H, t N J = 7.2), 1.45 (9H, s), 1.80-2.00 (2H, m), 2.40 (1H, br s), 2.58 
(2H, t, J = 6. 4) , 2. 60-2. 90 (3H, m) , 2. 98 (2H, t, J = 6. 4) , 3. 95-4. 15 
(2H, m), 4. 16 (2H, q, J = 7. 2). 

41b) 3-fN-r3-(6-^ n v-l—fy^jV) 7,jVfcz=-fV?xi tf ^—/Rl-N-Q-tert-:/ 

HJS#iJ27b) -e#fc3-(6-y n n-2--^^^/U) ^/I^r^l^n fc°^->^ (0. 15 g) 
1 3- (1-tert-:/ h ^/P#^/W4-t°-< !J 7^7*0 fc^V^^WO. 2 
g)<DTHF(lO ml)^£5£f^#^fc^ i&ffc4-(4, 6-v^ h 3, 5- h JJ 

T V-2--Y -4-^ 'f- ;Vifr p £7 A (DMTMM : Kunishiraa, M. et. al, 
Tetrahedron, 1999, 55, 13159) (0. 15 g) ^M^lMUT^ 3^F^t^«Yc 0 

*y^7^-e^UXMIB^'a-^^fe^(0.28 g, 96%) £ L-C#fc„ NMR 
(CDC1 3 ) 8 : 1.15-1.35 (5H, m), 1.45 (4. 5H, s), 1.48 (4. 5H, s), 1.50- 
1.80 (2H, m), 2.35-3.05 (6H, in), 3. 35-3. 80 (5H, m), 4.00-4. 40 (4H, m), 
7.54-7.68 (1H, m), 7.88-8.0 0(4H, m), 8.48 (1H, s). 

41c) 3-[N-[3-(6-^ p X3-2--f-yf-ju) bf^-^u]-N-[l-(4-b: 0 V 

2M -4-b°^ V j^/i/j T ^ I ] 
^»!l41a) -e#fc3-[N-[3-(6-y n v-Z-T^^/V) J*/W}n— /t^/n \£Jr=-?V\- 
. N-(l-tert-^ h ^^/M^/l^-fc 0 ^ ]) i?M T ^ Slzfu If^^^^vKl. 57 

g ) N h is® mi) *s i & hv ~7jvar v mwt (4mi) <Dm&m %mm.x- 1 mm 
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/KT/l^— /W30 ml), 4-yn^E-t°y i/l^M£l&(0. 58 gh ^ y^o h>x^ 

^7 5y (7.8 g)«r«:4 8 «FWJP«aSBS Ufc. RJS»€r««fft@ % h y 

^^^1^^(0.44 g, 29%) i: Lt#fc. NMR (CDC1 3 ) 6 : 1.22 and 1.28 (3H, 
each t, J = 7. 0), 1.50-2.00 (5H, m), 2.35-2.60 (2H, m), 2.72-3.08 (4H, 
m), 3.32-3.68 (4H, ra), 3.70-4.20 (4H, ra), 6.58-6.74 (2H, m), 7.61 (1H, 
dd, J= 2. 2 and 8.8), 7.80-8.05 (4H, m), 8.20-8.40 (2H, m), 8. 49 (1H, s). 



4-(6-^ p u-2--y-7^-}V)^?Vi^=.?V-^-^ 5vWHl-(2-^ ?-}U-4r\? V l?/U)-4- 

42a) 1- (2-^ ±Zkzit b° V -4- &± V K V 

4-t 0 ^y K:^ttfflfe&— 7KfP^»(L53 g) v»>-(L27 g) 

0^(5 ml)^^22B#W315ibfc„ KJfc8?&«£WliU aHMfetok&inajfc 

fe&^-fe@#:(0. 89 g, 47%)tLX#fc 0 NMR (CDC1 3 ) 5 : 2.49 (3H, s, Me), 
2.56 (4H, t, J = 6.3), 3.74 (4H, t, J = 6.3), 6.54-6.61 (2H, m), 8.23 
(1H, d, J = 5.8). 

42b) 4-^ gvVT $ ^-l-(2-^ gyW4-g p ^/U-) fa°^y v>V 

H»j42a) 1- (2-^ f;W4- fc° y -4- fc°^ 5 Ky (0. 96 g) „ . 40%^ 

JW7 ^ ^*m& (1. 6 g)j3i«(0.86 ml)©**/— yKlO ml)«f?ft— tIc^T, 
fomiti/T / f 2 5 b y * ^ (0. 47 g)(D^^; ' — /l-" (5 ml) ^t?rIT bfc 0 JK 
*Stt*rOlCT»l. 5H£IH3&»#iM*:fe % 7K*flS^T J 1$ 5 h y ^ A (0. 47 g) Srii 

M$rftft&ffitt4fe(1.0 g, 97%) i: Lfc#fc 0 NMR (CDC1 3 ) 6 : 1.30-1.48 (2H, 
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m), 1.92-2.02 (2H, m), 2.44 (3H, s), 2.47 (3H, s), 2.54-2.70 (1H, ra), 

2.84-2.98 (2H, m), 6.49-6.54 (2H, ra), 8.14 (1H, d, J = 6.0). 

42c) 4- (6- 9 a n -2--jr 7 *f-jV>) ^ ^;l/-H- ;* f/M- [ 1- (2- * f-/U-A- b" U 

^^J27b) r*#fc3- (6-^ n n -2-f-7^M ^WJn—zK/p \*jr*sWt (0. 45 g) „ 

MMM&b) -e#fc4-^ 5 ^-i-(2-t« ^/>-4-tr y s?ao tr-< y (o. 41 

g)fc£OTMTMM(0.56 g)(£>THF(50 ml)S8£«:^iB.-T? 1 6 B#f?»1/^#2Si?fco 

y/^7^-eJit®lU-CSiB'fb^^fe^(0.30 g, 38%) t LtHrtu NMR 
(CDCI3) 5 : 1.52-1.95 (4H, m), 2.50 (3H, s), 2.75-3.15 (4H, m), 2.84 
(3H, s), 3.50-3.65 (2H, m), 4.45-4.80 (1H, m), 6.50-6.65 (2H, ra), 7.60 
(1H, dd, J = 2. 2 and 8.8), 7.90-8.00 (4H, m), 8.20 (1H, d, J = 6. 4), 
8.45 (1H, s). 

Ttm^mm c 2 , ^ , cin 3 o 3 s • i. 75^ ottt 

ff-Jfte (%) : C, 58.02; H, 6.13; N, 8.12 
UPHil (%) : C, 57.77; H, 5.96; N, 8.08 

2~(6-f p P-2-^^^/^)^/^^/WN'-[l-(4-b°y ^/i^)-4-fc°^y v^/l^lTir h 

43a) 2-[(6-^ P P-2-^-7^-/^)^/^^^T-fe^ L /^]^/^i^>"^ tert-^"^ 

MMffl35c) t?#fc2-(6-^ p P-2-^7^/V-) ^/U^^/l^^i: #A"*i?l<&L 

NMR (CDC1 3 +DMS0-d 6 ) 6 : 1.46 (9H, s), 4.19 (2H, s), 7.07 (1H, bs), 7.56 
(1H, dd, J = 1. 4 and 8.8), 7.80-8.05 (4H, m), 8.62 (1H, s), 9.65 (1H, 
bs). 

43b) T2-(6-^ P u-2-j-Z7^-M^J^=-^T± h] H Rgj£ K 
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ll^j43a)-e#fc2-[(6-^ n u-2-1-7^-/U) ^T^Z^M 
mtert-Zff-/^ (0. 6g), h jVa^ v (1 ml)*3j;t*h V ~7J^* n (1 ml) <Dm&%>) 

^M-eiB#ra^#Mfc 0 KfoWLitmmm^, ^m^m^miti- h y 

-e P H8i LTmULfcM^^SU TKSfe^, ^L-CSIB-fk^CO^l g, 93%) 
£#7c„ NMR (DMS0-d 6 ) 6 : 3.34 (2H, bs), 4.30 (2H, s), 7.72 (1H, dd, J 
= 2.2 and 8.8), 7.95 (1H, dd, J = 2. 0 and 8.8), 8.10-8.35 (3H, m), 8.58 
(1H, s), 9.38 (1H, bs). 

43c) 2-(6-^ p a-2-1-'7 f-M ^7Vfoz=./V-H' -{\-{A-\fy -4- V 

H«J43b) [2- (6-^ p n -2-^-7^/1') ^/l/^— /i^Tir h] t K£ 

l-(4-t°y ^)-4-t°-<!; K>-(0. 10 g)<D3L?/~- MlO mDm^S^mMWtM 

mi,ti 0 &m&, **s—Mio mi)i@t^(o.2 g)^ip^fc. 0 tK^TCtK*^ 

y {s 5 by r> a (0. 2 g) ^jp^l. $ <b \zmm.x* 1 6 ^^^^ fc D r 
2 o^^^-e^MU-cMIB'fb'a-^i^rM^^o. 19 g ) t nmr (dmso- 

d 6 ) 5 : 1.20-1.55 (2H, m), 1.70-1.90 (2H, m), 3.00-3.30 (3H, m), 3.90- 
4.20 (2H, m), 4.50 (2H, s), 7.18 (2H, d, J = 7. 4), 7.74 (1H, dd, J = 2. 2 
and 8.8), 7.98 (1H, dd, J = 1. 8 and 8.4), 8.10-8.35 (5H, m), 8.61 (1H, 
s). 

yhmfttifife C 22 H2 3ClN 4 03S-HCl-1.75H 2 0i: IT 
tUMIIC (%) : C, 50.14; H, 5.26; N, 10.63 
aU-fit (%) : C, 50. 10; H, 5.25; N, 10.58 



2- [ (6- V p P -2-1- ~7 f-M * /Mwlj -N' - y gvW£ - [ 1- (4- b° y vvt^) -4- bf • 

H;KS0il43c) -C#fc2-(6-^ P P-2-^-^^P) ^/Utf^/WN' -[l-(4-fc° V 
4-t°-<y i^Ti? h t K^b^»!l29) ^|W|^{-LTMI5^^^iE^ 

(36%)tUT#fc 0 NMR (CDC1,) 8 : 1.30-2.05 (4H, m), 2.61 and 2.69 
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(total 3H, each s), 2.70-3.00 (3H, m), 3.75-4.00 (2H, m), 4.11 (1H, s), 
4.32 (0. 5H, d, J = 14), 4.75 (0. 5H, d, J = 14), 6.60-6.72 (2H, m), 7.44 
(1H, dd, J = 1.8 and 8.8), 7.80-8.05 (4H, m), 8.25 (1H, bs), 8.48 and 
8. 51 (total 1H, . each s). 
jtmfttirW. C 2 3 E, 5 C1N 4 0 3 S • 0. 75^ 0 1 LT 
ft^-fil (%) : C, 56.78; H, 5.49; N, 11.52 
MM (%) : C, 56.91; H, 5.43; N, 11.74 
»J45 

4-[N-[3-(6-^ p X2-Z-j-7=?-;V) ^;k^^;l//n g^^/kl rN~ [1- U- ]} 



4-^!)^]71Z] 



45a) 4- F 1 - (4- if V *J;v) -4- b"^ V 2M 7 % J 1 



1- (4- tr ]) S?/u) -4- t.°-< UK^i 4-T 5 7 



^-yV-^j^^}6^^ife^tj30a) t 



mm^ i^xmm^w^^m^ (85%) £ Lx#fc e nmr (cdci 3 ) 5 .- 1. 13 

(3H, t, J = 7.2), 1.15-1.50 (2H, ra), 1.60-1.90 (4H, m), 2.25 (2H, t, J = 
7.3), 2.45-2.90 (5H, m), 3.60-3.80 (2H, ra), 4.01 (2H, q, J =7.2), 6.44- 
6.60 (2H, ra), 8.05-8.20 (2H, m). 

45b) 4-[N-[3-(6-^ n n-2-T^^-;V) ^/Wfr^A^n fc ,, ^-=.^]-N-[l-(4-b° U 

i?M -4- V i?M 7^/] §Sife^^-/w 



;ife^i|27b)-e#fe3-(6-^ n u-2-i~^=f-/U) X/U7fr~ jV^fn if^-^^t 



45a) T'#fc4- [ 1- (4- fc° 5 -4- fc°^ U v^U] T $ J 



i:^^LXSIB'fb^^^fe^(l3%) ^ UT#fc 0 NMR (CDC1 3 ) 6 : 1.26 
(1.5H, t, J = 7.0), 1.27 (1.5H, t, J = 7.0), 1.55-2.00 (4H, ra), 2.20- 
2.40 (2H, ra), 2.75-3.05 (4H, m), 3.07-3.30 (2H, m), 3.50-3.68 (2H, m), 
3.70-4.20 (6H, m), 4.22-4.50 (1H, m), 6.60-6.75 (2H, m), 7.59 (1H, dd, J 
= 1.8 and 8.8), 7.85-8.05 (4H, m), 8.20-8.35 (2H, m), 8.50 (1H, s). 
7cm&m& C z 9 H 3 4 C1N 3 0 5 S • 0. 5R, 0 1 LT 
SfJMt: (%) : C, 59.94; H, 6.07; N, 7.23 
MiW. (%) : C, 59.96; H, 6.12; N, . 7. 47 
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2- [N-[3-(6-^ a u z 2 I ±y^2!dZJk^E^}^B. /H-N-[l-(4-h°y itjls)- 
46a) 2-[l-(4-fc: o y v^)-4-fc 0 ^<y SWT $ ;x^;^/^y|/<y^ 

l- (4- 1° y vW -4- 1 0 ^ u K^i 2-t s: / ^ ^a** /w^ 5: ^ v 5 /^^^^: 

» * 

^£>HSS#!|30a) i:l^a^bX®|2^'a-^^Mfe^^(91%) t L-C#fc 0 MMR 
(CDC1 3 ) 6 : 1.20-1.60 (2H, ra), 1.85-2.00 (2H, m), 2.60-3.00 (5H, ra), 
3.29 (2H, q, J = 5.4), 3.70-3.90 (2H, m), 5.11 (2H, s), 5.20 (1H, bs), 
6.65 (2H, d, J = 5. 2), 7.30-7.40 (5H, m), 8.24 (2H, d, J = 5.2). 
46b) 2-[N-[3-(6-^ P P-2-TT5VI-) ^/Wft^yl^a fc°^-=/P]-N-[l-(4-b°y 

U27b) T?#fc3- (6-^ p P-2-TT5vl") /I'T'p t^V^lli&iSM 

i 

46a) -e#fc2- [ [ 1- (4- tf !) -4- y SW 757 ^jUt> jUs< 5 ^ 
/i^b«M42b) i: LT®lBfb^£*&fe&;fc(9%) t b-C#fc e NMR 

(CDC1 3 ) 5 : 1.40-2.00 (4H/ m), 2.70-3.10 (4H, ra), 3.10-3.65 (6H, m), . 
3. 70-4. 70 (3H, m), 5.06 and 5.10 (total 2H, each s), 5.20-5.40 (1H, m), 
6.50-6.75 (2H, m), 7.20-7.40 (5H, ra), 7. 50-7. 65 (1H, m), 7.85-8.00 (4H, 
m), 8.20-8.36 (2H, m), 8.48 (1H, s). . 
5c*#flrflf[ C 3 3 H3 5 C1N 4 0 5 S • 0. 5R, 0 1 LT 
ff^-fS (%) : C, 61.53; H, 5.63; N, 8.70 
HSlHfi (%) : C, 61.66; H, 5.64; N, 9.00 

* 

3- [(4-tf^ J .^/V).7 > /^^/^]-N-^^>l^-N-Cl-(4-t: o y i?/l/)-4-t°^V *J?V\zf 

47a) 3- (4-T' P jfr T =c f-j^f u ls& * ±fr 

A-Zf P ^J-Jr 7x7 — As bT#)) As®.* 7 /Ufa fe£H6M27a) t Pfilfc LTS1E 

(97%) kLX&lt.- MR (CDC1 3 ) 8 : 2.62 (2H, t, J = 7.4), 
3. 15 (2H, t, J = 7. 4) , 3. 69 (3H, s, Me) , 7. 22 (2H, d, J = 8. 5) , 7. 42 (2H, 
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47b) ;hllzgZ^=M±£ZlE 

HWj47a) -e#fc3- (4-7" 13 ^- 7 ^^^n ^/k (2. 75 g) N 7 

x-;H5 5^(1.7 g). 2M»^h!J «7 i=s7k^ii£ (40 ml):Jo«kt>W b^-^*^ 

(dme) (20 fai)<om^m^r^^wmm.T\^o^w\mMvt^ 0 M.&-t>ifu. 

5 -r- h^=¥*( h y 7cc-^^^^/)^^v ? ^A(0.29 g)Srinx.2.5BIBJia6b^:„ 

%.mm*mmzht*u mm.mxm^teL± 0 ffirnvtcttrnzzfr, jgm^/u 

IB<k:-6*SrSaSStfe«J A/>|-^b b b (1. 64 g, 64%) £: LT#fc„ NMR (CDC1 3 ) 5 : 2.71 

- • 

(2H, t, J = 7. 3) , 3. 20 (2H, t, J = 7. 3) , 7. 28-7. 60 (9H, m) . 
10 47c) 3- (4- g 7 j: =-M X /V-fc^/V-? Pb't l^k 

^Mffltfb) "C#fc3- (4- }?7 * —/V^X-Zf nf^-^H(0.52 g)£30% li^ffcTK 
^7K (0.4 mL)<Dmm{5 ml)^SrlB#|!B3KIE LfctL *SrJq^tT«fW Lfc*«£r 
^bfc 0 ^^^/—^rf->^^#^ 0 a H bTMlB'fb^(O.31 g, 53%)£r# 
'.fc„ NMR (CDC1 3 ) 6 : 2.08 (2H, t, J = 7.6) , 3.43 (2H, t, J = 7. 6), 7.46- 
15 7. 54 (3H, ra) , 7. 59-7. 64 (2H, ra) , 7. 78 (2H, d, J = 8. 4) , 7. 97 (2H, d, J = 

8.4). 

47d) 3- [ (4- tf 7 a. ~/U) .X /l^/ft ^yl^] -N- ^ WN- [ 1- (4- b° y S?/>) -4- P S? 
^M$Wc) X&ti3-(4-W ^—M j^M^/i^n t°^->-^i:^5fe^i|30a) Tit 

20 fc4-^ f-tvT 5 y -l- (4- 1° y tv< y bn»j30b) <b mmte Lxmm 

i\&fy&&&MW-(32>%) b LXfflt* NMR (CDC1 3 ) 6 : 1.61-1.92 (4H, m), 
2. 74-3. 0.3 (7H, m) , 3. 54 (2H, t, J = 7. 7) , 3. 85-4. 05 (2H, m) , 4. 57-4. 72 
(1H, m), 6.64 (2H, d, J = 6.5), 7.44-7.55 (3H, m), 7. 58-7.64 (2H, m), 
7.79 (2H, d, J = 8.4), 8.00 (2H, d, J = 8.4), 8.26 (2H, d, J = 6. 5). 
25 Tzm&ifm C 2 6 H,, 9 N,Q,S-0. 3R, OtLX 

fYW-W (%) : C, 66.58; H, 6.36; N, 8.96 
MW. (%) : C, 66.65; H, 6.14; N, 8.99 



3-(5-^y/77= /l^/l^ft^7WN-^^/WKl-(4-b°y v^/U)-4-b°^y j*=. 
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48a) 5-fc: Kp^>^'/7 7V 

5-/ h^ris-^-l/yy 7 ^(Barker P. et al, Synthetic Communications, 
1989, J$ 257) (3.95 g)£t°y e^Xtftam (8.7 g)<Z>ft64fe$r 180lCT?6. SHftR] 

v- y # 7 a -cam L-cffifBfc£*4:gfe3t6@# (2. 93 g , 87%) t utftt. 

NMR (CDC1 3 ) 6 : 4.88 (1H, s, OH), 6.67 (1H, dd, J = 2. 2 and 0.7), 6. 81 
(1H, dd, J = 8. 8 and 2.5), 7.01 (1H, d, J = 2.5), 7.35 (1H, dd, J = 8. 8 
and 0.7), 7.59 (1H, d, J = 2. 2). 

48b) 5-(N, N-v^ gyUg^^Wj^Vlj g 1/ 

H»j48a)-e#fc5-t Kn^yy77 V(2.93 g) N Iflj^WtA/l' 
(5. 4 g) 3o<fctn, 4-v^TiF If n [2. 2. 2]*"* ^ > (4. 9 g) ^ DMF(6 ml) 

u gtm sr v y 7j y/v^ 7 a -cuts \sxmm\&m &®kn&mvtyd (4. 8 

g, ^*#j) <b LT#fc„ NMR (CDC1 3 ) 5 : 3.38 (3H, s, Me), 3.48 (3H, s-, 
Me), 6.76 (1H, dd, J = 2. 2 and 0.8), 7.00 (1H, dd, J = 8. 8 and 2.6), 
7.27 (1H, d, J = 2.6), 7.49 (1H, d, J = 8.8), 7.64 (1H, d, J = 2.2). 
48c) 5-(N. N-v*;* *F ;Vtt /Vs^ 4 >V) =J-Jr^^y 7 2 > 

mMM48b) -C#fc5-(N, N-^^ f-^Jrll/Vs^j ;V) tf-^S^Vj^ y > (4. 4 
g) §r250-260'Ct?T^=f V#KlaT8B5TO># J&fffcSL V y # ^/Kfc 7 ATitM 
b-C, HfB{b^4fc&8fc«feft*Kiil(1.7 g, 39%)£LT#fc 0 NMR (CDC1 3 ) 6 : 
3.07 (6H, m, Me 2 N), 6.76 (1H, dd, J = 2. 2 and 1.4), 7.40 (1H, dd, J = 
8.5 and 1.8), 7.52 (1H, d, J = 8. 5), 7.64 (1H, d, J = 2. 2), 7.76 (1H, d, 
J = 1-8). 

48d) b-^/V^ZfY^^yyj^ 

HJ£0ij48c) "C#fc5- (N, N- 9vl^/W^-f ;l>) f^y^7 =7 is (l. 7 g) t 
*mt* y !7 A (3. 3 g)<D*?y ml) i«£3. 5^3§^ Lfc 0 
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^*9ATaNKbTjB^^^«fe»<R«f(l. 12 g, 97%)£LT#fc 0 NMR 
(CDC1 3 ) 5 : 3.54 (1H, s, SH), 6.69 (1H, dd, J = 2. 2 and 1.2), 7.25 (1H, 
5 dd, J = 8.4 and 1.8), 7.39 (1H, d, J = 8.4), 7.58 (1H, d, J = 1.8), 7.61 

(1H, d, J = 2.2). 

48e) 3-(5^<y/77^)ft7 P P Xf^r^m.^ gv^ 

HJ(g0ll48d) -e#/c5-^ JV-X) "f >- £ T ^ !) jV&l* ^^frbmMM 

27a) tmm^vxmmt^^n^m^m^) t L-c#fc„ nmr (cdci 3 ) 

* 

10 5 : 2.60 (2H, t, J = 7.3), 3.14 (2H, t, J = 7.3), 3.67 (3H, s, Me), 

6.74 (1H, dd, J = 2. 2 and 0.6), 7.37 (1H, dd, J = 8. 8 and 1.8), 7.45 (1H, 
d, J = 8.8), 7.63 (1H, d, J = 2.2), 7.70 (1H, d, J = 1.8). 

^»!l48e) t-#fc3- (5-^y)> 7 7 —M f-Hr^n tr^g^ f'/i'fr £> MMM 

15 24b) tmmz.\^xmmk&m**&&3bikm{vi%) t Lxtt. nmr (cdci 3 ) s: 

2.78 (2H, t, J = 7. 7), 3.47 (2H, t, J = 7.7), 3.62 (3H, s, Me), 6.92 (1H, 
dd, J = 2. 4 and 0.8), 7.68 (1H, d, J = 8.5), 7.80 (1H, d, J = 2.4), 7.86 
(1H, dd, J = 2. 0 and 8.5), 8.23 (1H, d, J = 2.0). 
48g) 1-(b-s<l/*/Z7"7=- ;V)?.;Vfc=. jV^fu 

20 HW!j48f) T*#fc3-(5--<yy7 7 * A-*— AS?U t'^M* 5vl^=> h 

»j40c) t mffifc \^Xmmt^m (76%) NMR (CDC1 3 ) S : 2.80 (2H, t, 

J = 7.5),' 3.45 (2H, t, J = 7.5), 6.92 (1H, dd, J = 1. 2 and 8.6), 7.68 
(1H, d, J = 8.6), 7.79 (1H, d, J = 2.2), 7.86 (1H, dd, J = 2. 0 and 8.6), 
8.23 (1H, d, J = 2. 0). 

25 48h) 3- ( l-^< y/7 7 ^-5-^f )V) ^ ;Vt£ — yu-N- * f;l^-N- \ 1- (4- U *?M -4- 

H;6i#!j48f) T*#fc3-(5-^y/7 7 ~^) 7^*=^o bf^-^^i ^»j30a) 

-e#fc4-^ ^ / -l- (4-fc° y t°-< u xt^fr bmmmsob) t mm?, tx 

m4k^&m&£Etit& (36%) k LX&1to NMR (CDC1 3 ) 6 : 1.58-1.89 (4H, 
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ra), 2.77-3.03 (7H, m), 3.53 (2H, t, J = 7.8), 3.91-3.99 (2H, m), 4.52- 
4.72 (1H, m), 6.65 (2H, d, J = 6.6), 6.92 (1H, d, J = 3. 2), 768 (1H, d, 
J = 8.7), 7.80 (1H, d, J = 2.0), 7.88 (1H, dd, J = 8. 7 and 2.0), 8.24- 
8.32 (3H, m). . 

■ 

5c*#$fH C 2 ? H 2 5 N 3 0 4 S • 0. 2S^^> t LT 
tHM£ (%) : C, 62. 85 ; H, 6. 40 ; N, 9. 36 
&H& (%) : C, 62.64; H, 6.56; N, 9.05 



Ji#|49 

3- (5-^y 7 7 ^/V) ^yu^^/W-N-^ f-;V-N-[l-(2- ^ f-A^-A-\fV vvi^)-4-fc 0 

-e#fc4-^ f;i^7 5: y -i-(2-y 5vw4-fc° y vVw) tr^ y i^^b JHfcffllsob) t p 

«tCbTJWBfb'&*SrllSfiB^|c(21tt £ UCWfc. NMR (CDC1 3 ) 5: 1.59-1.78 
(4H, m), 2.44 (2. 3H, s), 2.47 (0. 7H, s), 2.74-2.98 (7H, m), 3.53 (2H, t, 
J = 7.9), 3.91-4.03 (2H, m), 4.62 (1H, m), 6.49-6.56 (2H, m), 6.92 (1H, 
d, J = 1.7), 768 (1H, d, J = 8.4), 7.80-7.90- (2H, ra), 8.16 (1H, d, J = 
5. 8) , 8. 24 (1H, d, J = 1. 7) . 
jtWAffi^. C^ 7 N,0 4 S'0. 31^0 1 LT 
fUMlE (%) : C, 61.81; H, 6.22; N, 9.40 
MM (%) : C, 61.69; H, 6.47; N, 9.43 
J£0i!5O 

4- (6-^ p P-2-t7^) ^;i/^^;U-W-^ 5v^-N-[l-(2-^ f;M-b 0 !J i?M-A- 

HSt#!j27b) -C#^:3- (6-^ a n -2--f-y^-;V) XjUTfr—sU^u t°^- (2. 2 g)© 
DMF(10 ml)^-.^T> WSC(2. 1 g) ^^.0 < C-e30^*^jil^^ > MMM 
42b) T#fc4-^ ?7l>T 5 (2-^ ^M- tf y Z?/V) fc*-< y (1. 52 g) <D 

DMF(5 ml)«^S:Jp^.M-C18«FM3&*#S-«fc 0 88fc£r«EE«* U «««»^ 
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% ? j*x~mm\^ti 0 -Mctgmu ^Nm^mmm^/^^. 

(4mi)^nx^#M/c^ > mm&m^vxmmt&m*m&$bmi.%s g, 

46%) h CX#fc 0 NMR (DMS0-d 6 ) 5 : 1.45-1. 80 (4H, m), 2.45 (3H, Me), 
2.64-2.73 (3. 5H, m), 2.86-2.94 (1H, m), 3.05-3.40 (3H, m), 3.59-3.69 (2H, 
m), 4.20-4.54 (2. 5H, ra), 7.03-7.13 (2H, m), 7.74 (1H, dd, J = 2. 2 and 
8.6), 7.97-8.03 (1H, m), 8.08-8.27 (4H, m), 8.66 (1H, s). 
tgSI r9-#Hl£ C 2 5 R, 8 N 3 0 3 SCI • HC1 • 0. 5H 2 0-0. 2EtOAc t U"C 
f^-fif (%) : C, 56.43; H, 5.80; N, 7.65 
HSiHii (%) : C, 56.45; H, 5.77; N, 7. 75 

2-[N-[3-(6-^ P P-2-t7f^) X.JUfc—suT'zi fcT^-^/U]-N-[l-(2-^ 

, 51a) 2-[l-(2-^ ]) vV^) -4- ]} V>M T % J ^2k*2kll % 

HWJ42a)T?#fcl-(2-^^-4-t°y v?A-) -4- fc°-< y K^t2-7$/ifA'* 

(98%) i: UX#fc 0 NMR (CDC1 3 ) 6 : 1.27-1.41 (2H, ra), 1.45 (9H, s), 1.92- 
1.97 (2H, m), 2.44 (3H, s), 2.63-2.97 (5H, m), 3.18-3.26 (2H, ra), 3.48 
(1H, m), 3.79 -3.86 (2H, m), 4.93 (1H, br s), 6.43-6.55 (2H, m), 8.14 
(1H, d, J = 5.8). 

51b) 2-[N-[3-(6-^ P P-2--t~ 7^-/U) XjUfc^./U-J'ti t?jr=./W]-ii-[l-(2-J f- 
b:° y it/Is) -4- t;°^< y T $ 7 ] J^vUfr/Wj $ ^tert-^/W 
3U60!l27b)T?#fc3-(6-^ nn-2-t7f;V) ^/i^^/K^n t:°^-^^i:^ig^J 
51a) -C?#fc2- [1- (2-p< ^71^-4- tf y -4- fc°^ y -J/V\ T%S ^)Vjl /W* 5: V 

fc 0 NMR (CDCI3) 5 : 1.40 and 1.45 (9H, each s), 1.81 (3H, br s), 2.44 
and 2. 47 (3H, each s) , 2. 84-3. 05 (4H, m) , 3. 17-3. 28 (4H, m) , 3. 54-3. 64 
(2H, m), 3.87-4.38 (3H, m), 4.75-4.90 (1H, ra), 6.47-6.55 (2H, ra), 7.58- 
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7.64 (1H, ro), 7.95-7.98 (4H, m), 8.15-8.22 (1H, m), 8.50 (1H, s). 
5n*#tfHtt C 31 H 39 C1N 4 0 5 S-H 2 0<t 
thJW![ (%) : C, 58.80; H, 6.53; N, 8.85 
■jRMB: (%) : C, 59.03; H, 6.31; N, 8.72 



b° D -4- y i^j yp/^ 77 g K 
^»j51b)-e#fc2-[N-[3-(6-^ n n-2-^7^/^) X/UTfc^/l^n \?j!r~;V\- 
N- [ 1- (2- ^ ^-fV-A- tT U i^/I/) -4- fc c ^ U -✓VP] T 5 / ] :x.^vi,;fr /WS 5 V^tert- 
:/^vK0. 13 g), 7^^-ngffl6(4 mDfcitF N/Uoz;/(5 ml)(DW^^ : 

•V2mm^%m^tc^ %j&m&Mj£i&m^fr 0 mmvo&mtt^^^ao mim 

l&5> U h V ^f-^T % ^ (0. 21 g) t (0. 11 g) ^Dit?fiT*3^FBl*^ 

e*u mmm&i/v x^/i-xy^x-mmi^ mm\&m**&&mmo. 10 g , 

85%) L-C#fc 0 NMR (CDCI3 ) 6 : 1.52-1.85 (4H, m), 1.92 and 2.01 (3H, 

each s) , 2. 45 and 2. 47 (3H, each s) , 2. 80-3. 06 (4H, ra) , 3. 30-3. 34 (4H, 

ra), 3.55-3.62 (2H, m), 3.83-4.03 (3H, m), 6.29 (1H, br s), 6.48-6.56 (2H, 

m), 7.59-7.64 (1H, m), 7.79-8.00 (4H, m), 8.15-8.22 (1H, m), 8.50 and 
8. 53 (1H, each s) . 

7U$$ifr%r\U C 2 8 E, 3 C1N„ 0 4 S • 0. 5}!, 0 • 0. lEtOAc t LT 
gflMfit (%) : C, 59.33; H, 6.10; N, 9.74 
(%) : C, 59.20; H, 6.26; N, 9.51 

N-(2-T § J 3z.^~M -3- (6-^ P E^Z±Z±Zkj /^-N-[l-(2-7 t f/H-tf 

y ^)-4-bX9v ! ^]7'n/N , y7 $ K ~ h y 

53a) 2-Cl-(4-t c y ^U)-4-b°^y VaAT % /^JU^JW^ V^tert-^/P 
1- (4- if y v'/U) -4- !) KVi 2-T $ / ^fVii /W^ % V^tert-:/^/^ 
3S0!|3Oa) t Wm\Z. UTMlB^-a*5r^fe^^ (93%) £ LT#fc 0 NMR 



25 
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(CDC1 3 ) 5 : 1.25-1.50 (2H, m), 1.45 (9H, s), 1.90-2.05 (2H, m), 2.65- 
3.05 (5H, m), 3.15-3.30 (2H, ra), 3.75 -3.92 (2H, m), 4.91 (1H, br s), 
6.60-6.75 (2H, m), 8.20-8.28 (2H, m). 

53b) 2-[N-[3-(6-^ g *;Uijs~;V~7u tf^-— /W]-N-[l-(4-b° U 

;»j27b) "e#fc3-(6-^ n D -2^"7^M ^sVik^/Vzfu tf^-^gfe(0. 3 g) t 
;j£^ij53a) T*#fc2-[l-(4- 1° ]} -J/V)-A-\f^< V 75/ ai^Vl^/W* % ls& 

tert-T/^/KO. 37 g) <DT± hV A-(30 ml)S&£^WSC(0. 3 g)^M^ ^i^T* 

JW&SrSfiSttS'' y % fffr* 7^f«l LTBSafc-g^ (0. 34 g, 56%) £r# N -£ 

53c) N-C2-T 5 / jj5Vt-)-3-(6-^ p p-2-^-7^-/U) ^./^^/WN-[H(2-^ g; 

15 H#ta#U53b) -C#fc2- [N- [3- (6-^ a n -2-^" 7 5vl-) ^/I/*— /K7°u \?$-=.;V] - 

N-[l-(4-t° ]) vvl«)-4-fc 0 -< V S?/u] T 5 / ] ^JVj] $ >Wttert--??-/KA>h 
mt&W25a) kmmz\^XmW>ik&W*te&!®3Z(B8%) b UT#fc 0 NMR (CD3OD) 
6 : 1. 64-2. 05 (4H, ra) , 2. 97 (2H, t, J = 6. 3) , 3. 05 (2H, t, J = 7.2), 
3. 15-3. 40 (2H, m) , 3. 47 (2H, t, J = 6. 3) , 3. 70 (2H, t, J = 7.2), 4. 10- 
20 4. 48 (3H, m) , 7. 18 (2H, d, J = 7. 8) , 7. 66 (1H, dd, J = 2. 2 and 8. 8) , 

7.90-8.20 (6H, m), 8.59 (1H, s). 
5c3R^*rlfi C 2S H2 9 ClN 4 03S-2CF 3 C0 2 H-2H 2 0i: LT 
tm-fit (%) : C, 45. 52 ; H, 4. 61 ; N, 7. 32 
Mi$. (%) : C, 45.67; H, 4.60; N, 7.32 



'MMS4. 

N-(2-7"fe^/U7 5: / J^^M-3-(6-^ P P-2-^-^^U)^/V^=/^-N-[l-(4-fc° 
U vVW) -4- fc e ^< U ^p^7U' 

;*£^j53b) l?#fc2-[N-[3-(6-^ d p-2-^7^/U) ;*/Ptfc~/K7°a h°^- 
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N-[l- (2-p< f-tV-i- fc° D -4- U vVl/J 7?/] =c^-)ViJjV^ 5: V^tert- 

#fc 0 NMR (CD,0D) 5 : 1.56-2.00 (4H, m), 1. 99 and 2.03 (3H, each s), 
2. 78-3. 10 (4H, m) , 3. 20-3. 40 (4H, m) , 3. 50-3. 70 (2H, ra) , 3. 70-4. 50 (3H, 
m), 6.30-6.50 (1H, m), 6.60-6.75 (2H, m), 7.55-7.65 (1H, m), 7.90-8.00 
(4H, m), 8.18-8.38 (2H, m), 8.49 and 8.52 (1H, each s). 
TUlff \% Cj 7 H3 1 C1N 4 0 4 S • 0. 5H 2 0 1 LT 
ft^-fit (%) : C, 58.74; H, 5.84; N, 10.15 
MMW. (%) : C, 59. 02; H, 5.94; N, 10.26 

[ 1 - (4- 1° y -4- ^ U ¥M yu/O-TS. K 

^^#ij53b)T?#fc2-tN-[3-(6-^ p o-2--?-:7^yU) ^/I'/fr— tVfu \?3r=-)V\- 
N-[l-(2-^^"/^-4-t°y ^yV)-4-t°^<y v^jT ?: /] ^^/lO&A'^ V^tert- 

zfj-nsk mt* > >-*/k*~/t^£>3iWJ52) £ IH^fc L-CMiE-fb-g*£r&Sfef& 

* (66%) <t LT#fc 0 NMR (CD 3 0D) 6 : 1.60-2.00 (4H, m), 2.80-3.10 (4H, 

m), 2.90 (3H, s), 3.10-3.65 (6H, ra), 3.80-4.50 (3H, m), 5.30-5.70 (1H, 

m), 6.58-6.72 (2H, m), 7.56-7.68 (1H, m), 7.88-8.05 (4H, ra), 8.20-8.35 

(2H, m), 8.50 (1H, s). 

Ttm^m C 2 6 Ha l C1N 4 0 5 S 2 • 0. 5R, 0 1 Lt 

t^jS (%) : C, 53.10; H, 5.48; N, 9.53 

H$!MlS (%) : C, 53.14; H, 5.34; N, 9. 60 

HJfc$l56 

2-[(6~? p P -2-"^ 7 gyj^ 5=-^-] -N- ^ f;l/-N- [ 1- (4- b° y -4- y v?^] 
56a) N-^ ^-/^-N-[l-(4-b°y y^)-4-fc°^y -JM l^^/^^T $ K 

^»30a) T-#fc4-^ "f-/vT 5 y-i-(4-t° y t°^y >?^(i. 89 g) t b y 

^"f-^T % 1/ (4. 04 g) ©i&fb^ ^ (40 ml) W-W.~-M.fc2-? ppx^ ^^/l^/fr 

~/K2.45 g)comb^^i/i/(3 mimm^yk^T. MTbfc e £!J«&0 c C-t?lB# 
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h y # a -efts* u x %mm z^v* ^ a x*mm vxmmit^ 

m&^&MWd-O g, 36%) £ LT#fc 0 NMR (CDC1 3 ) 8 : 1.60-1.85 (4H, m) , 
2.71 (3H, s), 2.92 (2H, m), 3.90-4.05 (3H, m), 5.96 (1H, d, J = 9.6), 
6.24 (1H, d, J = 16.4), 6.44 (1H, dd, J = 9.6 and 16.4), 6.65 (2H, d, J 
= 6.6), 8.28 (2H, d, J = 6.6). 

56b) 2- [ (6-^ p p -2-1- Z *£tkl :£±3 f/Hf- 1 1- (4- fc° ]} -4- b:°-^ V 
■^yy] =c-$> i/y % K 

HJ60956a) "t?#fcN- ^ f/WN- [ 1- (4- fc° P $W -4- fc°^ P vVl/] ^7=- is* /M? Is 
T ^ K(0.32 g)<Dmt^f- 1^(10 ml)-;**/ — A-(3 ml)?»^5liS#!ld) 
f C 6-^PP-2-^/^^h-^7^1/>'(0.22 g)COit'fh;^^^^(3 raDM^iT 

7^-ei»jSb-CJBgaft:^*»S:*lfe@ft:(0.27 g, 51%)ib"C#fc 0 NMR (CDCl,) 

6 : 1.60-1.90 (4H, ra), 2.74 (3H, s), 2.83 (2H, ra), 3.21 (2H, ra), 3.36 
(2H, m) , 3. 80-3. 95 (3H, m) , 6. 62 (2H, d, J = 6. 6) , 7. 47 (2H, d, J = 8. 8) , 

7. 74 (2H, d, J = 8.8), 7. 82 (2H, s) , 8. 27 (2H, d, J = 6. 6) . 

7iM&$fti[ C 23 H 26 N 3 0 2 S 2 Cl-0. 25H 2 0i: LT 

tHrMM (%) : C, 57.48; H, 5.56; N, 8.74 

MMiW. (%) : C, 57.46; H, 5.71; N, 8.54 

2-[[(6-^ PP-2-t7fM^;^^ 7K|-N-^9VWN-[l-(4-fc°}J i>/U)-4-lf^<V 

^»j56b)-^#fc2-[(6-^ PP-2-t7f>l')ft]-Hf;WN- [l-(4-f!)i? 
/k)-4-t^U v>;i/]x^y^*y7$ K(0. 24 g)#>£>^lir(S#i|2b) hW^- Utl 
fB-fb-^^l §r&S-fe@#(50 mg, 20%) £: L~C#/c„ NMR (CDC1 3 ) 6 : 1.70-1.90 (4H, 
m), 2.80 (3H, s), 2.95 (2H, m), 3.42 (2H, m), 3.54 (2H, m), 3.85-4.05 
(3H,; m) , 6. 69 (2H, d, J = 6. 6) , 7. 65 (1H, dd, J = L 8 and 8. 8) , 7. 85- 
8. 05 (4H, m) , 8. 19 (2H, d, J = 6. 6) , 8. 50 (1H, s) . 
TtM^^rW. C 23 H 26 N 3 0 4 S 2 C1-0.5H 2 0£ LT 
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H-^IB; (%) : C, 53.43; H, 5.26; N, 8.13 
;$!Mfi (%) : C, 55.36; H, 5.51; N, 8.14 



5 N-^5V^-N-[l-(2-^5vW4-fc°y ^;U]-A-(A-\f^;V7^^/W)^ 

58a) 4- (4-^ g 7 ^ E^k) 2: Sj!Jjlll££^: 

4-/n^ft7x7-;>(l. 80 g)<0:x.^y— /W50 ml)^^---^ y h 
dr^K(1.02 g)*J«tm--7 P o^-gg^^(2. 34 g) £#nx^t&X 16(^3^ *M 

^5=vKl00 nDJcaSDPU 7R^T{-mCPBA(5 g) ^Hx.fc 0 SJ&^-g&faSWTk^ 

15 ^>-^^^bL-C@IB^^<lr^^^(2.38 g, 71%) i: UT#fe 0 

NMR(CDC1 3 ) 5 : 1.24(3H, t, J = 7.2), 1.92-2.10 (2H, m) , 2.46 (2H, t, J 
= 7.0), 3.12-3.25 (2H, m), 4.12 (2H, q, J = 7.2), 7.70-7.85 (4H, m). 
58b) 4- (4-\?~/U7 jl =-J^) ^/UTfr^/l-mm^-^^ 

20 Palf^(hy 7z^~/\'7*X7/l')'< : 7i?9J*<ll)(0.0V g)^sXUmtV 

A (1. 92 g) <£>DMF (50 ml) iSkSfcr^TA' =f>^ftT\ h y T^/l" ( fcT=/U0 ^ X 
(1. 83 ml) ^iPifc. 90 o C-eiNF^*^Mfcm, ■g^R^U *7kfc:i£^& 

25 $^(1. 34 g, 75%) £ LT#fcNMR(CDCl 3 ) 5 : 1.23 (3H, t, J = 7. 1), 1.90- 

2.10 (2H, m), 2.45 (2H, t, J = 7.0), 3.10-3.25 (2H, m), 4.11 (2H, q, J = 
7.1), 5.47 (1H, d, J = 11.0), 5.92 (1H, d, J = 17.6), 6.77 (1H, dd, J = 

« 

11.0 and 17.6), 7.43 (2H, d, J = 6. 6), 7.87 (2H, d, J = 6. 6). 
58c) 4- (4- tf — ?\*7 zc =-M ^ /^/fr =->^Wk 
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mmi2b) t mmiz LxM8&{k&to&teG&& (o. 93 g) 77%) t l--c#/c 0 nmr 

(CDCI3) 6 : 1.92-2.15 (2H, m), 2.53 (2H, t, J = 7.0), 3.10-3.30 (2H, ra), 
5.48 (1H, d, J = 10.6), 5.92 (1H, d, J = 17.6), 6.77 (1H, dd, J = 10.6 
and 17.6), 7.58 (1H, dd, J = 1.8 and 6.6), 7.8 (2H, dd, J = 2. 0 and 6.6). 
58d) N-p< ["1- (2- * 1° V *JM ~4- V -JM -4- (4- g^yUg £ 

^Sfe^ij58c) -CWc4- (4- tf = x. =/P) ^/UTiN— /Ugg^S £ H;Stfi0!|42b) "C#fc4- 

^ t-A'T 5 j -l- (2-^ ^^-4-t° y &m t°^< y ^^^>bHWJ42c) t mmiz tx 

MfBfc^£^£.i&;fc<26%) £ LT#fc 0 NMR (CDC1 3 ) 8 : 1. 55-2.26 (6H, m), 
2.45 (3H, s), 2.46-2.70 (2H, m), 2.79 (3H, s), 2.80-3.10 (2H, m), 3.25 
(2H, t, J = 7.3), 3.75-4.05 (2. 3H, m), 4.65-4.80 (0. 7H, m), 5.47 (1H, d, 
J = 11.0), 5.91 (1H, d, J = 17.6), 6.45-6.65 (2H, m), 6.77 (1H, dd, J = 
11.0, 17.6), 7.57 (2H, d, J = 8. 3) , 7. 86 (2H, d, J = 8.3), 8.10-8.25 (1H, 
m) . 

yumfttirW C^Hg.^S-l. lKjOi: LT 
W-jMft (%) : C, 62.47; H, 7.25; N, 9.11 
' :8Hj£ (%) : C, 62.21; H, 7.25; N, 9.15 



59a) 3- P^7x-;l/) f-j^-fxx \l°^-^mtert-Zf^-/U 

liZLXMs&fc'&y'f&M&MVtMiOW) t b-C#fc 0 NMR (CDC1 3 ) 8 : 1.45 (9H, 
s), 2.52 (2H, t, J = 7.4). 3.11 (2H, d, J = 7.4), 7.10-7.28 (2H, m), 
7.35-7.48 (2H, m). 

59b) 3-(4-^P ^rV ^.;Vi^=^)V-fu tf^V^tert-r/^A' 

afe^j59a) -C#fc3- (4-:/n ^- y ^Or^n fc^^tert-^fvl^ h 
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MM24b) kmmfcvxMUik&&&m&&g&(7W) b LT#fc 0 NMR (CDC1 8 ) 

8 : 1. 41 (9H, s) , 2. 65 (2H, t, J = 7. 7) , 3. 86 (2H, t, J = 7. 7) , 7. 70- 
7.90 (4H, m). 

59c) 4-(4-bT^;U7x=/l/) ^7U/}x^/^p fcTa-^Efetert-T/^vl' 

fa fe |Q6^58b) £ UTO- LTlgfBf fr£«B«:*i fegili (82%) <b LT#fc„ NMR 
(CDC1 3 ) 5 : 1. 40 (9H, s) , 2. 65 (2H, t, J = 7. 9) . 3. 39 (2H, t, J = 7. 9) , 
5.48 (1H, d, J = 11.0), 5.92 (1H, d, J = 17.6), 6.77 (1H, dd, J = 11.0 
and 17.6), 7.58 (2H, d, J = 8. 8), 7.86 (2H, d, J = 8.8). 
10 59d) 4-(4-bT=/U7' ^=-/U) XjUTfr^/Uzfn \fytl/Wk 

(1. 45 g ) %hv ztjvar p mm (4 mi) \cmm L-ctfi-w^wi^ h /^ ^ 

97%) h UT#fc„ NMR (CDCI3 ) 6 : 2.80 (2H, t, J = 7. 7), 3.41 (2H, t, J = 
15 7.7), 5.48 (1H, d, J = 11.0), 5.92 (1H, d, J = 17.6), 6.77 (2H, dd, J = 

11.0 and 17.6), 7.58 (2H, d, J = 8. 4), 7.86 (2H, d, J = 8.4), 9. 34 (1H, 
br s). 

59e) N-^^/^-N-fl-(4-fc°y v^) -4- P *J'J>\>'\-A-<,±-\?=-;V7 ol=-M7,jV 
20 ^]ifiM59d)-e#7c:4-(4-f=-/^7^— t'&l/mbMMfflWa) 

•e#fc4-^ <?jvt ^ y-i-(4-f v i?M t°^y z?i/frt>m&M426) tmmiz. tx 

mfflk&yii&M&Xfti£(3G%) t LT#fc c NMR (CDC1 3 ) 6 : 1. 57-2.00 (4H, m), 
2.70-3.06 (4H, m), 2.83 (3H, s), 3.49 (2H, t, J = 7.7), 3.80-4.10 (2H, 
m), 4.50-4.80 (1H, in), 5.49 (1H, d, J= 11.0), 5.93 (1H, d, J = 17.6), 
25 6.60-6.72 (2H, m), 6.78 (1H, dd, J = 11.0 and 17.6), 7.59 (2H, d, J = 

8. 0) , 7. 88 (2H, d, J = 8. 0) , 8. 20-8. 37 (2H, m) . 
TC^fttifife C 22 H 27 N 3 0 3 S-0.5H 2 0<b LT 
ffl-JMft (%) : C, 62.53; H, 6.68; N, 9.94 
MiU (%) : C, 62. 68 ; H, 6. 71 ; N, 10. 54 
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Hlf£0iJ6O 

N- y* ^;k-N- r l- (2- y f;M- fc° y i?M -4- tr^< y v^] -4- (4- g=vK7 £ E^k) Zi 

^Jgf !l59d) -e#fc4- (4- bf =/U 7 a — M X /Uft =-}V^f p t°^" <t Hif&M42b) 
T»#7c4-y f-;l/7 5 7 -l-(2-^ ^-4-fc° JJ vVu) fc°^ y ^}5>e>ltBfe0!l42c) t Wl 
m\ZVXM&ik'£-V?l : £te&ffiM(31%) t LT#fc 0 NMR (CDCI3) 6 : 1.55-2.00 
(4H,m), 2.45 (3H, s), 2.70-3.05 (4H, m), 2.83 (3H, s), 3.40-3. 56 (2H, m), 
3.80-4.10 (2H, m), 4.50-4.76 (1H, m), 5.49 (1H, d, J = 11.0), 5.93 (1H, 
d, J = 17.6), 6.44-6.60 (2H, m), 6.78 (1H, dd, J = 11. 0 and 17.6), 7.59 
(2H, J = 8.8), 7.88 (2H, d, J = 8.8), 8.16 (1H, d, J = 6. 0). 
jmftffim. C 23 H 29 N 3 0 3 S-H 2 0i: l-c 
tUMfc (%) : C, 62.00; H, 7.01; N, 9.43 
MWM (%) : C, 62,19; H, 6.95; N, 9.59 

3- [N-[3-(6-^ p u-2-j-y^-)V)^)Vi^=-)V-fxi tft-^-N-tl-Cfb^ v'/V)- 

4- fc c -< v i?M T 5; j~\~7x2 tf *->>ife 

61a) 3-Q-tert-:/ b ^cfti /M^i/HHbV* V -JM 7^7 "fxi b't^j^y^ 

(88%) t lT#fco NMR (CDClg ) 6 : 1.10-1.30 (2H, m), 1.45 (9H, s), 1.72- 
1.90 (2H, m), 2.50-2.90 (3H, m), 2.57 (2H, t, J = 6. 4), 2.94 (2H, t, J = 
6.4), 3.90-4.10 (2H, m), 5.14 (2H, s), 7.35 (5H, s). 

61b) 3-[N-(l-tert-:/ h^y^;^'^;M-bVy S?j=/>)-N-[3-(6-^ g Eziz 

H»j61a) -C#fc3-(l-tert-^ h **s#Jl>T$=.A^4r fc>< U i?=/V) 
t°^-^^^<>'v ? ^i^»j27b) -C^fc3-(6-^ p n-2-?*:7^7U) ^/VT^^/V^n 
t°^->^>bH^42b) i ITOIE UXjBltWb^*^«ltt*(71%) UT#fc. 
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NMR (CDClj) 8 : 1.45 (4. 5H, s), 1.48 (4. 5H, s), 1.50-2.10 (4H, m), 
2.40-3.00 (6H, m), 3.35-4.35 (7H, m), 5.08 (1H, s), 5.14 (1H, s), 7.28- 
7.42 (5H, m), 7.52-7.62 (1H, ra), 7.85-8.00 (4H, m), 8.47 (1H, s). 
61c) 3-[N-[3-(6-^ p u-2--r^^-}V)^J^=.;V^n \f^-=.M-^-{l-\A-\f V 

^»j61b)-e#fc3-[N-(l-tert->^ b ^#/M?i^-4-t^<9 v^/U)-N-[3- 
(33%) t L-C#fc 0 

61d) 3-[N-(l-tert-^ h ;^=^;V-A-\f^< V v^7U)-N-[3-(6-^ u n-2- 

^WJ61c)-C#fc3-[N-[3-(6-^ o 0-2-^-^^/1^) ;^7}n— /K7"n \fj>r~>V\- 

N-[i-(4-t°y ^u)-4-^D sWt s: t°^->'^<>'v J /Ko. 13 g ) 025% 

SLTJB^b#4&£r#£fe*&5fc<0.09 g, 88%) £ Itifc. NMR (DMS0-d 6 ) 6 : 
1.20-1.76 (4H, m), 2.00-2.20 (1H, m), 2.23-2.55 (1H, m), 2.60-3.00 (4H, 
ra), 3.05-3.22 (1H, ra), 3.30-3.45 (1H, ra), 3.55-3.75 (2H, m), 3.78-4.1 
0(3H, m), 6.73 (1H, d, J = 6.2), 6.81 (1H, d, J = 6.6), 7.64-7.78 (1H, 
m), 7,90-8.05 (1H, m), 8.05-8.35 (5H, m), 8.6l(IH, s), 8.66 (1H, s). 
5c*#*NE C 2 6 H 2 8 C1N 3 0 S S • 0. 5HJ, 0 1 LT 
ff^C (%) : C, 57.93; H, 5.42; N, 7. 80 
SHK (%) : C, 57.79; H, 5.45; N, 7.55 



;iS^»j62 

l-[4-(6-^ PP-2-t7^) KA'ifr—M'?* S V i?M £c£Z_2 

^ife^!|24c)-rr#fc4-(6-^ a p-2-^^^/^) XyVTfs^Vgg^t l-(4-t 0 U i^) 

t°^=> v^a>bltJ£0>J42c) £ |^«^ LTSlBffrg^&&Sfe*£iII (63%) £ UT#fc 
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NMR (CDC1 3 ) 6 : 2. 10-2. 20 (2H, m) , 2. 62 (2H, t, J = 6.8), 3. 25-3. 45 (4H, 
m) , 3. 33 (2H, t, J = 7. 2) , 3. 55-3. 80 (4H, m) , 6. 65 (2H, d, J = 6. 4) , 
7.59 (1H, dd, J = 2. 0 and 8.8), 7.80-8.00 (4H, ra), 8.32 (2H, d, J = 6. 4), 
8.47 (1H, s). 

7C*##fffi: C 2 3 E, 4 CIN3 0 3 S • 0. 1H 2 0 1 LT 

M (%) : C, 60.08; H, 5.31; N, 9.14 
;$!Htt (%) : C, 59. 92 ; H, 5. 33 ; N, 9. 22 
:»J63 

l-[4-(6-^ g n^-^-^^M ^J^=-jW]-^u h°^-=/U-]-4-(4-t:°!J i?M g^iZ 

^JSM27b)-e#fc4-(6-^ u X2-2-f-y=f-jV) X/U-fc=.sUzfu t'sj-^Mb l-(4-t s 
y fcV<9 v^tf* bHi£0ij42c) i: |^«^ LTSiB-fb^tr^fe^ (48%) b L 
T#fc 0 NMR (CDCI3) 5 : 2.85-3.00 (2H, m), 3.27 (2H, t, J = 5.4), 3.38 
(2H, t, J = 5. 4), 3.50-3.75 (6H, m), 6.64 (2H, d, J = 6. 6), 7.58 (1H, dd, 
J = 2.2 and 8.8), 7.88-8.00 (4H, ra), 8.32 (2H, d, J = 6. 6), 8.48 (1H, s). 
7c5K##Htt C 22 H2 2 ClN30 3 S-0. lH 2 0i: 
fYM-iU (%) : C, 59.28; H, 5.02; N, 9.43 
Mj£ (%) : C, 59.16; H, 5.00; N, 9.37 



^ 1/^-2-^^*^^(116 g)£r#fc 0 
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#bfrfc6-:/ti^-:7^ l^V-2-^/U*^(116 g)<£>DMF(300 ml) AsM'ffc 

L-CSIB'fb^^fe^(99.5g,65.1%)i: LT#fc D NMR (CDC1 3 ) 5: 7.78 
(1H, dd, J = 2. 2 and 8.8), 7.90-8.07 (3H, m), 8.16 (1H, d, J = 1. 4), 
8.58 (1H, s). 

64b) 3-(6-^n^-2-^:7^i^/i^fr~/K7 g P =f-;V 

MM@\64a)X^tz.&.fc6-Z?x?z£l--7?- 1 ?? Ul/-2-^;Vft^;U(11 $ g)OTHF(100 
vol)W^^mMnMT\Z.m^i^M^om-r h V g)OTHF(200 ml) ft 

Ay«—?gTUfc 0 ^^^^40 o CT»4H#F B ^^^fc^, 7k(250 g>-^#3il 
^^e>^o< 9&W£c &WC N 6N^^(83ml)£r?i©TU I^^9vl/-Cttt£L 

fc$>Jt^f£2ril^9vKl00 ml^ttA/M U h V x^;U7 5 >-(8.44 ml) t T 

^ y /^m^ ^K5.26 mi)^q^. i5^r H i^n^»it ufc 0 ^m^wmmm%m 

U Mfe^^/ -/K150 ml)^^P^-CI?M^H Lfcm. y —^(150 

,H(14.2 g, 72%) £ L-C#fco NMR (CDC1 3 ) 6 : 2.80 (2H, t, J = 7.7), 3.51 (2H, t, 
J = 7.7), 3.60 (3H, s), 7.73 (1H, dd, J = 1.8 and 8.8), 7.85-7.98 (4H, m), 8.13 
(lH,m). 

64c) 3-(6-^ n ^r-2--f~ 7 ^-M^^^=-^^ p IfsflsM 

g)(Dmm&m(80 ml)--3S?M(8 ml) i:7k(8 mT>^M^ 1^ bfdo ^ 
M.iZX*m£Wi, S^Sr7k(300 g)(^#\ ^T^30#W;$>£?li?Lfc o #rttj 
Lfc^^r^,^ U ?^7K-e?5fe#- Lfc^, LTMfBft^&S*6t&5l5(13.5 g, 
99%) i: bX#fc 0 NMR (CDC1 3 ) 5 : 2.82 (2H, t, J = 7.5), 3.48 (2H, t, J = 7.5), 
7.73 (1H, dd, J = 2.0 and 8.8), 7.84-7.97 (3H, m), 8.46 (1H, s), 8.92 (1H, br). 
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64d) 4-(6-ZfTn^-2--)-y?-MX/\s7fr=./V-N-J. ^vWN-ri-(2-^ 5^-4- bf V i/;VY 

4. \?^< y yp^yr; K 

HOBt(8.27 g)<£>DMF(200 ml)*«— h ]) =cf-jvT %. ^(10.93 g) t WSC(10.35 g) 

h°-< y v?^ (7.39 g)^^-e*nxL7t 0 ^^^^j&-e3^35^?i-i?fc^, MJ£ 

t) LTJBSB{b&*0 £r S &«(5.2 g , 27%) i: U-C#fc G NMR (CDC1 3 ) 8 : 
1.57-1.88 (4H, m), 2.45 and 2.47 (3H, each s), 2.76-3.03 (7H, m), 3.55-3.60 (2H, 
m), 3.83-4.03 (2H, m), 4.54-4.62 (1H, m), 6.47-6.57 (2H, m), 7.73 (1H, dd, J = 
1.5 and 8.7), 7.87-7.97 (3H, m), 8.14-8.22 (2H, m), 8.48 (1H, s). 
5uSt##Ht C z 5 H 2 8 BrN 3 0 3 St L"C 
fr%m. (%) : C, 56.60; H, 5.32; N, 7.92 
^ffllHtt (%) : C, 56.42; H, 5.09; N, 7.86 
HS£#ij65 

H»j64c)-tr#fc3-(6-^n^e-2-^7^/^)^^^— /K/c t°;T^(343 mg)i: 
Hj5£0i]42b) -C#fc4-y ^v>T 5 >-l-(2-y ^vU-4- fc° y i?/U) fcT-< JJ v>:/(200 mg)© 
DMF(20 ml)^— WSC(358 mg)&An*J&iS.-?15l$IHia»# Mfc 0 R^SS 

' 9&VXm%SAt&&&te&te&(145 mg, 28%) k LT#fc 0 NMR(CDC1 3 ) 6: 
1.50-1.85 (4H, m), 2. 76 and 2.83 (3H, s), 2.80-3.03 (4H, m), 3.58 (2H, t, 
J = 7,7), 3.93 (2H, m), 4.59 (1H, m), 6.63-6.70 (2H, ra), 7.73 (1H, dd, J 
= 1.8 and 8.8), 7.80-7.95 (3H, m), 8.13 (1H, s), 8.20-8.35 (2H, m), 8.47 
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(1H, s). 

Tti^fttiM C 2 4 II, 6 N 3 0 3 SBr • 0.5H 2 O t b X 
(%) : C, 54.86; H, 5.18; N, 8.00 
WW (%) : C, 54:98; H, 5.20; N, 8.04 

3-tN-f3-(6-^ p n-2-^-7^-M^^=-/^yu -QH-N-ri-(2-;* ]} -1? 

66a) 3-IN-n-(2-^ <?-/U-4-t° V vvu)-4-t:°^ V i?MT ^ 7 I^p \fij-^mb<^J 

l-(2-^ ^/W4- 1° ]} v^)-4-t°-< y K^/6>£>Hm#i30a) £ UTO^ UTSfE^^ 
^fe»^(64%)i! b-C#fc 0 NMR (CDCI3 +D 2 O) 5:1.22-1. 50 (2H, m), 
1.80-2.02 (2H, ra), 2.45 (3H, s), 2.57 (2H, t, J= 6. 4), 2. 58-2.80 (1H, 
m), 2.82-3.02 (4H, m), 3.72-3.88 (2H, m), 5.14 (2H, s), 6. 46-6. 58 . (2H, 
m), 7.28-7.42 (5H, m), 8.11 (1H, d, J= 5.6). 

66b) 3-IN-r3-(6-^ p P^-^T^/W^i^ft^/i^n^y ^yul-N-fl-(2-p< ^/U-4- 

HifeM66a)-e#fc3-IN-[l-(2-^ ^U-4-H'V i?/i>)-4-t?^-V Z>Jl"]T% yj^P 1" 
3-^m^^^/UbMMW27b)X*%ti3-(6-? p v -2-1-7 ^Ji>)xjU7fr~ /vrfu 

^(0.3 g)frtt>mi&M53b)k mm^ i,xmmk&&*m&mw:yo(.35%) t u-c# 

fc 0 NMR(CDC1 3 ) 5:1.48-1.88 (4H, m), 2. 44 and 2. 47 (3H, s, each), 
2.38-3.06 (6H, m), 3. 36-4.06 (7H, m), 5. 07 and 5. 12 (2H, s, each), 6.40- 
6.58 (2H, m), 7.24-7.46 (5H, m), 7.52-7.66 (1H, m) , 7. 86-8. 00 (4H, m), 
8.10-8.24 (1H, m), 8.47 (1H, s). 

66c) 3-[N-r3-(6-^ p u-2--f7?-Mx/U7Ss~/U-7tis<; ^/H-N-ri-(2-^ 5VW4- 

b° y i?M-4-t°^ y j?;i/i7 ^ y i^p 

|^#!l66b)^#fc3-[N-[3-(6-^ p u-2--TZ7^;V)^j^^ jUzfu/*S -fA-]-N- 
[l-(2-p< ^^-4- k° y vvW)-4-fc°^y v?A-]T 5: /]7°p f^-^^^^^b^JSM 
6 Id) £ |5ftH{£ L rMf2^#f^^fe^7^(98%) £ LT#fc 0 NMR 
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(DMS0 6 +D 2 0) 5:1.22-1.72 (4H, m), 2.00-2.16 (1H, ra), 2. 30 and 2. 32 
(3H, s, each), 2.34-2.54 (1H, m), 2.54-2.98 (4H, m), 3.02-3.20 (1H, m), 
3.28-3.46 (1H, m), 3.54-3.72 (2H, m), 3.74-4.06 (3H, m), 6.52-6.74 (2H, 
ra), 7. 68-7.78 (1H, m), 7.90-8.06 (2H, m), 8.10-8. 32 (3H, m), 8. 61 and 
8.66 (1H, s, each). 

7tmifrVTiM C 2 7 Ej 0 N 3 0 5 SCI • 0. 5H 2 0-0. 2EtOH t IT 
tf-^ffi: (%) : C, 58. 53; H, 5. 77; N, 7. 47 
•$!Hii: (%) : C, 58. 36; H, 5. 96; N, 7. 22 
;Sfr#l67 

H»!l66c)-e#fc3-[N-[3-(6-^ a xn.2--r^^/U)^/Uy^=. /i^n/V ^^]-N- ■ 
[l-(2-y ^/W4-t° V i^)-4-fc°^y v^T t°^">-^(0.22 g)£i«^ 

(0.22 ml)C9^ ^ y — A-(4.0 ml)^^r^t§.-e6^^^# SUffcm. MEIgifg bfc Q 

mm%&ciip-2o*7j±x*mmLxmm4b&M&i&&fflm(o.i8 g, 77%) <t tx# 

fc D NMR (CD 3 OD) 6: 1.10-1. 25 (3H, m), 1.40-1.85 (4H, m), 2.15-2.30 
(1H, m) , 2. 37 and 2. 39 - (3H, s, each), 2.43-2.62 (1H, m), 2.65-3.02 (4H, 
m), 3.20-3.38 (1H, ra), 3.45-3.75 (3H, m), 3.80-4.15 (5H, m), 6.54-6.74 
(2H, m), 7. 65 (1H, dt, J = 2. 2 and 8.8), 7.88-8.18 (5H, m), 8.54 and 
8.57 (1H, s, each). 

TxMfttittU C 2 9 E, 4 N 3 0 5 SCI • 0. 5R, 0 1 LT 
f^tt (%) : C, 59. 94; H, 6. 07; N, 7. 23 
MS (%) : C, 60. 03; H, 5. 80; N, 7. 00 



[i-(2-y ^-4-t° y ^v)-4-t°^<y 5: y y?u t°^-v^(o.25 g), ^^/p- 

*!)y 1-Jr*r^ K h y 7/^ai^^(0.14 g), WSC(0.13 g)*5 itfv^ y 
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\f}VT $ >(0.24 ml)(DDMF(5.0 m])i8^SrM"T?24B*BB^#.Mfc^s ^EEit 

&$) : $:M&3ft3z.b b"C#fc 0 NMR (CD 3 OD) 6: 1.40-1.90 (4H, m), 2. 10- 
2.53 (4H, m), 2.62-3.40 (10H, ra), 3.45-3.75 (4H, m), 3.78-4.40 (6H, m), 
6.57-6.75 (2H, m), 7.60-7.75 (1H, m), 7.90-8.20 (5H, m), 8.53-8.63 (1H, 
m) . 

Ttmftmm. C 31 H 37 N 4 0 s S 2 Cl-0.7H 2 0<tU-C 
tHltflt (%) : C, 56. 60; H, 5. 88; N, 8. 52 
HSiMtt (%) : C, 56. 65; H, 6. 22; N, 8. 89 
H2fi#!|69 

69a) 3-(6-^ P p-2--J-7^P)^->^-2-^ gvl^P t'^^^c^/^ 

HJi0!lld)t?#rc6-^ P P /V* 7 h -^7 9 Is ^(2.0 g), ^ 9 9 V A4St=-?- 
/K2.22 ml)*5 J: W > U ? Ax h K(0.1 g)fflx;f y — /H£?£(40 m^SrHTC 

5fc(1.6 g, 73%) t UT#fc 0 NMR (CDC1 3 ) 8 : 1. 19-1. 34 (6H, m), 2. 62-2. 82 
(1H, m), 3.02 (1H, dd, J = 7. 0 and 13.2), 3.37 (1H, dd, J = 7. 0 and 
13.2), 4.12 (1H, q, J = 7.0), 7.36-7.50 (2H, m), 7.62-7.79 (4H, m). 
69b) 3-(6-^ p u-2--r-7^-M^^^=^^-2-^^-^n tf^-^jfe 

H;SS#ij69a) -C#fc3-(6-^ n u-2--)"77-A>)*f-jr-2-* 9vK7°P fc^^^^/l^ 

b^»j27b> t mmiz vxmmk&m*^&mM49v°) t bx#fc 0 nmr 

(CDC1 3 ) 8:1.36 (3H, t, J = 7.0), 2.96-3.24 (2H, m), 3.64-3.82 (1H, m), 

7.59 (1H, dd, J = 1. 8 and 8.8), 7.84-8.00 (4H, m), 8.47 (1H, s). 

69c) 4-lN-f3-(6-^ p P-2-t7f-/^/u^=:^-2-^ gvl^E bfjd-n/H-N-,?* g; 

MMffl69ti)X^fc3-«B-? p P-2--^-7^/V-)^/^^/^.2-y f-^/n MUr^W-li 
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(atlEjb^fe^ifeltii LT#fc, NMR(CDC1 3 ) 5:1.10-1.90 (7H, m), 
1.46 and 1.48 (3H, s, each), 2.50-2.95 (2H, m), 2.65 and 2.90 (9H, s, 
each), 3.00-3.20 (1H, m), 3. 30-3. 65 (1H, m), 3.70-4:50 (4H,. m), 7.58 (1H, 
dd, J= 1. 8 and 8.8), 7.84-7.98 (4H, ra), 8.40-8.48 (1H, m). 
69d) 3-(6-^ p x2-2--r7*3-M*>Vfc=-)V-2N- 5vWN-H-(2- * 5v^-4- \f V 

=/P]-N-^ eJ-AST 5: 7 ] fcV< V V^ftert-^/l^X tvHO.47 g), h V 

i*EE»ftUi:. #P)tifc», 4-^Pa.2^f;Hf!J ^(0.14 g), BHft?- h 
y ?A(0.09g)£ 1^(4.0 ml) 130X:t*2mHi>^ fS^1t 0 SJtSH^fe . 

WM^xmm4k-g-%d$:m&nM0.15g)b LT#fc„ NMR(CDC1 3 ) 5: 1.26 

(3H, d, J = 7. 0), 1.20-2.00 (4H, m), 2.45 (3H, s), 2.60-4.10 (7H, m), 
2:90 (1H, s), 4.40-4.60 (1H, m), 6.44-6.58 (2H, m), 7.59 (1H, dd, J = 
1.8 and 8.8), 7. 84-7. 98 (4H, m), 8.10-8.22 (1H, m), 8.45 (1H, s). 
7G*##rf![ C 2 6 E, o N 3 0 3 SCI • 0. 5H 2 0 1 tt 
SUMS (%) : C, 61. 34; H, 6. 14; N, 8. 25 
(%) : C, 61. 66; H, 6. 19; N, 8. 12 
21*60970 

N-(2-T5 7 Ji^v^y3-(6-^ PU-2-^-7^M-X/^=^-N-n-r2-y^^-4-b°P 
M-4- D j£AJ2lE ^V7-; KlUftifeife 

HifeM51)T?#fc2-[N-[3-(6-^ p p-2-^:75vV);*./I^*;— ;K^p t°^-^^]-N-[l- 
(2-^ f ;l/4- If U ^)4- ^ U i?/H7 5: /]sc7v>;fr/w*$ ^tert-^/K0.15 
g^BESfe^fvKl ml)^-- 4N^k**Sfflfe3i^/i^gS0[(3.O ml) £:Jn 13 
B*IH*»#»*i?fc:tk Mil, «e«jSr^«t, ^LTSIBft^&*Sfe*&5fc 
(0.16 g, ^46tl)i LT#fc 0 NMR (DMSO-d 6 ) 6: 1.58-1.79 (4H, m), 2.46- 
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2.49 (3H, m), 2.69-2.94 (4H, m), 3.27-3.65 (6H, m), 4.01-4.34 (3H, m), 
7.08-7.14 (2H, ra), 7.73-8.32 (6H, ra), 8.66-8.69 (1H, m). 
5raS§£*fffl[ C 26 H3 3 N 4 C10 3 S-2HCl-3H 2 0i: IT 
ff-^-fC (%) : C, 48. 64; H, 6. 12; N, 8. 73 
&H& (%) : C, 48.54; H, 5.96; N, 8.47 

3- (6-f p u -2-1-7 ^MXs^Tfr— /P-N-(2-v^ "f-tVT § J =^^M-Wl-(2-^f-jU- 

4- b° V -JM-A- V p /^7$ K 

^JSF!l70-C#fcN-(2-T >yxf;i/).3.(6-^ nn-2-t7f;l')7;^=/V.N-[l. 
10 (2-* =f-;V-4r fc° U v>/l>)-4- U vVi^p a*>-t 5: K t fcju-? ]) y^bH»J 
24d) t mm\Z VXMf&4k-&%> : £te&ffiM'73%) t L"C#fc 0 NMR (CDC1 3 ) 6 : 
1.60-1.63 (2H, m), 1.70-1.80 (2H, ra), 2.19 and 2.21 (6H, each s), 2.29- 
2. 40 (2H, m) , 2. 44 and 2. 47 (3H, each s) , 2. 84-3. 03 (4H, m) , 3. 22-3. 30 
(2H, m), 3.56-3.63 (2H, m), 3.87-4.36 (3H, m), 6.47-6.56 (2H, ra), 7.57- 
15 7.63 (1H, m), 7.92-7.97 (4H, m), 8.14-8.21 (1H, m), 8.47 (1H, s). 

7C*;&#Hi£ C 2 8 H 3 5 N 4 C10 3 S • 0. 5H 2 0 1 IT 
f^fi (%) : C, 60. 91; H, 6. 57; N, 10. 15 
Mi& (%) : C, 61. 02; H, 6. 82; N, 10. 08 

20 3-(6-r? p u-2-1-Z7^M^^^~ ^-N-(2-^ h ^riy^f-MWl-(2-^ ^/U-4-t:° V 

72a) N-(2-^ h *i/^M-l-(2-t ^-4-fc° V i?sU)-4- T 5: / 

^2iSM42a)-C#fcl-(2-^^-4-t o y vVW)-4-fcV<y K>i:2-^ h^v^^/wr 
5 ^*»bllife^4d)^^^LTjSIB'fk^^Mfe?ft^(71%)i: LT#fc c 
25 NMR(CDC1 3 ) 5: 1.32-1.51 (2H, m), 1.93-1.99 (2H, m), 2.44 (3H, s), 

2.64-2.97 (5H, m), 3.37 (3H, m), 3.49-3.54 (2H, m), 3.79-3.87 (2H, m), 
6.49-6.55 (2H, ra), 8.14 (1H, d, J = 5.8). 

72b) 3-(6-^ P P-2-^7^-^)^/V^^yWN-(2-^ b 3^^5vH-N-ri-(2-;>< ^/U- 
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mmmv) t mm\^ \.xmm^^m^MMao%) t u-c#fc 0 nmr 

(CDC1 3 ) 6: 1.62-1.93 (4H, m), 2. 44 and 2. 47 (3H, each s), 2. 77-3.24 (8H, 
m), 3.34 and 3.39 (3H, each s), 3.53-3.61 (2H, m), 3.86-4.32 (3H, m), 
6.46-6.54 (2H, m) , 7.52-7.62 (1H, m), 7.89-7.97 (4H, m), 8.17-8.28 (1H, • 
m), 8.48 (1H, s). 

7Git##Hi C 27 H 32 N 3 C10 4 S-H 2 0i: UT 
fUHfi (%) : C, 59. 17; H, 6. 25; N, 7. 67 
38IK (%) : C, 59. 06; H, 6. 04; N, 7. 43 
MM73 

2-rN-r3-(6-^ p u.2-1~77-MXJi'ft=> flsZfn \?ir— /H-N-fl-(2-^ ^/U-4-^V i? 

73a) 2-T $ J zc^-M* ^M^/^< $ ^^tert-^^^ 

^Ao^I^^T 5 ^(15.41 g)CDTHF(400 ml)^*i£~-— £$ft£?-tert^?- 
/K13.62 g^THFUOO ml)*«£rO t Cl? 1 R$|ff£>»t'Cftlifc. % $ £> l-M.-<?17R#ltl 

# y^i7 y^til IT, JBffifb-a* S:«lfeffl#y|fe(1.29 g, 10%) t LT#fc„ 
NMR (CDCL, ) 6 : 1.26 (2H, br s), 1.46 (9H, s), 2.82 (2H, t, J = 6.6), 2.88 (3H, 
s), 3.27 (2H, t, J = 6.4). 

73b) * f-M2-n-(2-^ 5VW4- if V fc e -< V i?M7 ^ 7 *2kj!l § 

«^J42a)~e#fcl-(2- * fc° U v>/l-)-4- V Y^t ^M73a)T?#fc2- 

^^M^ ^^)^^W^ 5; i^Bfetert-^/i^i: >5>bll»!l24d) t I^Hl- UXI 
fBte^&&£,ifc#t$K73%)£: lt#t NMR(CDCl3) 5: 1.31-1.56 (2H, ra), 
1.46 (9H, s), 1.90-1.97 (2H, ra), 2.44 (3H, s), 2.69-2.99 (8H, m), 3.30 
(2H, t, J = 6.6), 3.78-3.85 (2H, m), 6.48-6.54 (2H, m), 8.14 (1H, d, J = 
5. 8). 
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73c) 2-FN-f3-(6-^ p u.2-^^-M^J^=-^n \?$-~M-T$-\l-(2-t gvl^ 
«j73b)-C#fcp< ^[2-[[l-(2-^ ?vV-4- fc° y v^)-4- y v^WjT 5; J 

LT#fc 0 NMR (CDClg ) 5: 1.38-1.45 (9H, m), 1.67-1.77 (3H, m), 2.44 
and 2. 47 (3H, each s) , 2. 83-3. 10 (7H, m) , 3. 18-3. 30 (4H, m) , 3. 53-4. 40 
(6H, m), 6.47-6.55 (2H, m), 7.56-7.63 (1H, ra), 7.90-7.97 (4H, m), 8.14- 
8.21 (1H, m), 8.48 (1H, br s). 
10 jmfttitife C 3 2 H 4 ! N 4 C10 5 S • 0. 9H 2 0 1 LT 

tHM£ (%) : C, 59. 55; H, 6. 68; N, 8. 68 
(%) : C, 59. 71; H, 6. 98; N, 8. 78 
'MM74 

15 4- tr° y vvv)-4- tv< y vVn^ g yj $ K rMm& 

^^!|73c)-C#fc2-[N-[3-(6-^ aD-2-t7^)7.;^=;I/^D t°^-^/U]-N- 
[l-(2-^ ^-/^-4-t° y i>/W)-4- tf ^ y i>/U]T 5: y j^c^vi^ ^vU);*7/W^ $ V^tert- 

NMR (DMSO-de) 5: 1.60-1.80 (4H, m), 2.40-2.47 (3H, m), 2.60-2.71 (3H, 
20 m) , 2. 78-3. 08 (4H, m) , 3. 19-3. 66 (6H, in) , 4. 08-4. 34 (3H, m) , 7. 09-7. 22 

(2H, m), 7.73-7.77 (1H, m), 7.99-8.04 (1H, m), 8.13-8.32 (4H, m),' 8.64- 
8.69 (1H, m). 

jzMfttixifc C 27 H3 5 N 4 Cl30 3 S-H 2 0-EtOAc«}: UT 
ff-^-fjt (%) : C, 52. 58; H, 6. 41; N, 7. 91 
25 MMife (%) : C, 52. 33; H, 6. 42; N, 7. 99 

:Jfe0ij74)l?#fc3-(6-^ p n-2-t7f ^)^/l/*^;WN-[2-(^ ^;V7 $ 
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A-]-N-[l-(2-;* V i^)-4-k°-< ]} s*l/T % K~^^^(0.20 g), 

^7K^(0.20 g)*3ctt^ h y az^TX V(0.40 g)(Dmt* ^^^(10 ml)^^ 

(0.13 g, 69%) £ LT#fc. NMR(CDC1 3 ) 6: 1.63-1.94 (4H, m), 2.02-2.10 
(3H, ra), 2.44 and 2.47 (3H, each s), 2.79-4.02 (13H, m), 6.47-6.55 (2H, 
m), 7.58-7.63 (1H, m), 7.94-7.99 (4H, m), 8.14-8.24 (1H, m), 8. 49 and 
8. 53 (1H, each s) . 

TumftVtiU C 29 H 35 N 4 C10 4 S-H 2 0-0.2EtOAci: UT 
SUMS (%) : C, 58. 99; H, 6. 41; N, 9. 23 
Hffl!Htt (%) : C, 58. 92; H, 6. 29; N, 9. 14 
H»!l76 

3-(7-^p^-2H-^ g * 5VWN-ri-(4-b°y vv^)-4-fc°-< 

Tea) 3-(7-^"p ^&-2H-^ g ^ ^-3-^/^^/^=/^^ \f~2r^W. 

^t3-(7-^n^E--2H-^ a ^ y-3-^;i')^;i'7^ —/K3.10 g)£rMt^- h ]) t7 
-Ml.39 g)ir^^- h y ^A(1.68 g)»7K^(25ml)^75°C-eAP^ t©^T" 

(4.93g)^nxi, iio°c-e2o^ra^t ^fc 0 mmvtcit^m^^, tK^> ^ 

^L-XMIE^^&^fe^(2.59 g, 75%)b b-C#fc„ NMR (DMSO-de) 6 : 
2.63 (2H, t, J = 7.0), 3.50 (2H, t, J = 7.0), 5.06 (2H, d, J = 1.0), 
7.19 (1H, d, J = 1.8), 7.24 (1H, dd, J = 1. 8 and 8.0), 7.41 (1H, d, J = 
8.0), 7.48 (1H, s). 

76b) 3-(7-^p ^E-2H-^ n * M^;^—;^-* V 

H»j76a)-e#fc3-(7-^n^--2H-^ n ^ >-3-^ A^/i^—Z^n tf^-^ife 
(0.35 g) £ |l«30a)T?#fc4-^ fAST ^ S -l-(4- 1° y 5?/U) fc°^ y v^(0.20 g)<£> 
DMF(20 ml)^^^DMlMM(0.42 g)^0X-> M:ClBB£IBa*#iB«£fc 0 
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\^Xmmik&m&m&M£k(29%)k LT#fc 0 NMR(CDC1 3 ) 5: 1.50-1.80 (4H, 
ra), 2.84 (3H, s), 2.75-3.00 (4H, m), 3.50 (2H, t, J = 7.0), 3.93 (2H, m), 
4.63 (1H, m), 5.04 (2H, d, J = 1.2), 6. 65 . (2H, d, J = 6. 6), 7.04 (1H, d, 
J = 8.2), 7.10 (1H, d, J = 1.8), 7.14 (1H, dd, J = 1.8 and 8.2), 7.31 
(1H, s), 8.26 (2H, d, J = 6.6). 
5c*##Hfc C 2 3 H 2 6 N 3 0„ SBr*0.5H2 O i: L"C 
fYM-iU (%) : C, 52.18; H, 5.14; N, 7.94 
8MB (%) : C, 52.05; H, 5.02; N, 7.78 
MM77 

^»j76a)-C#/c3-(7-^P^-2H-^ p * >-3-J >V)^}Vfczz.>V'7*xi ttZsWtb 
^Jif!l42b)-t?#fc4-^ f-f^T %. y-l-(2-^ 5vW4-fc 0 D vvl/)fcV£ JJ ^a>6>3fetfi^ 
76b) 2: mmiZ- i.xm^&i\^^M^MMi(53%) k L,X%tz 0 NMK(CDC1,) 5: 
1.50-1.90 (4H, ra), 2.46 (3H, s), 2.83 (3H, s), 2.75-3.00 (4H, m), 3.49 
(2H, t, J = 7. 2), 3.93 (2H, m), 4.62 (1H, m), 5.04 (2H, d, J = 1. 2), 
6.45-6.60 (2H, ra), 7.04 (1H, d, J = 8. 2), 7.11 (1H, d, J = 1.8), 7.14 
(1H, dd, J = 1. 8 and 8.2), 7.30 (1H, s), 8.15 (1H, d, J = 6.2). 
yum ##Hfi C 2 4 H 2 8 N 3 0 4 SBr • 0.5H 2 Ok LT 
tf^-ffi (%) : C, 53.04; H, 5.38; N, 7.73 
Mm (%) : C, 52.87; H, 5.41; N, 7.61 
fe#l78 

3-(5-^ p p-3-7^ gvW<>Vg2tZ /t^/i^fr^/WN-^ 5vWN-ri-(2-;* 

78a) 3-(5-^ p p -3-^ ^V-2-^T /l^/t^/ft^/KT'p t:°^-^ 

M.fc5-f p p -3-^ cr. ^-2-^/1^^ -1- £> Hi(s#!)76a) i: 1^ 

$1^ LTMfSfb^^30%)&#fc o NMR (CDC1 3 +CD 3 OD) 6:2.72 (3H, s), 2.83 

(2H, t, J = 7.6), 3.59 (2H, d, J = 7.6), 7.49 (1H, dd, J = 1. 8 and 8.8), 
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7.80 (1H, d, J = 8.8), 7.83 (1H, d, J = 1.8). 

78b) 3-(5-? o p -3-* f;^yyfi-7 j >--2--f MX/is7fr=./U-N-J f-jU-N- 
fl-(2-^ f;^4-tf V vvu)-4-tf^ V V>Mzfu/<^T $ R 

^&fg#j78a) T'#/c3-(5-^ P P -3-^ zc ^-1-4 )V)^}V-fc^}V7° 

p t'J-^m t M WJ42b)-C#fc4-7 { f'/VT 5 / -l-(2-p< ^-4- fc° U y 

b^JS#iJ76b) £ i^^lC LT®fBte^^fe*£JI(46%) t UT#fc 0 NMR 
(CDC1 3 ) 5 : 1.42-1.90 (4H.ni), 2.45 and 2.47 (3H,s), 2.74 (3H,s), 2.75 and 
2.82 (3H, s), 2.80-3.05 (4H, m), 3.68 (2H, t, J = 7.7), 3.92 (2H, m), 4.54 (1H, m), 
6.45-6.60 (2H, m), 7.51 (1H, dd, J = 1.8 and 8.8), 7.80 (1H, d, J = 8.8), 7.85 (1H, 
d, J = 1.8), 8.15 and 8.20 (1H, d, J = 6.0). 
yumfttirW: C 2 4 H 2 8 N 3 O, S 2 CI -0.25H 2 Oh LT 
fYW-W. (%) : C, 56.46; H, 5.63; N, 8.23 
MMiW. (%) : C, 56.45; H, 5.75; N, 8.40 
Hj&k#ij79 

3-(4' p p tf -7 A M*s^fc=-s^-N-?i ^/u-N-fl-(2-^ V i? 

79a) 3-(4' p p tf 7 x-^jV-A-J M^/Vfc^/Urfn if^-^m 

p p \f~7 x. =.;V-4-7,;V7 4 —iVfr £>H;fr{g#i]76a) t ^SH\C LXMUfc 
&y>)$:M&mfc(54%) k bT#fc 0 NMR(DMSO-d 6 ) 6: 2.56 (2H, t, J = 7.6), 
3.58 (2H, d, J = 7.6), 7.52 (2H, d, J = 8.8), 7.71 (2H, d, J = 8.8), 
7. 93 (2H, d, J = 8. 8) , 8. 10 (2H, d, J = 8. 8) . 

79b) 3-(4'.-^ p p tf 37^ /i')X;U7fr^/i'-N-?t ^/U-N-fl-(2-p< ^vU-4-fcf 

y ^)-4-b°^y ^ht'p^^ts: K 

^J6^ij79a)-e#/c3-(4'-^ p p t^i^^/^^M^D ^^MbM 
MM42h)X°n±4-* ^IVT 5; / -l-(2-^ ^VW4- tf y v^) y bUJSM 
76b)i:|^a^L-CSiS^^^fe^(49%)^ LT#fc 0 NMR (CDC1 3 ) 8: 
1.55-2.00 (4H, m), 2.45 and 2.47 (3H, s), 2.78 and 2.85 (3H, s), 2.75-3.05 (4H, 
m), 3.53 (2H, t, J = 7.7), 3.94 (2H, m), 4.65 (1H, m), 6.45-6.60 (2H, m), 7.47 
(2H, d, J = 8.8), 7.56 (2H, d, J = 8.8), 7.75 (2H, d, J = 8.4), 8.00 (2H, d, J = 8.4), 
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8.16 (1H, d, J = 6.2). 

» * 

Ttmfrmm C z 7 H 3 o N 3 o 3 SCI £ LT 

SHHiS (%) : C, 63.33; H, 5.91; N, 8.21 
;$!HE (%) : C, 63.05; H, 6.14; N, 8.44 



3-r(EV2-(4-^n^^^^^)^-r— /H^/Ufr^/WNM ^v^-N-ri-(2-^ ^/U-4-tf 

80a) 3-r(E)-2-(4-^n ^6 7 zs^=- ;V)^y-- 
^b3-[(E)-2-(4-^ n ^/i^n^— /u]^/uy j =-;ufr b Hife76a) <i: fflffiz. 
10 L-CSIE{k:^^*ife@^(34%)i: Lt#fc„ NMR (DMSO-dg ) 8: 2.66 (2H, 

t, J = 7.2), 3.41 (2H, d, J = 7.2), 7.50 (2H, s), 7.70 (4H, s). 
80b) 3-KE)-2-(4-^n ^E-^^— /l^c-^ jV\7,;Vfr=. /U-N-^ ^/I^-N-ri-(2-^ g; 

H^j80a)-e#fc3-[(E)-2-(4-^n^-^^— \fHr^ 
15 mt mMM42b)~r?ntc4- * *f-AsT $ / -1-(2-t< ^i^-4-t o y vVl^fc 0 -^!) ^i^bH 

^0i|76b)^^{CLXSI2>ft:^^Mfe^(67 o /o)^ LT#yh 0 MIR (CDC1 3 ) 
6: 1.50-1.90 (4H, m), 2.46 (3H, s), 2. 77 and 2. 84 (3H, s), 2.75-3.05 
(4H, m), 3.50 (2H, t, J = 7. 1), 3.93 (2H, ra), 4.63 (1H, ra), 6.45-6.60 
(2H, m), 6.88 (1H, d, J = 15.8), 7.39 (2H, d, J = 8.4), 7.53 (1H, d, J = 
20 15.8), 7.58 (2H, d, J = 8.4), 8.15 (1H, d, J = 6. 6). 

lumftVviW. C 23 H 28 N 3 O 3 SBr*0.9H 2 O£: L"C 
SUMS (%) : C, 52.85; H, 5.75; N, 8.04 
MM (%) : C, 52.99; H, 5.67; N, 7.70 



25 (E)-3-(6-^ p u.2--r~7=3-M^)Vfc~ /WN-;* 5vWN-ri-(2-> 5M^-4-b: 0 j; 

4- V *?M ~7xi^ls7 $ K 
81a) 6-f p I^-2-X/^!7^ ^^-^ 

ffiM^ J> V t7 J* (15. 1 g) irj^^" t> y A (10. 1 g) (D7mm (ISO ml) ic^gffi 
^!)lc)-C#fc^k6-^ P P 1/ ^-2-^/^^/1^(15. 7 g) s^o'c-eipx., 
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*>Ms 'PM<D7ktT± h>-r^#-L-CSMb^(12.6 g, 84%)£#7c 0 NMR 
(DMSO-d^) 8 : 7.50 (1H, dd, J = 2.2 and 8.8), 7.72 (1H, dd, J = 8.2 and 1.4), 
7.86 (1H, d, J = 8.2), 7.95-8.02 (3H, m). 
81b) (E)-3-(6-^ p u-2-±7^M^;^^/UT ? ]) yvjfe 

MMM8la)-?&ti6-? n of7^ l^-M/l'b-f h P !7i»(0.50 g)<D7k 

^(20 ml)— TKKfb-t" hV& MO-20 g)(Dfcmma ml) i 2,3- iSzfv r. fi < 
(1.38 g)Sr60°CT?J!jPx.. 110 < C-C20H#|?gj&>#*Hf fc„ ifcHfl&Sr^Bu TkSfe. ftifci 
LTSIB'fb^^fe@^(0.24g,40%)i: LT#fc c NMR (DMSO-dg ) 6: 
6.78 (1H, d, J = 15.0), 7.75 (1H, dd, J = 2. 0 and 8.8), 7.77 (1H, d, J = 
15. 0) , 7. 94 (1H, dd, J = 2. 0 and 8. 8) , 8. 15-8. 35 (3H, ra) , 8. 56 (1H, s) . 
81c) (E)-3-(6-^ g P^-^^^A-Tfr—^-N-^ 5v^-N-n-(2-;* gvt^Q 

^SS#iJ81b)-^Wc(E)-3-(6-^ nn.2-t7f;i<)^*=;i/7^ U A^£H»J 
42b)-C#fc4-^ 5 / -l-(2-^ ^-4-tT P JJ S^j&»e>ISi60d76b) i: 

R«fcLTSIBfb^Sr«te*£*(37%)i: LT#fc 0 NMR (CDC1 3 ) 8 :■ 1.50- 
1.90 (4H, m), 2.45 and 2.48 (3H, s), 2.87 and 2.99 (3H, s), 2.75-3.05 
(2H, m), 3.97 (2H, m), 4.70 (1H, m), 6.45-6.60 (2H, m), 7.32 (1H, d, J = 
14.6), 7.48 (1H, d, J = 14.6), 7.60 (1H, dd, J = 1. 8 and 8.8), 7.80-8.00 
(4H, m), 8.17 (1H, d, J = 6.0), 8.49 (1H, s). 
7Cfff ##HI C 2 5 R, e N 3 0 3 SC1-1. 3^0^ L-C 
fh^fit (%) : C, 59. 17; H, 5. 68; N, 8. 28 
H$!Htt (%) : C, 58. 91; H, 5. 76; N, 8. 67 
M1&M82 

3-(6-# n P-2--^-^^/H^^^/V-N-^^/^-N-rri-(4-b°y i?/V)-4-t°^-V i?M 

^iSMlb)-C'#fc4-[4-(N-7( 5vVT 5 tf"<!J S^Jtry 

27b)"C#fc3-(6-^ p p -2-^7^1') ^/PzJ^/l^p t o ^->^^mg0fj76b)<t 
l^«{-bXSIB'fb^%^^H B H(58%)i: UX#fc 0 NMR (CDC1 3 ) 5: 1.26 (2H, 
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m), 1.60-1.80 (3H, m), 2.73 (2H, t, J = 7. 5), 2.79 (2H, m), 3.12 (2H, t, 

J = 6.2), 3.55 (2H, t, J = 7.5), 3.85 (2H, ra), 5.96 (1H, m), 6.62 (2H, d, 

J = 6.6), 7.60 (1H, dd, J = 1. 8 and 8.8), 7.85-8.00 (4H, m), 8.23 (2H, d, 

J = 6.6), 8. 47 (1H, s). 

Tbmftffim C 2 4 6 N 3 0 3 SC1-0. 5R, 0 1 LT 

IMM& (%) : C, 59. 93; H, 5. 66; N, 8. 74 

mmm. (%) : C, 60. 17; H, 5. 87; N, 8. 62 

3-(6-^ p P-2--j-^^M^/^^/l^-2.2.N- hV * ^l^-N-fl-(2-^ fyl^gJJ gg 

83a) 4-[N-[3-(6-^ PP-2-t7f/Hf^2,2-^^ f-JVfn tf;*-^/H-N-;* gvV 

4-[N-(3-^ a P-2,2-v^ f-JV-fxi fc^^/l^-N-;* *f~j\S7 5 7 ]t°^y v^-l-# 
/HJ? ^gH»rt-^^/K0-70 g), ^Jfe^!lld)-e#fc6-^ p p -2-;* /W* 7* h ^" 7 ^ U 

^(0.71 g) N -rhV$-k* h^>K(0. 11 g)^r^^/— /K14 mD^n^L, 70°C 

&->V#V/i'%7&X*ffiW;l'X^ JSfBfb-&4fc (0. 86 g, 84%)&#fc 0 NMR 
(CDC1 3 ) 6 : 1.44 (9H, s), 1.46 (6H, s), 1.20-1.90 (4H, m), 2.60-2.90 (2H, m), 
2.89 (3H, s), 3.34 (2H, s), 4.05-4.55 (3H, m), 7.36-7.52 (2H, m), 7.61-7.71 (2H, 
m), 7.72-7.80 (2H, m). 

83b) 4-fN-[3- (6-^ P u-2-j-Z7^/U)^/U^^jU-2.2--J ^ 9v1^/p b"^-^/H-N- 

^»!j83a)-C#fc4-[N-[3-(6-^ UD^-tyf^f^^-^^ ^Vl^P k 9 ^" 
= Afl-N- ^ J 3 D *J is- l-# i/^etert-:/^ A-#> b If) £: P# 

^L-CJSIB^b-0-'»S:*SfeiiS^(68%)t'UT#fc„ NMR (CDC1 3 ) 6: 1.47 (9H, s), 
1.59 (6H, s), 1.40-1.70 (4H, m), 2.65-2.90 (2H, m), 2.93 (3H, s), 3.67 (2H, s), 
4.10-4.50 (3H, m), 7.67 (1H, dd, J = 2.0 and 8.4), 7.86-8.08 (4H, m), 8.48 (1H, 
s). 
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83c) 3- (6-^ p P-2-^-7^/H^.7^^/V-2,2JSr- h V 5vWN-fl-(2-7 ^/W-4- 

H#|0ij83b) -C#fc4-[N-[3-(6-^ p n-2-"f 7^/U)^/l>ft—jU-2,2-i?* ^JV? 
n fc^-^-N-^ ^"/l-T 5 7 ]t°-^ U v ? V-l-^7^/}s^^tert-^^K0.62 g) t hV 

t&5fc(0. 18 g, 29%) fc b-C#/c 0 NMR (CDCL,) 8 : 1.59 (6H, s), 1.60-1.90 (4H, 
m), 2.46 (3H, s), 2.80-3.05 (5H, m), 3.68 (2H, s), 3.97 (2H, d, J = 12.4), 4.35- 
4.65 (1H, m), 6.46-6.60 (2H, m), 7.57 (1H, dd, J = 2.2 and 8.8), 7.86-8.06 (4H, 
m), 8.17 (1H, d, J = 5.8), 8.48 (1H, s). 

TulSt^tffffi C 27 H3 Z N3 0 3 SC1-0. 511,0 i: tt 
tf-^tt (%) : C, 62. 00; H, 6. 36; N, 8. 03 
HSU-ftf (%) : C, 61.96; H, 6.38; N, 7.98 

84a) N-(l-^Q^/W4-fc e ^y i?M-3-(6-f n v-2-i-7^sl')*jU&~/U-2-* g; 
*WJ69b)-e#fc3-(6-^P^e-2-^^^/^)^/W*cn^-2-y ^vl^P iz°$-^mk 

4-t ^ 7 -i-^^^/wt o ^ y ^>^b^»j76b) t mmfc isxmmfc&vn&mM 

fe*&^(73%)i UT#fc 0 NMR (CDC1 3 ) 8: 1.30 (3H, d, J = 7.0), 1.24-1.54 
(2H, m) , 1. 64-2. 16 (4H, m) , 2. 66-3. 00 (3H, m) , 3. 09 (1H, dd, J = 4. 0 and 
14.0), 3.47 (2H, s), 3.44-3.70 (1H, m), 3.80 (1H, dd, J = 8. 0 and 14.0), 
5.53 (1H, d, J = 8. 2), 7.20-7.38 (5H, m), 7.57 (1H, dd, J = 2. 2 and 8.8), 
7.84-7.96 (4H, m), 8.45 (1H, s). 

84b) 3-(6-^ p P-2--^-^^/^)^^^— ^-2-7^-/^-N-n-(2-7 ^/l^-4-b: 0 y yV^V 
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4-fc°^y *J)V\-7u \£jtri/WC7 X K 

=-)V-1-?. ^-jvzfxi H'j-^mT 5; K(0.34 g)<Dl,2-i/i? oni^ >-(2.0 ml)*§^ 
Q°CX^ u vfimi-t a ml)^x.. 70°CT-6B#F f g^#*Ii£f;:^ 

^^/-/K2.0ml)^Px., 70*C-ei^^#^-lf/c o SJ&«^JHti§U B; 
mmt4-t n n-2-p< ^vl^y v^(0.18 be>38 itJWBfc"*- h V *7 A(0.11 g)3rl^ 
(2.0ml)(^Dx., 130°C-t?2^^^^^fc o M^iEiliL, gg^fe&i&ffc 

^ ^ ^-e*3R. io%^^i- h y ? ^.TK^-esfc^. MtKes^ ^ f * ^ -c 

fe$SiP a ^l&;fc(0. 10 g, 29%) <h LT#fc 0 
7D*#*HS CjsH^NjOaSCl-O.SHjOi LX 
ff-JMS: (%) : C, 60.66; H, 5.90; N, 8.49 
WW (%) : C, 60.94; H, 5.90; N, 8.53 

2-f3-(6-^ p n -2-^-7 ^W)^/Ut|n=. fcVH-8-(2-^ ^1^-4- tf y SW-2.8- *J 
Tif ^ fc° g [4.517= 

85a) (l-^VyVW- y y -^X) y-T 7 W^^t^kM^M 

l-^O'yVu-4- y K ^(10 gX v-T 7 Ifc^fvK9.67 ml), IBKT X^E-^ £ 
A(1.39 g)*5 «fct>*g^(2.6 ml)£r h/V^^(50 ml)(^n^L, £j£-r57K3:Dean- 

4Nm\^mmm^^t^x*&mi.xmmik&Vd(8.5 g, 5o%)£r#7c„ nmr 

(CD 3 OD) 6: 1,33 (3H, t, J = 7.0), 2.60-3.40 (5H, m), 3.52-3.80 (2H, m), 
4. 00-4. 28 (1H, m) , 4. 30 (2H, q, J = 7.0), 4. 39 (2H, s) , 7. 42-7. 65 (5H, 
m). 

V7y{W y !>A(2.59 g)^7K^(10ml)^M»J85a)"e#7c(l--<^v ? >'W4- 

y y f^ysT ; B*^/i4ttS«c(B.6 g)<v^* y — /K43 mi)tt Ay«5?&— 
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24Hf fcWfic UTc^x iEilLt mm^^f y— M50ml)^$§$?U 

tofts MTfc-eq^ ifefc^i^-ettffi. M7k«^^i^^xi«^ « 

*§LTM12'fl^4^^fe^tfc#(7.16 g)t LT#fc 0 NMR (CDC1 3 ) 5: 1.52-1.70 
(2H, mj, 2.05-2.40 (4H, m), 2.45-2.65 (2H, m), 2.59 (2H, s), 3.47 (2H, 
s) , 4. 09 (2H, q, J = 7. 2) , 4. 19 (2H, q, J = 6.8), 7. 10-7. 35 (5H, m) . 
85c) S-^l^lyJ^-2-\Z-(Q-^ v xi-2--f7=f-;V)*;U7fr—;\s-7x2 \^M-2A-V > T^^ 

jj?^iftac^/Ki.i2 g)(DWkW.mmmao mi)$:i6wmmm i>t^ m&mm vt^ 0 

3WfeSrDMF(20 ml)fc:$gfl> U DCC(0.70 g)^nittfit'l^n^#^fct, 
3-(6-^ n xi-2--^-7=f-?V)^jVi^=z. fcV^T 5 ^lt^4i:(0.98 g) «b h U ;*^7U 

U M*£HfflH-b!J !>A<p.64^^*JC|||*BWl3xiil)*100Wll*IB*»* 

XWfcik&yj&M&MgmMO-SO g, 75%) t Ltjlt, NMR (CDC1 3 ) □ : 1.36- 
1.54 (2H, ra), 1.86-2.22 (6H, ra), 2.54 (2H, s), 2.76-2.94 (2H, m), 3.10- - 
3.26 (2H, m), 3.52 (2H, s), 3.59 (2H, t, J = 6.8), 7.18-7.38 (5H, m), 
7.59 (1H, dd, J = 2.0 and 8.8), 7.80-8.06 (4H, m), 8.45 (1H, s). 
85d) 2-\Z-(6-f a u^tZ^M2iikM=2k^E tVH-8-(2-^ 5vt--4-b: 0 V SW- 

t?v\4.5}T'Z> ^-l,3-v^r> 
^»!|85d)-e#fe2-[3-(6-^ o /Uzfv tf/U]-2,8-^Tif 

* t° n [4.5]^ ^-l,3-^^/&> bH»!l84b) £: (r]«^ LT ffilBf b^4SjSr»fe*& 
7fe(ll%)i: LX#fc 0 NMR (CDCL,) 8 : 1.54-1.76 (2H, m), 1.98-2.20 (4H, m), 
2.47 (3H, s), 2.65 (2H, s), 2.94-3.14 (2H, m), 3.23 (2H, t, J = 7.2), 3.63 (2H, t, J 
= 6.6), 3.76-3.92 (2H, m), 6.48-6.60 (2H, m), 7.61 (1H, dd, J = 2.2 and 8.8), 
7.82-8.02 (4H, m), 8.20 (1H, d, J = 5.8), 8.46 (1H, s). 
5c*##Hil C 27 H 28 N 3 0 4 SCl-2.8H 2 0,i: t"C 
gUMfC (%) : C, 56. 25; H, 5. 87; N, 7. 29 
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(%) : C, 55.99; H, 5.48; N, 6.95 
MM86 

(E)-4-(6-^ p v-2--f-? : ?-/V)X;uft— /V-N-^ ^/^-N-fl-f2-^ 5vW-4-b° U SW-4- 
86a) (E)-4-(6-^ g ct-2--f-7^M^/^^/^-2-Zfy^^m^^/l' 

H»J8ia)-e#fc6-^ p Pty^i/y^/^^^t h v VMi.o g)t3-~? 

u^fTi b ^gfe^^/K0.85 g)£rDMF(15 ml)^*., ^?BT?14^d>#Sil-^fc 

fi$MI LT®12te^£:$gfe!£Ji(0.49 g, 43%)tr#fc„ NMR(CDC1 3 ) 6 : 1. 26 
(3H, t, J = 7. 2) , 4. 62 (2H, dd, J = 1. 2 and 7. 7) , 4. 17 (2H, q, J = 7. 2) , 
5.87 (1H, d, J = 15.8), 6.82 (1H, dt, J = 7. 7 and 15.8), 7.60 (1H, dd; J 
= 1.8 and 8.8), 7.80-8.00 (4H, m), 8.44 (1H, s). 
86b) (E)-4-(6-^ PP-2-t7f;H^;^-/W2-^7yl 

HWJ86a)-e#fc(E)-4-(6-^ p u-2--f-y^-/U)^/^=- ;V-2-zfr l^k^^/V 
(0.58 g)<D#mt(6 ml)^^«^(0.6 ml)*MZ-> 110 o C^3B£P H ^#^-£Yc^ 

y^Ti&ji^ «E«MBU MftSriffife^^/u/^-^^J: ?) UTJS 
IBfb^%SrMfej|g*(0.42 g, 78%)Sr#fc 0 NMRCCDClj) 8: 4.05 (2H, d- 
like), 5.88 (1H, d, J = 15.8), 6.82-7.02 (1H, to), 7.61 (1H, dd, J = 1. 8 
and 8.8), 7.80-8.00 (4H, m), 8.44 (1H, d, J = 1. 4). 

86c) (E)-4-(6-^ p p -2--r-7=f-/V-)^/^^/U-^-^ fyU-N-fl-ft- ^ ^/l^-4-t:°y i? 

l^^j86b)-e#^(E)-4-(6-iJ' p p -2--5-7=5-;V)7.;vfc =L)V-2--^=r ^&t$>t>9&& 
M76b)tmffilzVXM&4k'£W(36%)&&tio NMR (CDC1 8 ) 8 : 1.50-1.80 (4H, 
m), 2.46 (3H, s), 2.74 (3H, s), 2.80-3.10 (1H, m), 6.30-6.80(4H, m), 7.60 (1H, 
dd, J = 1.8 and 8.8), 7.85-8.00 (4H, m), 8.17 (1H, d, J = 5.6), 8.45 (1H, s). 
yn£&$m C 2 6 H 2 8 C1N 3 0 3 S t UT 
SUMS (%) : C, 62.70; H, 5.67; N, 8.44 



WO 02/06234 PCT/JPO 1/06 1 48 

154 

Mm (%) : C, 62.64; H, 5.64; N, 8.31 



l-[2-(6-^ o a-2--j-^^-/i>)^/^^— /UTir^-M-4-(4-H 0 V ¥M¥r±2J?¥. 
H#g#|35c) "C#fc2-(6-^ a □-Z-t7f/l') l-(4-t° U 

NMR (DMS0-d 6 ) 6:3.10-3.80 (8H, ra), 4.84 (2H, s), 6.80 (2H, d, J = 6.6), 
7.71 (1H, dd, J = 2. 2 and 8.6), 8.00 (1H, dd, J = 1. 4 and 9.2), 8.05- 
8.40 (3H, m), 8.17 (2H, d, J = 6.6), 8.63 (1H, s). 



3-[2-(6-^ P P -2-^:7 ^M;*/l^ft=/I^c.9vl/|-2, 4-v^^ y-8- (2-pt f;H-f 
V 2MzL 3. 8- b V Zj£* t° p [4. 5] 7** ^ 

88a) 3-(2-yg^ 3, 8- hi) T^g b°P [4. 5]x# ^-8- 

2, 4-i^^y-l, 3, 8- h y Tlf^ t°P [4. 5] 7*;*/ ^-8-^^zK^tert-^/l^ 
(Wysong, C. N. ; Yokum, T. S. ; Morales, G. A. ; Gundry, R. L. ; McLaughlin, 
M. L. ; Hammer, R. P. J. Org. Chem. , 1996, 61, 7650) (2. 7 g) N 2-y"P^E- 
rc^y— /U(1.5 g)*3j;t) t H)7*=^7^y(3 g)£THF(50 ml)^^U £ 
i^^T> O'C-C^^^iffCo ^V^40%T .yv J */^^v J ^^^O b/W-oi^ 

# 

fee :©S^feHOll^0i;i'l^t NMR (CDC1 3 ) 5: 1.49 (9H, s), 
1.50-1.70 (2H, m), 1.95-2.15 (2H, ra), 3.10-3.35 (2H, m), 3.61 (2H, t, J 
= 6. 4) , 3. 93 (2H, t, J = 6. 4) , 3. 93-4. 10 (2H, m) . 

88b) 3-[2-(6-^ P P-2-t7f^/^^if;H-2, 4-&*-*y-l, 3,8-hV 

MMM88a) -e#fc3- (2-7n^xf;l,)-2, y-1, 3, 8- h y Tf*^ t° p 

[4. 5] 7** >-8-^7^/^^tert-^^^i:|l»Jld) -C#fc6-^ P P-2~y jVjj-? 
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/U}-2, 3, 8- MJ Tif ^ t°n [4. 5]x# >-8-^7/l^7^^tert-^/l- 

£#fc„ r (^-g^&IIJ&Wd) £ UTOCraCPBA-t-^b LTMfB'fL^^^fe^^B 
(17%) i U-C#/c 0 NMR (CDC1 3 ) 5: 1.48 (9H, s) , 1.60-1.72 (2H, m), 1.90- 
2.10 (2H, m), 3.10-3.30 (2H, ra), 3.80-4.10 (4H, m), 6.42 (1H, s), 7.60 
(1H, dd, J = 1. 8 and 8.8), 7.90-8.00 (4H, m), 8.54 (1H, s). 
88 c) 3-[2-(6-^ p X2.2-j-^^M^^7^^jU^^M-8-(2- ^ ^-^-4-\^ ]} jy 

M-i, 3, 8- MJ TlFx [4. 5]^ ^-2, A-V'ir^y 

^U£0ij88b) -e#fc3-[2-(6-^ p xi-2.-1-y*$-)V)7.>V~fo=.)V^ f-;U\-2, 4ri?*-*(- 
y-1, 3,8- hV T-T^ k°P [4. 5l^%l/-8-%JUtf>Wttert--7<7-/l<'frt>mMW83c) 

t 

tmmzLXMfMk&to&B&to'&aw) ki,T&it 0 nmr (cdci 3 ) s-. 1.65- 

1.90 (2H, m), 2.00-2.30 (2H, m), 2.45 (3H, s), 5.20-3.45 (2H, m), 3.45- 

3.70 (2H, m), 3.70-4.00 (4H, m), 6.40-6.70 (2H, m), 7.50-7.75 (2H, m), 

7.85-8.10 (4H, m), 8.13 (1H, d, J = 5.4), 8.54 (1H, s). 

ymftmt. C 25 H 25 ClN 4 O 4 S-0.25MeOH-H 2 O^LT 

£HHi£ (%) : C, 56.26; H, 5.24; N, 10.39 

MMfe (%) : C, 56.01; H, 5.14; N, 10.54 

^&ti#ij89 

3-[2-(6-^ p p-2-t7f;V)^;V^=^/D bVH-8-(2-^ f;M-fc°y^)- 
1,3,8-h D Tif ^ b°P [4. 5]jr;fr >--2. 4-v^^ 

89a) 8- (2-^ <3-)V-4- fc° U vvl-0 -1, 3, 8- h V Tf* b° P [4. 51 ^-2, 4- i^-^ 

^»j42a)-e#fcl-(2-^^/W4-t°!; i>A-) -4- U K^(1.9 gK j^T> 
^■^^^(3.18 g^iU^T^fc"?- h P !>.M0.72 g)^^y— /K15 ml)-7K 
(15 ml) Kl-t/vMl.. 50-55°CT'15B#K^#ili?fc o S&i&Sr}^ LtK (10 ml) 
M*.* ^ttibfcMsII£55t> ^bTj®ia<b^(L7 g ; 66%)£r#fc„ NMR 
(DMS0-d 6 ) 8 : 1.28-1.90 (4H, m), 2.32 (3H, s), 3.10-3.40 (2H, m), 3.70- 
3.94 (2H, m), 6.60-6.80 (2H, m), 8.03 (1H, d, J = 5. 8), 8.59 (1H, s), 
10.73 (1H, s). 

89b) 3-f2-(6-^ P v-2--)-7=?-M*/l'7fr=.sUzfv tf/H-8- (2- * =f-)V-Ar b° V 
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M-l, 3, 8- h y Tif Zi [4- S\"r%>-2. 4-v^>- 

HU£0ij89a) T?#fc8- (2-y. 5vl— 4-fc* y SW-l, 3, 8- h y Tf 5 ^ tf o [4. 5]^ 
^-2, 4-v J ^"^(0. 26 g) i:^MJl8b)-e#fc3-(6-^ BP*t7WM=^ 
-7 xi/* J — yK0.28 g^it) 5 h y 7 y 4 >-(0.29 g)£DMF(10 ml)(£tf 
A4BU 40%ry^/^V^v ? ^/K^h/^>^^^Tbfc o SliSSKSr^ 

# 7 ^Tltl bTJSia^«BSr8feHfe|&5|c(30 mg, 5%) t UX#fc c NMR (CDC1 3 ) 
5: 1.65-1.80 (2H, m), 2.00-2.40 (2H, m), 2.45 (3H, s), 3.16-3.38 (4H, 
m), 3.61 (2H, t, J = 6.6), 3.74-3.95 (2H, m), 6.45-6.6 (2H, m), 6.99 (1H, 
s), 7.60 (1H, dd, J = 1. 8 and 8.8), 7.85-8.00 (4H, m), 8.18 (1H, d, J = 
6.0), 8.47 (1H, s). 

7cm&mfc C 26 K, 7 CW i 0 i S-0.8ti z 0t LT 
MUtt (%) : C, 57. 67; H, 5. 32; N, 10. 35 
HSfl#[ (%) : C, 57. 63; H, 5. 55; N, 10. 07 

4-f3-(6-^ p xi-%-1r-7?-)Vi?>Asib=-)V~fxi bVUl-8-(2- ^ b° y i?/VVl-f7 

-4.8-i^Tif ^ gP_I4J>Izl# ^-3-^-^ 

90a) 6-^ p P-2-(3-^ P p7°p fcV^) ^)V'fa=-J\<" 3 r'7 $ Ul/hG-i? P P-2-Q- 

^»!l81a)-e#^c6-^ nat7?uy-2^;i/7^ b V £-M2.49 g)i: 1- 

y'p ^E-3-^ p p y"p /^(7.87 g)^DMF(30 ml)l^n^70 o C-ei8B#^/6^?li?fc o 

<b'd4to(Dl:ia^4b(1.70 g, 52%)£#7t D NMR (CDC1 3 ) 6 : 2.19-2.41 (4H, m), 
3.31-3.38 (2H, m), 3.49 (1H, t, J = 6.2), 3.64 (1H, t, J = 6.2), 7.60 (1H, dd, J = 
2.0 and 9.0), 7.88-7.98 (4H, m), 8.48 (1H, s). 

90b) 3-^-^ tf p r4.51v^;fr :/-8-;fr A^^^tert-^/^ 

4-^-^r y y s?v-i-*/i^vBfctert-^^"M4.o gX 5=-^-^' y =—/l^(2.2 g)s 
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m&.Tl/*r— !>A(1.17g)*5«tT>^7K^^^v^»>A(1.41 g)& h/^^(60 

^r^>'-e^LrSIS>fb^^^fe^H^(2.79 g, 51%) t L-C^fc NMR 
(CDC1 3 ) 5 : 1.46 (9H, s), 1.87-1.95 (4H, m), 3.06-3.20 (2H,m), 3.58 (2H, s), 
3.87-3.97 (2H, m), 6.81 (1H, br s). 

90c) 443- (6-^ p ¥ M-Z-Jr* V -\-=f-T 

If' t:° p r4.51"r >fr ^-8-^7 /l^aK ^Wtett-^^jV 

mfaM90b)X*&fz.3-tty-l-^T-4,8-i?TlFx t°n [4.5]^# ^-8-^7/^^ 
tert-^^/Kl.42 g)ODMF(20 ml)^^7k^T> TK^k^- h V l>A(60%^tt; 
0.23 g)^P^0°C-eiHt^^#^fc^ N mmm90a) X~mtc6-f n a -2- (3-^ a 

^-7 * : l»*tt (1. 70 g) £j&n;tfco S)6S^I£T-6 0 F^t^-t? KM.. 

hb (1. 26 g, 45%) £ b-C#7c: 0 NMR (200MHz, CDC1 3 ) 8 : 1.49 (9H, s), 1.67- 
1.73 (2H, m), 1.94-2.09 (4H, m), 2.89-3.02 (2H, m), 3.23 (2H, t, J = 7.5), 3.40 
(2H, t, J = 7.5), 3.50 (2H, s), 4.14-4.23 (2H, m), 7.60 (1H, dd, J = 2.0 and 8.6), 
7.87-8.00 (4H, m), 8.48 (1H, s). 

90d) 4-f3-(6-^ PP-2-t75 L ;H^^^7 p P ¥ M-l-^T -ArS-i^T X 
r4.51 "rtt ^-Z-Jr U H)7 }Vir n mWtM. 
^J6^!l90c)-e#fc4-[3-(6-^ n u-2-^-Z7f-/v)^/U^=^/u^u tV^-3-^"^ y.\. 

NMR (DMSO-de) 5 : 1.89-1.96 (2H, m), 2.05-2.15 (2H, m), 2.58-2.69 (2H, m), 
3.11-3.29 (4H, m), 3.44-3.58 (6H, m), 7.60 (1H, dd, J = 2.0 and 8.6), 7.87-8.00 
(4H, m), 8.49 (1H, s). 

90e) 4-f3-(6-^ P n-2-t7f ;U^;l/»^7°n fcVH-8-(2-^ 5V^-4-fc° V i?;uy 
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v>T1f * fc°P[4.5]^# ^-3-^-> b y 7 ;\ss>rv%mM.<&.2l g), 4-^ n p-2-7 ^ 
;V\f V v>^(65 mg)<t by ^)VT % >(65 mg)<3D^£ / — /i^fl£(5 mD^rit^^ 

i4o°c tc3^p B wn^ b/c 0 m^^W-Wfe l , ^@^> & y # ^ a -eft 

^L-CSiB^^5r^l&^(0.16g,83%)<b L-C#fc 0 NMR(CDC1 3 ) 6 : 
1.80-1.86 (2H, m), 2.08-2.21 (2H, m), 2.48 (3H, s), 3.03-3.15 (2H, m), 3.23 (2H, 
t, J = 7.7), 3.38 (2H, t, J = 7.4), 3.54 (2H, s), 3.87-3.94 (2H, m), 6.51-6.57 (2H, 
m), 7.58 (1H, dd, J = 2.2 and 8.8), 7.86-7.96 (4H, m), 8.22 (1H, d, J = 6.0), 8.47 
(1H, s). 

Ttmftffiffi. C 2 5 H 2 8 N 3 C10 3 S 2 t LT 
fUMft (%) : C, 57.84; H, 5.57; N, 7.84 
M®m (%) : C, 58.01; H, 5.43; N, 7.63 

V 3. 8- b y 7f^ b°P [4. 5] 7^ V-2, 4-v^V 

91a> 4— >T / -4-(^ ^7 ^ / ) y v ? ^-l-^/^^^^tert-^^-/l^ 

N-Boc-4- y K ^(19.92 g) t * ^-?VT % ^(6.76 g) £• ^ ^ 7 — /W(20 ml)*5 J: 
tMc(20 ml)i£*§*t?U 7K^T^iXT Wbi- b y £ A(4.9 g)<D7K^(12 ml)3rM 

fc 0 ^£0* LT®fEte^$K25 g)£#7t 0 NMR(CDC1 3 ) 6 : 1.45 (9H, s), 
1.50-1.72 (2H, m), 2.53 (3H, s), 3.12-3.32 (2H, m), 3.80-4.00 (2H, m). IR (KBr): 
2230, 1698, 1422 cm 1 . 

91b) 4-i/7y-4-(l-^ K)b°^<y ^^-l-^/^^^tert-^ 8 ^ 

ll;te#j91a)T"#fc4-iXTy -4-(7 5vl^T $ 7)t°-<y ^>-l-#/l^>^tert-:/^- 
/K12.5 g)Of^(30 ml)t^^7Wb* y A(6.55 g)tf>7MM(10 ml)^M 

T-MTUfc s^^50°c-eiB#ra/O^Mfcm> tKt^ru RSfc^A'T? 
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$nH(6.7g,47%)£ Ltffc, NMR(CDC1 3 ) 6 : 1.46 (9H, s), 1.80-1.95(2H, 
m), 2.32-2.50 (2H, m), 2.93 (3H, s), 3.10-3.28 (2H, m), 4.05-4.28 (2H, m), 4.84 
(2H, s). IR (KBr): 1696, 1420 cm" 1 . 

91c) 1-* tVU-2.4- v^^-fr- 1,3.8- h V Tif^ b°P [4.51^^7 ^-8-i7/^>-^tert- 

mMM91b)X-'&fr4-^T J -4-(l-^< 5v^!7 W K) fcV< y ^^-1-^/^'^^tert- 
^/K3.85 g)<t 10%m^(10 ml)©^^%^-t?10^P B ^>6^?l^c^, tK-C^t 

TK^-t" h y !?A-e^Ufc 0 ^£©56 U ®IB^#3^Hfe^0 B B (2.17 g, 
56%) t LT#fc 0 NMR (CDC1 3 ) 6 : 1.24-1.32 (2H, m), 1.48 (9H, s), 1.66-1.75 
(2H, m), 1.80-1.93 (2H, m), 2.82 (3H, s), 3.40-3.59 (2H, m), 4.00-4.25 (2H, m), 
8.03 (1H, s). IR (KBr): 1767, 1716, 1700 cm" 1 . 

9 Id) 3-f3-(6-^ p T2-2-j-7 : ?-/l')X/Uft~sl'7 > T2 f/l/-2,4-v't^y- 
1,3,8- h y Tif* b°a [4.51^^7 ^-8-^7 /l^^^tert-^^ 

^»!j91c)-e#fcl-^ ^•/^^-v'^-^-^-l^^- h V TfX fn >-8-# 
JU7$lsm&rt-7' : ?-sl'hM1fcffll8b)X'&t~3-(6-? u P-2-7-^7VP);*/Wft~ yK7°n 
✓V feH«!l88a) i: bfcSIB^-a-^^«ife^(71%) i LT^fc 

NMRCCDCls) 6 :1.48 (9H, s), 1.50-1.60 (2H, ra), 1. 78-1. 92 (2H, m), 
2.00-2.13 (2H, ra), 2.81 (3H, s), 3.18-3.27 (2H, m), 3.35-3.53 (2H, m), 
3.59 (2H, t, J = 6. 8), 3.98-4.20 (2H, m), 7.60 (1H, dd, J = 2. 0 and 8.8), 
7.84-8.00 (4H, ra), 8.47 (1H, s). 

91e) 3-f3-(6-^ p P^-T-^^t^/l^fr—zi^g b°/U1-l-^ ^/^-8-(2-^ tV^-4- t° 
V v^M.3.8- b y Tif * t° p r4.5l7*;fr V-2,4-^^-^ 

^»!l91d)-^Wc3-[3-(6-^ p p^-t-^/I^/Mn— /K7°p \??V\-\-*^-;V- 
2,4- y -1,3,8- h y TIP* k°n[4.5]7**^-8-*/^ ^^tert-7 t 7^/K0.39 g) 

tzM, m&m^ h/^^&Mz-, mm&misfro rnrnm*^* /K20mi)^ 

t&ffi U b y x^;l/7 5: ^(0.7 ml)*3 J; tM-^ p p -2-^ 7VH: 0 y v>^(0.25 g)£r 
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^&*B6*&5fc(0.27g, 67%) t bT#fc 0 NMR(CDC1 3 ) 5 : 1.60-1.75 (2H, m), 
1.90-2.15 (4H, m), 2.47 (3H, s), 2.79 (3H, s), 3.20-3.30 (2H, m), 3.62 (2H, t, J = 
6.4), 3.75-3.90 (2H, m), 6.50-6.59 (2H, m), 7.60 (2H, dd, J = 2.0 and 8.8), 7.85- 
8.00 (4H, m), 8.19 (1H, d, J = 6.0), 8.47 (1H, s). 
7&*4Wm C,,H 19 N,a0 4 Si:UT 

(%) : C, 58.00; H, 5.59; N, 10.02 
MMiW: (%) : C, 58.22; H, 5.55; N, 9.88 
HWJ92 

4-fN-r3-(6-^ u n-2--f''7=f-M^,;vi^=^;v^ , x2 tf/H-N-^^/iofr/w^^ /M-l-(2- 

92a) 4-T § I -l-(tert-^ b ^i^#/i^^A-)-4-t: e ^ V -J^iJ;V^m 

2,4ri?tty -1,3,8- h V TfX t c n[4.5]^ >--8-^7/^^>-^tert-^^K8.08 
gX N,N-v^ 5: 7 tr 3J v?V(37 mg) fei^ h y xf;l/7 5 ^(3.05 g) <D 

THF(200 ml)^^ -^^^-tert-^>M14.4 g)«T U $ h \ZiSSSLT*SimR 

■ 

Agfcbfc, #btbfc@#:^v f ^ b ^ v-^* ^(200 ml)fci§#? U INtK^^" b 
y ^A7k^(250ml)^P^L. m®X-24mffifr%m&tz. 0 ?Ffflft&5±U 

£SJx *ife> *a»b-tSIB'fb^fe(5.63g,76%)Sr#fco 6»?:IiLt, 
jnB<b'fr4b(1.17g, 16%)£r#7c 0 NMR(CDC1 3 +DC1 one drop) 5 : 1. 47 (9H, 
s), 1.68-1.90 (2H, m), 2.10-2.20 (2H, m), 3.45-3.80 (4H, m). 
92b) l-(tert-T7* h^ri^^^^M-4-(^ h±l^A^=^T % J V4-fc°^y 

MMM92a)X&tz4-T ^ J -l-(tert-^ b^#/I^=/V)-4-fcV<y -J^iJjV^ 
^(0.98 g) t tT y v^(0.8 g)G9^ft^ ^ W^(50 ml)^— -30°C-e^ n a^ife^ 
/K0.95 ml)<gr?&TU 6>Hl5BWD*»#»«fc. RJS«TSraHt b. 
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Us MtKM^- h y ^t«Lt ^3££MEE^LT®ia>fb^(o.6i g, 

48%)£r#fc 0 NMR (CDC1 3 ) 5 : 1.25 (3H, t, J = 7. 1), 1.46 (9H, s), 
1.90-2.20 (4H, m), 3.00-3.22 (2H, m), 3.76-3.98 (2H, m), 4.13 (2H, q, J 
= 7.1), 5.11 (1H, bs), 7.47 (1H, bs). IR (KBr) : 1698, 1674, 1534, 1433 
cm" 1 . 

92c> 4-IN-f3-(6-^ g u-2--3-7^-M7-Jl-7is=./uy ! 'u tiVi/l-N-^ 
SUtef!l92b)-e#fcl-(tert-^ h^v-#/Wi^/l')-4-(^ h^^/^=^T 5: /)- 

l^;6>b^ii#!j30b)£: RBIfc: LTMfE<b^£Mfef&*(94%) t LT#fc 0 
NMR (CDClj) 6 : 1.28 (3H, t, J = 7.0), 1.44 (9H, s), 1.70-1.92 (2H, m), 1.92- 
2.10 (4H, m), 3.12 (3H, s), 3.12-3.85 (8H, m), 4.12 (2H, q, J = 7.0), 4.97 (1H, s), 
7.57 (1H, dd, J = 1.8 and 8.8), 7.84-8.00 (4H, m), 8.49 (1H, s). 
92d) 4-IN-r3-(6-^ p P-2-t7f M^^s/U^p tf/H-N-^ ^vl^;fr;W^^ 

HJfe^!|92c)^#fc4-[N-[3-(6-^ n u^-^^vl^/Wtfwl^n tVU-]-N-^ ^Vl' 
*;W^/('/i/].4-(x h^ri/^/^7j?^/PT 5 !J v 5 1-;*7 /Wi? l/^tevt-zf^ 

^frbmMM9ie)tmmfrvxMmfc^&m&ffim94%)k ttut, nmr 

(CDC1 3 ) 8 : 1.23 (3H, t, J = 7.1), 1.88-2.20 (4H, m), 2.20-2.42 (2H, m), 2.44 
(3H, s), 3.10-3.40 (4H, m), 3.15 (3H, s), 3.42-3.66 (4H, m), 4.11 (2H,q, J = 7.1), 
5.06 (1H, s), 6.40-6.55 (2H, m), 7.57 (1H, dd, J = 1.8 and 8.8), 7.83-8.00 (4H, 
m), 8.16 (1H, d, J = 5.8), 8.49 (1H, s). 

5n*##Mift C 29 H3 5 ClN 4 0 5 S-0.5H 2 0i: LT 
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£HMtt (%) : C, 58.43; H, 6.09; N, 9.40 
SHtt (%) : C, 58.65; H, 6.05; N, 9.14 

4-T ^ 7 -N-f3-(6-^ n c2-f 7f/>)^;^= bVH-N-;* fyW-l-Q-.* gvi^ 

4- if y i?7W4- y 2^ ^ H 

93a) l-(tert-:/ h^-^^JJ^=-M-4-(tert-^ h *ci/1j /Vfi—J^T $7)- 4-b°^< U 



:iSM92a)T'#fc4-T 5 / -l-(tert-^ h 3ci/$/Utf— ;U)-4- y S^^yM?^ 
!(2.45 g)<01N7kSMb"?- F V V AtK^S(8 ml)^-j^^-tert- 7^(1.09 g^ 

L 17^12^^(0.61 g, 74%)£#7c b NMR(CDC1 3 ) 
5 : 1.44 (9H, s), 1.46 (9H, s), 1.90-2.10 (2H, m), 2.60-2.90 (2H, m), 3.08-3.22 
(2H, m), 3.75-3.90 (2H, m). 
15 93b) 4-(tert-^ h^i/^/^t^/WT ^ /)-4-fN-r3-(6-^ n P-2-t7f;v)^;i/»= 

^^J93a)T*#fcl-(tert-^'hdrv'^/W#— /V)-4-(tert-^ b ^So&Atf^/l'T 
* y ). 4- y v'^/wK^i: 2-(2-7 ^vi'T 5 7 ct^vw*/Ujfc= /u)-6-^ n u 

20 NMRCCDClj) S :1.44 (18H, s), 1.70-1.82 (2H, ra), 2.00-2.20 (4H, m), 

3.10-3.80 (8H, m), 3.15 (3H, s), 4.83 (1H, s), 7.55-7.62 (1H, m), 7.85- 
8.00 (4H, m), 8.47 (1H, s). 

93c) 4-T 5: y-N-r3-(6-^ a v-2--f-7f-?V\X}Vfo=.;V-7v. f-^-l-(2-^ 
b° y ^-)-4- y i^TJ /Wf^-fr % K 
25 ^«j93b)t?#fc4-(tert-7 h 3r v'TJ/^^/UT 5: 7 )-4-[N-[3-(6-^ cz n -2--T-7 

NMRCCDCl,) 5 : 1.50-1.70 (2H, m), 1.96-2.10 (2H, m), 2.20-2.30 (2H, 
ra) , 2. 44 (3H, s) , 3. 10-3. 20 (2H, m) , 3. 25 (3H, brs) , 3. 30-3. 45 (4H, tn) , 
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3.48-3.70 (2H, m), 6.45-6.55 (2H, ra), 7.59 (1H, dd, J = 2. 0 and 8.8), 
7.85-8.00 (4H, m), 8.15 (1H, d, J = 6.4), 8.46 (1H, s). 
TzMftffiW. C 26 H3 ! C1N 4 0 3 S*0. 75^0^: LT 
fUMS (%) : C, 59.08; H, 6.20; N, 10.60 
(%) : C, 59.09; H, 6.17; N, 10.52 
H;6i#!l94 

3-(7-^ a u-2--T^^-M X/lsTfr—A^N-* ^^-N-Cl-(2-^ ^l^-4-fc° ]) vMH 

y vvr] -7° n £g >- r K 

94a) 3- (7-^ P p -2-^-7^-/^) ^/Ufr^l^P^^Qfr/Uaft ^jfe 

#j£*|-fe©ffc(53%) <t LT#fc 0 NMR (DMS0-d 6 ) 5 : 2.58 (2H, t, J = 7.3), 

3.62 (2H, d, J = 7.3), 7.78 (1H, dd, J = 2. 2 and 8.8), 7.95 (1H, dd, J = 

2.0 and 8.8), 8. 16 (1H, d, J = 8.8), 8.25 (1H, d, J = 8.8), 8.40 (1H, d, 
J = 2.0), 8. 59 (1H, s). 

94b) 3-(7-^ a p-2-^-^^-M^/W^^-^-N-^ ^-/^-N-ri-(2-p< b° V 

»!!30a)-e#fc4-^ f~A/T ^ J -l-(4- fcf y 5?/U) t°^< JJ v^tf> b^F(l76c) 1 IsMi 
(^U-CSISi:b^^^lS^B(58%)i Ltifc. NMR(CDC1 3 ) 6: 1. 50-1.95 
(4H, m) , 2. 45 and 2. 48 (3H, s) , 2. 76 and 2. 83 (3H, s) , 2. 80-3. 05 (4H, m) , 
3.57 (2H, t, J = 7. 7), 3.93 (2H, m), 4.59 (1H, ra), 6.45-6.60 (2H, m), 
7.64 (1H, dd, J = 2. 2 and 8. 8), 7.85-8.05 (4H, ra), 8.15 (1H, d, J =6.0), 
8.42 (1H, s). 

itW^\% C 2 6 H 2 8 N 3 0 3 SCI- 0.5H2 O t LT 
fUMtt (%) : C, 60.66; H, 5.90; N, 8.49 
mm<& (%) : C, 60.82; H, 5.72; N, 8.53 
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95a) 3- (5-^ p a-2-^Z7=?-/\s)*/Usfr=-jU~7vs*l>'Jj/U7$l/M: 

p vr-7$ /M^~/l^b^f£#ij76a)<b L-CSfE'fb'g' 

■#5r&fe@#(64%)£: NMR (DMSO-dg ) 6: 2.59 (2H, t, J = 7.3), 

3.64 (2H, d, J.= 7.3), 7.71 (1H, t, J = 8.0), 7.96 (1H, d, J = 7.8), 
8.09 (1H, dd, J = 2. 0 and 8.8), 8.28 (1H, d, J = 8.4), 8.42 (1H, d, J = 
8.8), 8.71 (1H, d, J = 2.0). 

95b) 3-(5-^ v u-2--t"77-MXJ>l'ft=-A'-'N-* ^/WN-fl-(2-^ =3-;\s-4-\?V SVW). 

f!2&#!l95a)-^#fc3-(5-^ p B-2--^7^-/U)^/H^=^7'B^^3tr-n^j?>Sfe^ H 
»j30a)-e#fc4-^ ^/WT $ J -l-(4- fc° 1) vvP) fcV« P feHlfi«76c) 4: IrIEI 

I' LTM12fb^^£$ife5|&*(64 0 /o)^ LT#fc, NMR(CDC1 3 ) 6: 1.50-1.95 
(4H, ra) , 2. 45 and 2. 47 (3H, s) , 2. 76 and 2. 82 (3H, s) , 2. 80-3. 05 (4H, m) , 
3. 60 (2H, t, J = 7. 5) , 3. 93 (2H, m) , 4. 58 (1H, m) , 6. 45-6. 60 (2H, m) , 
7.58 (1H, t, J = 8.0), 7.80 (1H, d, J = 7.6), 7.95 (1H, d, J = 8.4), 
8.01 (1H, dd, J = 1.8 and 8.8), 8.15 (1H, d, J = 5.8), 8.48 (1H, d, J = 
8.8), 8.53 (1H, d, J = 1.8). 
jtmfttirm. C 2 s Hg 8 N 3 0 3 SCI • 0. 5H 2 0 1 tT 
ff-^fii (%) : C, 60.66; H, 5.90; N, 8.49 
%MU (%) : C, 60.54; H, 6.15; N, 8.56 

3-(6- * h *cl/-2--r ~7 f-M* E^kzMz * ^^-N-f l-(2- * 5vi--4- b° V i?/V)-4- \f 

96a) 3- (6- * b j£ i/-2--}~ 7 fvW) P ^ V # yM? 

^&&&@#(68%)£ L-C#fc 0 NMR (DMSO-dg ) 8 : 2.56 (2H, t, J = 7.4), 
3.57 (2H, d, J = 7.4), 3.93 (3H, s), 7.34 (1H, dd, J = 2.2 and 8.8), 7.50 (1H, d, J 
= 2.2), 7.84 (1H, d, J = 8.8), 8.06 (1H, d, J = 8.8), 8.14 (1H, d, J = 8.8), 8.48 (1H, 

s). 

96b) 3-(6-^ h 7f M7M^-N-^ ^vWN-ri-(2- * ^v^-4- if V 
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J6^J30a)T?#fc4-^ ^7 $ J -l-(4- fc° y t°-< y fc HJfi#iJ76c) t PJ 

{- UTSia<b^^:Mfe^HB(63%)i: LT#fc 0 NMR(CDC1 3 ) 5: 1.50-1.95 
(4H, m) , 2. 45 and 2. 47 (3H, s) , 2. 75 and 2. 82 (3H, s) , 2. 80-3. 05 (4H, ra) , 
3.56 (2H, t, J = 7. 7), 3.93 (2H, m), 3.97 (3H, s), 4.60 (1H, ra), 6.45- 
6.60 (2H; m), 7.21 (1H, d, J = 2.2); 7.29 (1H, dd, J = 2. 2 and 8.8), 
7.80-7.95 (3H, m), 8.15 and 8.19 (1H, each d, J = 6. 0) , 8.41 (1H, s). 

yumftVfm. c 2 6 h 3 , n 3 o 4 s • o.sh,, o^lt 

tW'tt (%) : C, 63.65; H, 6.57; N, 8.56 
Mife (%) : C, 63.87; H, 6.40; N, 8.61 



3-(6-:7/l^g-2--j-:75Vt^A->fr— /i^-N-p* fvWN-ri-(2-^ jM±4z¥ 

97a) 3- (6- Z p - 2 ~^~ Z 2 = i±2! p /A tk£j 

&m*m&$g&<2l%)t bT#fc„ NMR (DMSO-dg ) 8: 2.57 (2H, t, J = 
7.3), 3.61 (2H, d, J = 7. 3), 7.65 (1H, dt, J = 2. 6 and 8.8), 7.88-8.00 
(2H, ra), 8.19 (1H, d, J = 8.8), 8.35 (1H, dd, J = 5. 8 and 9.2), 8.64 (1H, 
s). 

97b) 3-(6-^/^p -2-^-^^/^)^/W^^/l^-N-^ ^yKN-fl-(2-^ ^-/U-4-t° ]} 
/^)-4- 1:°^< y SMj ^° p s< 5: K 

Jfe$l97a)T-#fc3-(6- °7 tvit u -2-^ 7 f^X/^i/^o s< ^"ZuVig. t 
W03Oa)-e#/t4-^ *f->V7 5 / -l-(4- t° ]) *J;V) y h HWJ76c) t m 

\Z. VXMfZfc&^&M&MMiiG™) t L-C#fc 0 NMR (CDC1 3 ) 6 : 1. 50-1. 95 
(4H, m) , 2. 44 and 2. 47 (3H, s) , 2. 75 and 2. 83 (3H, s) , 2. 80-3. 05 (4H, ra) , 
3.58 (2H, t, J = 7. 7), 3.93 (2H, m), 4.60 (1H, m), 6.45-6.60 (2H, m), 
7.44 (1H, dt, J = 2.4 and 8.6), 7.57 (1H, dd, J = 2. 2 and 9.6), 7.88- 
8.08 (3H, m), 8.14 (1H, d, J = 5.8), 8.51 (1H, s). 
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Ttmftffim C 2 5 H2 8 N 3 0 3 SF • 0. 25H 2 Ob IT 
fl-JHg (%) : C, 63. 34; H, 6. 06; N, 8. 86 
MWM (%) : C, 63. 22; H, 6. 17; N, 8. 59 
H»J98 

3- (6-^< ^■2-t7fA')^^=^-N^ ^/^-N-fl-(2-p< ^vU-4-t:° ]) SW-4-fc^< 

SSa^ 3- (6- * f2k-2z± "7 gvj^ ^ /l^7fr ^p/nV^ 

^-fb6-^ f/k?"7^ l/>-2-*/l^~/l^kll;KS#!l76a) £ b-CjglB-fb'g' 
%&4§#,@ffc(50%)<*: l/tifc. NMR (DMSO-de) 6 : 2.54 (3H, s), 2.56 (2H, t, 
J = 7.4), 3.59 (2H, d, J = 7.4), 7.56 (1H, dd, J = 1.4 and 8.4), 7.86 (1H, dd, J = 
2.0 and 8.6), 7.87 (1H, s), 8.08 (1H, d, J = 8.6), 8.12 (1H, d, J = 8.4), 8.52 (1H, 
s). 

98b) 3-(6-^ 5Vi^-2-:?-:7^/U)^/P3ft~/WN-^ 5vWNT-ri-(2-^ <?-/is-4-¥ ]} V/u)- 

4- y i?M zfu/^l^T $ K 

^Jfe0ij98a)-T?#fc3-(6-^ ^/U-2-^7^A^)^/l^=^^B^^*A^^Bfti H 
»j30a)-e#fc4-p« ^A-T $ 7 -l-(4- 1° JJ vvV)fc°-< JJ i^tf* b«#J76c) £ 
»-U"CSSBft;^*bSr«8feSili(58%)fc LT#fc„ NMR(CDC1 3 ) 6: 1.50-1.-95 
(4H, m) , 2. 44 and 2. 46 (3H, s) , 2. 57 (3H, s) , 2. 73 and 2. 80 (3H, s) , 
2.80-3.03 (4H, m)> 3.57 (2H, t, J= 7. 7), 3.91 (2H, m), 4.58 (1H, m), 
6.45-6.60 (2H, ra), 7.48 (1H, dd, J = 1. 6 and 8.4), 7.71 (1H, s), 7.80- 
7.95 (3H, m), 8.14 (1H, d, J= 6. 2), 8.45 (1H, s). 
Ttmftmm. C 26 H 31 N 3 0 3 Si:LT 

(%) : C, 67.07; H, 6.71; N, 9.02 
mm^. (%) : C, 66.77; H, 6.64; N, 8.97 

4-\3-(6-f p p -2^Z^2^l2^k^=/k^BJl I 4 ^1-8-(2-^ fv^-4- \£ V 
TT^MzEL^Z: IMF?* k. 

99a) 8-(2-^ ^/W-4- tf V i?A>)-l-?-T -4.8-i?T X if g T4.51^^7 > 

^»j42a) -C#fc l-(2- p« 5vW4- f !J v>A-)-4- V K>(0.80 g) t x^^T"T 51 
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5 -£^(0.52 g, 50%) &#fc 0 NMR(CDC1 3 ) 5: 1.96-2.01 (4H, m), 2.45 (3H, 

s), 3.02 (2H, t, J = 6.2), 3.17-3.44 (4H, m), 3.64-3.76 (2H, m), 6.50- 
6.57 (2H, m), 8.17 (1H, d, J = 6. 0) 

99b) 4-f3-(6-^ p n-2--}-7^M7./ls7fr—/Uzfus*/ ^/V1-8-(2-^ 5vW4-fc° V 

10 ^J£^j27b)-e#fc3-(6-^ a P -2-t ^^^/^^yn ^y^^V^O.SO 

g), H}&#ij99a)-e#fc8-(2-y fvU-4- fc° U ^)-l-^T-4,8- S>T1f * t° p [4,5]^"^ 
^(0.25 g):fc .fctFv^ y \fjV^jVT % V(0.14 g)©*ftflS^ ^>-(10 ml)^ 

is^s-^ p p-i,3-v^ ^vm' ^ ^y y ? A(o.i9 g>*to%., mm.x9^mt^ 
15 mmm*^ y # 7 lt n sia-fb^^r^i&^o.is g, 24%) £ u 

-C#fc D NMK(CDC1 3 ) 6: 1.57 (2H, d, J= 9. 7), 2.45 (3H, s), 2.79-3.08 
(8H, m) , 3. 53 (2H, t, J = 7. 5) , 3. 84 (2H, d, J = 9. 7) , 3. 96 (2H, t, J = 
6.1), 6.42-6.47 (2H, m), 7.59 (1H, dd, J = 2. 2 and 8. 8), 7.91-7.96 (4H, 
m), 8.11 (1H, d, J = 6.2), 8.45 (1H, s). 
20 ytmftffim C 26 H 28 N 3 0 3 S 2 C1-H 2 0i: tX 
wtWife (%) : C, 56.97; H, 5.52; N, 7.67 
Ha!Hi£ (%) : C, 57.18; H, 5.58; N, 7.53 

mmmioo 

25 ]) iS/U^y/S^T ^ 

100a) 3-(6-y P P-2-=3r/ V /V) ^^p s^^X/UtS^M? 1 

2, 6-v^ p p =3r/ V ^(G. B. Bachman et al., J. Org. Chem., 1944, 9, 
302)(1.35 gK S-^/^yh^D tf^-^^^(0.98 g) *5 J: V M 
(1.03 g)£DMF(10 ml){^P^, 60°CTn3B#P^#?li?fc o ^^^tKT'^L. 
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(1. 25 g, 65%) £ LXftfc. NMR (CDC1 3 ) 6 : 2.89 (2H, t, J = 7. 0) , 3. 57 
(2H, t, J = 7. 0), 3.72 (3H, s), 7.20 (1H, d, J = 8.8), 7.57 (1H, dd, J = 
2.2 and 8.8), 7.34 (1H, d, J = 2.2), 7.80 (1H, d, J = 8.8), 7.86 (1H, d, 
J = 8.8). 

100b) 3-(6-^ p p-2-^/ V M 7,jl»fc=./uyu /<l/jj;U7$l/MJ- gv> 
^»!llOOa)-e#fc3-(6-^ p n-2-^r J U )V) 7-*zfus*^jj vHjSl'IM ^frfr 

b^mmiti t mmz. vxmmi^^m^ v (59%) t L-c#fc„ nmr 

(CDCI3 ) 5 : 2.93 (2H, d, J = 7.8), 3.67 (3H, s), 3.88 (2H, t, J = 7.8), 7.80 (1H, 
dd, J = 2.2 and 9.1), 7.94 (1H, d, J = 2.2), 8.14 (1H, d, J = 8.6), 8.16 (1H, d, J = 
9.1), 8.37 (1H; d, J = 8.6). 

100c) 3- (6-^ p p-2-^f J V M xjUTfr—juy'u /isiSl/m 

^JS#iJl00b)-e#^i3-(6-^ n V flS) *A*fr=>A''7n'<>'jJA*ftlJBt* 

^■/V*»feHJ6^!l38c) t mm\Z LTjHl&f&^Mfe (78%) £r#fc 0 NMR (DMS0-d 6 ) 5 : 
2.72 (2H, t, J = 7.3), 3.82 (2H, t, J = 7.3), 7.99 (1H, dd, J = 2.3 and 8:9), 8.16- 
8.25 (2H, m), 8.38 (1H, d, J = 2.3), 8.76 (1H, d, J = 8.9). 

lOOd) 3-(6-^ p V /l-)7/W»=^.N^ 5VWN-fl-(2-^ 7-/U-4-tf ]) S?/W>- 

^»!ll00b)-e#fc3-(6-^ P P-2-=3r7 ]} ;V) *;Vifr~/V7'T2S<^% /VlSl^t 
^J60»j3Oa)-e#fc4- ^ ^VUT 5 / -l-(4- \f V *J/V) fc"W U ^Jg^!l99b) £ PI 

«fcLTHSB<fr^&8^&t&*(7.8%)i: UT#fc, NMR (DMSO-dg ) 8: 1.58- 
1.77 (4H, ra), 2.46 (3H, s), 2.55 (1H, s, l/3Me), 2.76 (2H, s, 2/3Me), 
2. 83 (4/3H, t, J = 7. 5), 3. 01 (2/3H, t, J = 6. 9) , 3. 1-3. 3 (2H, m) , 3. 80- 
3.93 (2H, ra), 4.0-4.4 (2H, m), 4.51 (1H, m), 7.06-7.12 (2H, m), 7.99 (1H, 
dd, J = 2. 2 and 9.2), 8.12-8.25 (3H, m), 8.39 (1H, d, J = 2. 2), 8.76 (1H, 
d, J = 8. 6) . 

JuWAtittU C 2 4 ^ 7 N 4 0 3 SCI -HC1 • 0. 7H 2 0 1 LT 
ff-gDfjS (%) : C, 53.69; H, 5.80; N, 10.09 
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R 

mmm (%) : c, 53.77; h, 5.53; n, 10.49 

l-f3-(6-^ p T2-2--r73-M*^-fo~^v bVH-3-^^/W-8-(2-^^-/W-4-b°y i? 
M-1,3,8- b V T*f* \^o\4.S]^^>-2A-^^-^ 

101a) 3-^^-^-2.4-v ? ^-= 3 ry-1.3.8- b V Tlf^ ggj4Jjl2f# >-8-*/l'&>8t 

2 f 4-^^y-l,3,8- b V 7f^ t°n[4.5]^^7 >'-8-#/VJj?>'Ifetert-^/l'(2.92 
g)t^ife* U ^A(1.64g)ODMF(40ml)?l^^^ig.T'10^^#^ ; t?fc^ 
cfc5<t:^^Klml)^n^l7^^t^fc 0 $^3>«tJBE«3e Lfcfc, igtl^ 

fc D ^^MffiS*UTSIS^^^Mfe^B(2,91g,95%)i: b-C#fc 0 NMR 
(CDC1 3 ) 6: 1.47 (9H, s), 1. 55-1. 65 (2H, m), 1.95-2.06 (2H, m), 3.02(3H, 
s), 3.15-3. 30 (2H, ra), 3.95-4.10 (2H, m), 7.08 (1H, s). 
101b) 1-(3-^p ^r-fn b°M-3-^^-2,4-^^ry-l,3.8- b V Tif^ b°PT4.51 
>--8-^/^^^^tert-y^/V 
HWJlOla) T*#fc3-^ f-JV.2,4r-J^ y-1,3,8- b V Tif X t°n [4.5]T^ >-8- 
^/^^^tert-^^Kl-34 g)(DDMF(15 mLM^^^iti- b V *7 A(60%?ft 
t£ ; 0.2 g)^Bx.l^^^^i?7tmx l,3--^^n^^n^^(1.43 g)^P^4B#W 

by * A -efftft UfCc «SWESr® * b , ggf^l £r S/ y # 7 A TitM U 

X, Siafb-^ (1. 35 g, 70%) £#fc 0 NMR(CDC1 3 ) 6: 1.48 (9H, s), 1.58- 
1.68 (2H, m), 1.80-1.93 (2H, m), 2.10-2.20 (2H, m), 3.00 (3H, s), 3.34 
(2H, t, J = 7.2), 3. 40-3. 58 (2H, m) , 3. 59 (2H, t, J = 6. 0) , 4. 00-4. 20 
(2H, m). 

101c) l-f3-(6-^ p P-2-t7fM^;^^^7°P fcVH-3-^ ^-^-2.4-^^~^f-- 
1.3.8- b y Zl£S fc°pf4.51^#>-8-;fr/I^V^ert-:/^v^ 

HJfe^JlOlWT^fcl-CS-^P^T'n If 7>)-3- ^ ^-2,4- ^#y- 1,3,8- b U T 
if* fc°P[4.5]x^^-8-*/^#^iH;ert-^^/^t^ifg^iJld)-e#fc6-^ n P-2-^ 
fr%-?Y')rzr9 l/^^b^Jfe««j3a) t I^^C LTl-[3-(6-^ n D-2-^"7^/W)^ 
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!7°p fcVu]-3-p< ^ L /U-2,4-^ d ri^-l,3,8- h V Tif * fc°P [4.5]t*;*7 C/-8-#/M^^ 

fc£^(0.71 g, 64%)£**f:: 0 NMR(CDC1 3 ) 6: 1.50 (9H, s), 1.57-1. 66 (2H, 
m), 1.75-1.90 (2H, m), 2.04-2.16 (2H, m), 2.97 (3H, s), 3. 2 4(2H, d, J = 
7.4), 3. 38 (2H, t, J = 7.2), 3.40-3.55 (2H, m), 4.00-4.25 (2H, ra), 7.60 
(1H, dd, J = 1. 6 and 8.4), 7.76-8.00 (4H, m), 8.48 (1H, s). 
lOld) l-f3-(6-^ p u-2--r-7^M^J^~/V^u ^A--8-(2-^ ^vi^-4- 

b°y vvW)-l,3,8- h V TfX ifuH.SlfjJ 

^»!ll01c)-e#fcl-[3-(6-^ n v-2--?-7?-/V)X/U7is=./Uzfx2 \f>V\-%-J.*$'>V- 
2,4-^^-^-1,3,8- h y 7*1?* t'n^.SlT^^^-S-^/^V^tert-^/^^^Jfe 
0ij91c) t mmfc LTSfBfb£*Sr&fe©5|5(0.76 g, 88%) t LT#fc 0 NMR 
(CDC1 3 ) 8: 1.65-1.85 (2H, m), 1.89-2.00 (2H, m), 2.05-2.15 (2H, m), 2.47 
(3H, s), 3.00 (3H, s), 3.22 (2H, t, J = 7.4), 3.33 (2H, t, J = 7. 4), 
3.60-3.72 (2H, m), 3.78-3.87 (2H, m), 6.40-6.60 (2H, m), 7.58 (1H, dd, J 
= 2.0 and 8.8), 7.70-8.00 (4H, m), 8.20 (1H, d, J = 6. 0) , 8.45 (1H, s). 
7C*£#N£ C 27 H 29 CIN 4 O 4 S-0.5MeOHi: LT 
tUftt (%) : C, 59.29;- H, 5.61; N, 10.06 
MMU (%) : C, 59.32; H, 5.77; N, 10.16 

4-f3-(6-^ g P-2-t7f-^)^^»=-^P tf^1-8'-(2-p<^'^-4-bry S?M-l-f-7- 
4.8- v^TiF^ \£ E r4.5l7 g ^7 >-3-^-^ ^ K 

102a) 4-f3-(6-^ P p -2-t7f-M^/l/»=^P K°M-3-$-3ry -1-^-4.8-1? . 
^Jfe^ij90c)X'#fc4-[3- (6-^ np-2-t7f;U)^M=/^n tf/^-3-^-^r 

^•T-4,8-i>Tif^t: 0 p[4.5]r r ^>-8-^7y^^ terir^/i^»bSJS3ftttCi: Lt 

t LT#fc 0 NMR(CDC1 3 ) 6: 1.34-1.41 (1H, ra), 1.51 (9H, s), 1.99-2.30 
(5H, m), 2.98-3.71 (8H, m), 4.21-4.35 (2H, ra), 7.60 (1H, dd, J = 2. 0 and 
8.6), 7.86-8.01 (4H, m), 8.48 (1H, s). 
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102b) 4-\3-(6-7 PP-2-t7fM7;^z;^n t:Vui-8-(2- ^ gvW4^ U 
M-l-^T-4,8- v'TIf b" P f4.51-r # V l-a-3r v; K 

HWil02a)t?^4-[3-(6-^ n P-2--**:7^7l*);*/l':k=. /U7°p tVW-]-3-^"^r y-1- 
^-4,8-^7 If;* l^o[4.5]fi7y-8-*/^y^ tert-l/^vUl-^^v' K(0.30 g) 
(Offim^f-MS ml)^^4N^b7K*@^^^^(10 ml)^r^JPx.^-eiB#ffl 
3&»#iH?fc. ^jftSr«BE©* U-C#btL)t»e4fiJs -2-^ ^vUbT y i?^ 

(69 mg)£ h y ^)VT % ^(109 mg)^x^ y — ,u(io ml)U:;tolx_-C,£Mf "t^ 
150°C 15B* b fc„ St^BEM U Bi^M & v- y # 7 A 

It J: 5 »»l bT. SIBfc^£&fei&;fc(70mg,24%)£: tT#fc„ NMR(CDC1 3 ) 
6: 1.75-1.93 (2H, m), 2.07-2.31 (4H, m), 2.48 (3H, s), 2.93-3.75 (8H, 
ra), 3.88-3.95 (2H, m), 6.51-6.58 (2H, m), 7. 57 (1H, dd, J = 2. 0 and 9.0), 
7. 85-7. 95 (4H, m) , 8. 22 (1H, d, J = 6. 2) , 8. 47 (1H, br s) . 
Tcmftffim C 2 6 H 2 8 N 3 C10 4 S 2 • 0. 5Et 2 0 1 b X 
3f"3M£ (%) : C, 57.67; H, 5.70; N, 7.21 
(%) : C, 57.88; H, 5.64; N, 7.04 
H5&0!jlO3 

443.(6-^ pp -2-j-y ±A$2^k2£E^7jE tf/U1-8-(2-ptf-/W-4-tf y vvH-l-^T- 
103a) 4-r3-(6-^ p =f->V)7.;Vfo=. ;K7°p M° M-3-Jr*c 1/ -l-^T -4£-i? 

^»J90c)T*#7c4-[3- (6-^ p p -2-^:7 ^V^-X^^/I^p tVP]-3-^-^r V-l- 
^■T-4,8-5^T1f^tfP[4.5]f**^-8-*/^>'S& tert-^^vl^kSJS^&i: bT 
^ p p 7M^££7tmCPBA£r6.4Mfl^BV\ H«!j7d) mttlcfllfb bTMIB-fb 
-g-%(45%)^fe^*i: LTifc, NMR(CDC1 3 ) 8: 1.45 (9H, s), 1.93-2.28 
(6H, m) , 3. 17-3. 55 (6H, m) , 3. 80 (2H, s) , 4. 18-4. 24 (2H, m) , 7. 56-8. 07 
(5H, m), 8.48 (1H, s). 

103b) 4-\3-(6-7 PP-2-t7f/H^;^^;^P b°/H-8-(2r^ 5vl^-4-t:° V i? 
HW!ll03a)-e : ?#4-[3-(6-^ P n -2-^-7 TA^^Ao^^j^u \? ;]/]-Z-jr*c V -\- 
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^T-Afi-VTlr* fc°p [4.5]^% >-8-*A<rf>m tart- WvH,l- Kd> b 
Hife#ij83c) <b FIUSC: L"CJ8IB<t:^«»Sr»fet&5lc(14%) i: LT#ifc. NMR (CDC1 3 ) 
8: 2.01-2.21 (4H, m), 2.35-2.43 (2H, m), 2.50 (3H, s), 3.18 (2H, t, J 
= 7.3), 3.52-3.60 (6H, m), 3.91-3.97 (2H, ra), 6.54-6.58 (2H,m), 7.59 
(1H, dd, J = 2. 0 and 9.0), 7.83-7.97 (4H, m) , 8.22 (1H, d, J = 5. 8), 
8. 45 (1H, d, J = 1. 0) . 
Hi£0iJlO4 

2-[3-(6-^ P P^2^2^±MZ^lE^2lE ^]-8-(2-^^/U-4-fc°y 
2, 8-^Tif * \f a [4. 5]^ l^-l-^t^ 

104a) 2-[3-(6-^ P P-2-t7f ;l/)^;l/^-^7°P \fM-l. 3-st^-y-2,8-i?T 

^»j85c)-e#fc2-[3-(6-^ p p-2-^-7^u-)^/^tK— i?/V\-2,8-i?Tf 
X fc? p [4.51x^7 ^-1,3-^^" ^(3.47 g)tf)l,2- nnx^ ^(35 ml)*^— y p p 
^1-^ n p ml)^rO°CT^T U 70 < CT?l^FK*^l!l^fc^ > J 

•ttmwoo, $<mx v ^^(1.10 g^so rnDtrnm^Mso m\)<Dm&*fo^—m. 

•^-tert-^/Kl.67nd)^Px.,^aX'2^^#m^c 0 #«WBSr^«U *S 

(3.14 g, 89%) £ LT#7t 0 NMR(CDC1 3 ) 5: 1. 38-1. 58 (2H, m), 1.47 (9H, s), 
1.84-2.14 (4H, ra), 2.59 (2H, s), 2.84-3.06 (2H, m), 3.21 (2H, t, J = 
7.4), 3.61 (2H, t, J = 6.8), 3.92-4.16 (2H, ra), 7.60 (1H, dd, J = 2. 0 
and 8.8), 7.87 (1H, dd, J = 1.8 and 8.8), 7.90-8.00 (3H, ra), 8.45 (1H, d, 
J = 1.0). 

104b) 2- [3- (6-^ p p -2-i~ ~7 7,;Vfc—;lszfv tVU-]-!-^-^ y-2, 8-i?Tf 
X M° P [4. 5] ^'^7 V-8-^7^#^^tert-^^I^ 

H»J104a) T'#fc2-[3-(6-y P 7*>Vfc~jV7u fcVKhl, 

3r y-2, 8-i?TlF X fcT P [4. Slf* >-8-*/P^^tert-^/U(0. 50 g) 1 7K*<L 
MJ ^-MO. 12 g)<DTHF(10 ral)^^— yfb^ y 1 /^ 
«gffM0.52 ml) SrO'C-caqx^ ^t@^T?2R#|?aa>#21i?fc„ 7k£r^o< 
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L-CSia^#)^fel&*(0. 38 g, 78%) t LT#fc 0 NMR(CDC1 3 ) 6: 
1.20-1. 50 (2H, m), 1.45 (9H, s), 1.68-1:90 (2H, m), 1.90-2.12 (4H, ra), 
5 2.86-3.06 (2H, m), 3.06-3.22 (2H, m), 3.26-3.44 (4H, ra), 3.86-4.08 (2H, 

m), 7.60 (1H, dd, J = 2. 0 and 8.8), 7.87 (1H, dd, J = 1. 8 and 8.8), 
7.88-8.00 (3H, m), 8.45 (1H, s). 

104c) 2- [3- (6-^ n X2.-2--f-7=J')V')y.)Vi^zz.)V-fx3. \i°M-8-(2-* ^/W4-b° ]) 

it/Is) -2, 8-i?T-*F* fc"P [4. 5]-7*$ >-l-^-> 
10 H»J104b) "e#fc2-[3-(6-^ n n-2-^^^-yl^) ^;Vfc=-;V^fvi \f/V\-\-^r^r 

y-2, 8-^Tif ^ t°D [4. 5~]y*# V-8-^7^7^^^tert-^^^^](feM83c) t W\ 

mi?- LXmmfc&m&m&ffijztelt) t LT#fc 0 NMR (CDC1 3 ) 6 : l. 40-l. 58 

(2H, m), 1.82-2.14 (6H, m), 2.45 (3H, s), 2.96-3.22 (4H, m), 3.28-3.46 

(4H, m), 3.68-3. 88 (2H, m), 6.44-6.58 (2H, ra), 7.60 (1H, dd, J = 1. 8 and 
15 8.8), 7.88 (1H, dd, J = 1. 4 and 8.8), 7.88-8.00 (3H, m), 8.15 (1H, d, J 

= 5.8), 8.46 (1H, d, J = 0.8). 

7uMftVrm C 27 H 30 N 3 0 3 SCl-1.5H 2 0i: L-C 

frmW. (%) : C, 60. 16; H, 6. 17; N, 7. 79 

MM{& (%) : C, 60. 06; H, 5. 90; N, 7. 73 
20 M%&&\105 

3-(6-^ -3,4-v^ KP-2-^-^^-^)^/^^^-N-^^W-N-fl-f2-^^W4-t:° 

105a) 3-(6-^ p p-3.4-^1: Ko-2-t7f M^;U»^;^p 

25 \^xmmi\&m*$k&3feMi(XZ%) k L"C#fc„ NMR (DMSO-dg) 6:2.55-2.68 

(4H, m), 2.96 (2H, t, J = 8.0), 3.42 (2H, t, J = 7. 1), 7.19 (1H, s), 
7.30-7.44 (2H, m), 7.49 (1H, d, J = 8.0). 

105b) 3-(6-^ nP-3,4-^1: Kp-2-t7fM^;^-;U-N-^ ^vWNMl-(2-;>t g; 
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MMMl05a) -C#fc3-(6-^ n n-3,4-S?fc Kn-2-^37^^);*/i^=/^:/nx-?^ 

«j76b) < t^^LTSf^h:-a'#>^^(61%)i LT^fc. NMR(CDC1 3 ) 5: 
1.50-1.90 (4H, m), 2! 46 and 2.47 (3H, s), 2.65-3.04 (11H, m), 3.44 (2H, 
t, J = 5. 0) , 3. 80-4. 05 (2H, m) , 4. 62 (1H, m) , 6. 47-6. 58 (2H, m) , 7. 15- 
7.27 (3H, m), 7.40 (1H, s), 8. 14-8. 21 (1H, m). 

jmftmm. c 2 5 h 3 0 cin 3 o 3 s -h, o t tx 

ft-^ji (%) : C, 60.41; H, 6.29; N, 8.45 
MS (%) : C, 60.55; H, 6.31; N, 8.35 
rife^O 106 

3-(6-^ p n-2--)-7 c ^MX^7fr=-fr-N-i\4-t Kp^^-l-(2^^-4-b°!j vVuV4- 
106a) N-fl-ftert-^ h isjj/lstf— 1 Kp i^-4- b"-^ y vVjJ ^^-3-(6- 
^JfeM27b)-e#fc3-(6-^ n *-2--)-7?-si')x/i'&—fi'Zfv2s*l<'jJ/i'tfl^gtb4- 
76b)i:^(z:bTMB5<b^Sr@^91%)i: UT#fCo NMR(CDC1 3 ). 5: 1.34- 

1.65 (4H, m), 1.44 (9H, s), 2.79 (2H, t, J = 7.3), 2.87 (1H, m), 3.05- 

3.30 (4H, m), 3.56 (2H, t, J= 7.3), 3.76 (2H, m), 6.46 (1H, m), 7.59 
(1H, dd, J = 1. 8 and 9.2), 7.85-8.00 (4H, ro), 8.47 (1H, s). 
106b) 3-(6-^ p a -2-^:7 ^/l^/l^fr~/WN-rr4-t: Kg =frv^-l-(2-^ y 

HJfe0i|lO6a) -e#fcN-[l-(tert-y h ^i/^^7j?=/u)-4- 1 Kn v--4- 1"^ y v 5 
/H^^/V-3-(6-^ o P-2-^7^/V)^./^— /KT'a/^T 5: Kd^HJffe0!llO2b)^ 
P^LTSfB{b^Sr@^(13%)i: LTffc, NMR(CDC1 3 ) 6: 1.40-1.80 
(4H, m), 2.42 (3H, s), 2.79 (2H, t, J = 7.2), 3.20-3.65 (8H, m), 6.45-6.60 (3H, m), 
7.60 (1H, dd, J = 2.0 and 8.8), 7.85-8.00 (4H, m), 8.10 (1H, d, J = 5.8), 8.47 (1H, 
s). 

ThW^mm. C 2 , H 2 s C1N 3 0 4 S'1.25H 2 Oi LT 
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W-jHB (%) : C, 57.24; H, 5.86; N, 8.01 
$!Ki: (%) : C, 57.24; H, 5.86; N, 7.72 
JfS#!ll07 

4-f3-(6-^ p P-2-t7f /H^/^=/^p^y ^/H7 g; 7-l-(2-^ ^v^-4-fc°!J S£ 

107a) 4-(^y^t^->^/^=/P7; y)-l-(tert-^>^r^yw^=/^t: 0 ^ 

JS#ij92a)-C#fc4-T 5: / -l-(tert-^ h *is#sU7$—;U)-4- fc°*< U v^;^^ 
(2.45 g)(DlN7kmk1- h V l>^7k^(10 ml)— M#(0.86 g). tK(20 ml)*^^ 
^=¥^•^(20 ml^tlX-fc^L * n n =¥^^^(1.72 g)lT U ^?fi-C-16R£ 

i»Tf£^Ufc 0 ^^E^*L-C®|2'fb^^4ife^(2.89g)^#fc 0 NMR 
(CDClj) S : 1. 45 (9H, s), 1.90-2.20 (4H, m), 3.00-3.22 (2H, ra), 3.74- 
3.95 (2H, m), 5.10 (2H, s), 5.18 (1H, bs), 7.27-7.40 (5H, m). 
107b) 4-K>^t^i/^;^^^7 $ /)-l-(tert-^ h^V^/M^/l^tf^y 

J£Ml07a)-C#fc4-(^<Vv ? ^^-^v'^/^=-^T 5: /)-l-(tert-^ f^v-^A- 
j^^b^y S^-^jfr/ntfVttd g)©DMF(10 mMHft^jRR^- h V *A(0.56 
g)i J; Mb/* ^/K0.67 ml)^rinx.^taT?6^d^?l^fc 0 tRtK^t^JP^. 

m*i/V *?/^*7J*^ffiMVTM§&fc-g'yd*m&f&Mi(.0.8 g, 77%) t LT 



#fc 0 NMR(CDC1 3 ) 6 :L 45 (9H, s), 1.95-2.20 (4H, m), 3.00-3.20 (2H, 

m), 3.69 (3H, s), 5.03 (1H, s), 5.11 (2H, s), 7.30-7.40 (5H, m). 

107c) 4-\3-(6-f p u-2--r-7^-M^^=^^ny<y dJkXL § /-1-ftert^ h 

^JS^Jl07b)-^#fc4-(^^^^drv'^/7^=i^T 5 /)-l-(tert-^ h ^iofr/W 
yl/) fcN< y ^^-4-^7/^^^ g)©/- ^ / — /K50 ml)— 10%^7 

i^* A -^(0.18 g)Sran;U *fi*JE-C30^rain**^!? bfc D U 
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fe©*(^I^)itT#fc„ NMR (CDClg ) 8 : 1.45 (9H, s), 1.85-2.08 (4H, m), 
2.79(2H, t, J = 7.4), 3.09-3.20 (2H, m), 3.51 (2H, t, J = 7.4), 3.69 (3H, s), 3.70- 
3.82 (2H, m), 6.22 (1H, s), 7.60 (1H, dd, J = 2.0 and 8.8), 7.85-8.00 (4H, m), 
8.47 (1H, s). 

107d) 443-(6-^ p p -1--f7 ~/K7°a 4 M7 % J -l-(2-^ gvW 

^Wlll07c)-e^fc4-[3-(6-^ p o.2.t7f;l/)^^*=^/n/V -f/V]T 5: / - 
l-(tert-^ b ^^/l^^/l^t 9 ^ y S?^-4-*A^>fltp« ^/^^ b HJ£^83c) t m 
m^\^xm&4k&ya&te$ffiM40%)b LT#fc 0 NMR(CDC1 3 ) 5:2.00-2.10 
(2H, m), 2.12-2.22 (2H, m), 2.43 (3H, s), 2.81 (2H, t, J = 7.4), 3.20-3.40 (2H, m), 
3.10-3.23 (2H, m), 3.50-3.60 (4H, m), 3.71 (3H, s), 6.42-6.52 (2H, m), 6.63 (1H, 
s), 7.85-8.00 (4H, m), 8.13 (1H, d, J = 6.0), 8.44 (1H, s). 

Ttm^mm. c 2 6 h 2 8 cin 3 o 5 s • 0.51^ otu 

ff-iUBC (%) : C, 57.93; H, 5.42; N, 7.20 
HilHtt (%) : C, 58.10; H, 5.32; N, 7.71 

l-\4-(6-# p P-2--j-7^-/^/^=/^^-/Ul-8-^ f/V-8-(2^ ^-/^-4-fc:° U vvl^- 

1,3,8- h y r-y^ fc°pr4.5i^'^ ^-2,4-^^ 

108a) l-(4-^P^-^^/UV3-^^-^-2.4-^=¥y-1.3.8- h V Tjf ^ b°a r4.51^' 
^-8-;fr/l^>-^tert-"7^/V 

^JfeMl01a)T?#fc3-^ ^-2,4-^^ y. 1,3,8- h V fcT n [4.5]^# ^-8- 

^/t^i/^tert-:/^/^ H«J 10 lb) £ IfTO- b-CSIE 

fc^£$$fe*§i§|(70%)£ bX#fc 0 NMR(CDC1 3 ) 6: 1.49 (9H, s), 1.60-1.70 
(2H, m), 1.75-1.95 (6H, m), 3.01 (3H, s), 3.22 (2H, t, J = 7.6), 3.40-3.58 (2H, m), 
3.43 (2H, t, J = 6.0), 4.00-4.20 (2H, m). 

108b) l-f4-(6-^ P P-2-t7f M^/^^/^f ^/^-2,4-v^^-^-y-- 
1.3.8- h y Tif^ t°pr4.51-x^>--8-^/^>-^tert-^^/^ 
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^JS^Jl08a)-C#fcl-(4-^n^E-^/U)-3-^ ^-2,4r^J^y -1,3,8- b !> Tlf 
* fc° p [4.5]^# £>Hi£#i|l01c) t HHHtC LTSIQ-fk 

^^fe*&5fe(92%)i: bT#fc 0 NMR(CDClj) 5: 1.48 (9H, s), 1.54-1.88 
(8H, ra), 2.96 (3H, s), 3.10-3. 25 (4H, m), 3.35-3.55 (2H, m), 3.95-4.25 
(2H, m), 7.60 (1H, dd, J = 1. 6 and 8.8), 7.85-8.00 (4H, m), 8.47 (1H, s). 
108c) l-\4-(6-f p t2.2--ry^/U)^/^=^/Uzf^/U-\-3-^ ^-/U-8-(2-^ ^vW4-fc°y 
vVH-1,3,8- h V Tl* t:"nr4.51^^7>--2,4-v > ^->- 

^JfeMl08c)-e^fcl-[4-(6-^ p v -2-^-7 5v^);*/i^=./l^vi<|-3- J. ^;V-2,4- 
v^^ri?-- 1,3,8- h y T-if* t°n[4.5]x* V-S-^^T^^tert-^/^^b^^J 
91e) i: LTMfBte^j£^&Ift;fc(81%) £ UT#fc 0 NMR (CDC1 3 ) 8 : 

1.65-1.85 (6H, m), 1.85-2.00 (2H, m), 2.46 (3H, s), 2.98 (3H, s), 3.10-3.25 (4H, 
m), 3.60-3.75 (2H, m), 3.78-3.90 (2H, m), 6.48-6.64 (2H, m) , 7. 55-7.65 (1H, 
m), 7.85-8.00 (4H, m), 8.19 (1H, d, J = 5.6), 8.44 (1H, s). 
Tumfttitm C 28 H 31 ClN 4 0 4 Si: UT 

(%) : C, 60. 58; H, 5. 63; N, 10. 09 



(%) : C, 60. 38; H, 5. 75; N, 9. 90 
H»!jl09 

1,3.8- h y TjgX t°P r4.51^ ^-2,4- 

109a) \-(=^ b ^JjjvM—j^* ^M-3-y ^;u.2,4-^^y -1.3.8- b V Tjf ^ tf 

^ife^i|101a)-e#fc3-^.^-2,4-v f ^-^f y-1,3,8- b V T*F* t? p [4.5]7*# >--8- 
# ^^m.ert-y':^ hfu p^^,W,> bHiS#<il01b) t UTO- i,XMmt 

&m&m&M£hm%) t l-c#tc„ nmr (CDa 3 ) s 1.30 <3H, t, j = 7.0), 1.47 

(9H, s), 1.60-1.72 (2H, m), 1.72-1.82 (2H, m), 3.05 (3H, s), 3.40-3.60 (2H, m), 
3.97 (2H, s), 4.00-4.20 (2H, m), 4.22 (2H, q, J = 7.0). 

109b) l-(2-b Kg 3ri/^sU)-3-t ^-2.4- v^^r V- 1.3.8- b ]} Tif^ b°n T4.51 
^JS^Jl09a)-e#fcl-(3i b^v^M^A-/- ^)-3-p< 5^-2,4-^;^ y- 
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1,3,8- b y TIP* fc'n [4.5]x# >^#/M?^ifeter^:^vKl.69 g)G9THF(80 ml) 
2K*ftS 5 h P £-M0.35 g)£;!jn;U jKTl-y 9 S ~M8 ml)£:M 

£$lfe*&7fc(0.61 g, 40%) i: LT#fc„ NME (CDC1 3 ) 5 : 1.45 (9H, s), 1.60-1.70 
(2H, m), 1.75-1.90 (2H, m), 2.98-3.04 (1H, m), 3.03 (3H, s), 3.38 (2H, t, J = 5.2), 
3.38-3.60 (2H, m), 3.78-3.85 (2H, m), 3.95-4.25 (2H, m). 

109c) 3-;* J-/\s-l-\2-(4-* aL—M^^-fo—tVjr* %/=r. 9VV-1-2.4- i?t^y- 

10 1.3.8- h V Tjf* t°Ti\4:.5W%l/-2>-jJ>V7$l/mtert-7 f ?-/l' 

»^!)109b)-e#fel-(2-t Kndrv'3i^/u).3.^^/u-2,4-^^-^y-l,3,8- h V 
TIP* fc° n [4.5]^^ l/-S-i3/Ui$ ^^tert-^^-/l^(0.60 &<Dl&4k* f- U >(60 ml)^ 
flg^ h ]) zi^-sUT 5 ^(0.77 ml)tmt h/^^/U*:=M0.70 g) Srill 

15 fc e J4ffi^£KWzK-eSfc#- U fcS*fi&IW-t*y ^A-e^b7to «£®icU 

»e«jsr v y * 7j»xmm \^xmufc&%o*m&MiM.<Q.w g, 68%) t tt 

#fc 0 NMR(CDC1 3 ) 5: 1.49 (9H, s), 1.55-1.68 (2H, m), 1.73-1.85 (2H, 
m), 2.46 (3H, s), 2.97 (3H, s), 3.37-3.57 (4H, ra), 3.97-4.25 (4H, m), 
7.36 (2H, d, J = 8.4), 7.77 (2H, d, J = 8.4). 
20 109d) U2-(6-? n n -2-f~7 f-M^/u^^/U^f-M-S-^ ^•/V-2.4-v ? ^-^ri^- 

1.3.8- h y Tjf>5 b°pr4.51^^^-8-^^^V^tert-^/^ 

Hifetfij 109c) T?#fc3- ^ 1-[2-(4- 5vW 7 a n/P) ^. /V*: —/t^^ 5vW]- 
2,4-^3^-1,3,8- h y TIP* t°n[4.5]T=^ ^-8-*/^V®?tert-^^^b^Jfe 

#j io ic) t mm\z. l xmgBti\&to £&tfe*&5fco£*#j) t i^xnt-o nme (cdci 3 ) 

25 6 : 1.50 (9H, s), 1.60-1.70 (2H, m), 1.80-1.92 (2H, m), 2.94 (3H, s), 3.35-3.75 

(6H, m), 4.00-4.25 (2H, m), 7.61 (1H, dd, J = 2.0 and 8.8), 7.90-8.00 (4H, m), 
8.49 (1H, s). 

109e) l-\2-(6-f g c .2--^Z7^U)^;u-^=./U^f-/U]-3-^ 5vW8-(2-p< 5v^-4-b" U 
SW-1.3.8- b y Zj£* r4.5l7 g ^ ^-2.4-'^^ 
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9ie>tmmkc\^xmm^^m^m(5Q%)t ux#fc 0 nmr(cdci 3 ) 8: 

1.70-1.90 (2H, m), 1.95-2.10 (2H, m), 2.48 (3H, s), 2.96 (3H, s), 3.55-3.70 (6H, 
m), 3.80-3.90 (2H, m), 6.50-6.60 (2H, m), 7.60 (1H, dd, J = 1.6 and 8.8), 7.85- 
8.00 (4H, m), 8.21 (1H, d, J = 5.6), 8.46 (1H, s). 

Ttm^mm. c 2 6 h 2 7 cin 4 o 4 s • 0.41^ o t tt 

Vc%m. (%) : C, 58.45; H, 5.24; N, 10.49 
HS'Mi: (%) : C, 58.63; H, 5.55; N, 10.54 
Hi£$lll0 

2-r2-(6-^ p u-2--)~^TM^^^^^^M-8-(2-^ ^■/^■-4-H° ]) SW-2.8-S?T 
if ^ fc° p r4.51^^7 >-L3-i?$-> 

110a) 8--<> / e>/^-2-r2-(6-^ PP-2-t7fM^^^^xf;H. 2.8-v^Tif ^. 
p r4.51^'^7 >--1.3- 

3-(6-^ a n-2-^-^^-/^)^^=^^P fA-T 5: ^m^7b>hMMM85c) t m 

m^i,xMmk&m*&n&fovtV!)(7£m&))k Lt#fc D nmr(cdci 3 ) 

5 : 1.00-2.25 (6H, m), 2.54 (2H, s), 2.75-2.95 (2H, m), 3.45-3.60 (4H, m), 3.85 
(2H, t, J = 6.0), 7.20-7.38 (5H, m), 7.60 (1H, dd, J = 2.0 and 8.8), 7.86-8.06 (4H, 
m), 8.51 (1H, s). 

110b) 2-r2-(6-^ p P-2--j-^^l^)^/^— /^^-/H-8-(2-^^-/l^-4-t:°y S?/VV 
2.8- vgjgZ: r4.5l7^ t> 

^»J110a)-C#fc8-^<>'v ? /W2-[2-(6-^ p p -2-^:7 - 
2,8-v 5 T1f ^ t°P [4.5]7*# ^-1,3-^^(0.28 g)(Dl,2-i?? pp^ >(2.8 ml)& 
p p^I-^ p P^fvK0.062 ml)&0X:X°Mz-s 70°CT'lB#F^*^?i i ^fCo 
* J — M2-0 ml)^P^L, 70°C-C$ bKl^/^^fCo 
JE@* LX#fc^©^> 4-^ p P -2-^ ^JV \f y v^^(0.14 g)*5 <tT>* b V 
5: V(0.76 ml)£^ / -M5.0 ml)}C^? U 4^150^ Lfc, RjJ?«CSr 

^je^ u a» srf y # 7 ^ *» m L-csia-fb^^ sr^fe^cs 

mg) £ L-C#fe 0 NMR (CDC1 3 ) 5 : 1.58-1.78 (2H, m), 2.04-2.26 (2H, m), 2.49 
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(3H, s), 2.66 (2H, s), 3.00-3.20 (2H, m), 3.50-3.62 (2H, m), 3.76-3.96 (4H, m), 

* 

6.50-6.62 (2H, m), 7.61 (1H, dd, J = 1.8 and 8.8), 7.88-8.06 (4H, m), 8.19 (1H, 

d, J = 5.8), 8.52 (1H, s). 

5c*4*BH£- C 26 H 27 CIN 4 O 4 S-0.4H 2 Oi: b-C 

tf-JMS (%) : C, 58.45; H, 5.24; N, 10.49 

MMife (%) : C, 58.63; H, 5.55; N, 10.54 

2-\2-(6-# n X2.2.j-7f-M^/^=-^=^f-M-8-(2-^ 5vt^-4- if]) SVu-)-2.8-S?7 
if ^ a 14.51^% V-l-^- > 

111a) 2- [2- (6-^ P v-2--rZ7^M *.;V~fo^;V=^=?-;V\-\ y ^-Hr^rV-2, 8-S?TlF 

3I^Jll0a)T'#fc8--<^v J /^-2-[2-(6-^ n p -2-7-^7^)* /U/J^/I^'tVU']- 
2,8-v ? Tif * tTn [4.537 s * ^-l,3-v?^"^^b^ife#ijl04a)i: f*l&tc LTJBiBfb^ 
V3t:m&®te(M&&S) t bT#rt 0 NMR(CDC1 3 ) 8: 1.47 (9H, s), 1.40-1.62 
(2H, in), 1.88-2.08 (2H, m), 2.60 (2H, s), 2.86-3.08 (2H, m), 3.48-3.60 
(2H, m), 3.80-3.92 (2H, m), 3.94-4.16 (2H, ra), 7.61 (1H, dd, J = 2. 2 and 
8.8), 7.88-8.04 (4H, ra), 8.51 (1H, s). 

111b) 2- [2- (6-^ p p-2-7-7^ 1 ^) y-2, 8-^T1f ;* 

b° P [4. 5] X7J ^-8-TJ/l^ S^jfetert-^^Vl' 

HJfe^Jllla) Tl#fc2-[2-(6-^ P P-2-7-^ 7 ^/^) 7,jVfc.~)V=c*?- 3-^-^f 
y-2, 8-^Tlf ^ t°P [4. 5]^* >-8-*/U7t?^g|tert-^^l//eiib^SiMl04b) i: 
IH#^bTMiB^^^^^(^ft«J) i L"C#fc D NMR(CDC1 3 ) 8: 
1.24-1.40 (2H, m), 1.45 (9H, s), 1.66-1.86 (2H, m), 1.92 (2H, t, J =7.0), 
2. 84-3. 04 (2H, ra) , 3. 45 (4H, q, J =6. 6) , 3. 71 (2H, t, J = 6. 6) , 3. 84- 
4.02 (2H, m), 7.59 (1H, dd, J = 1. 4 and 8.8), 7.85-8.00 (4H, ra), 8.47 
(1H, s). 

111c) 2-f2-(6-^ p P-2--7-^^/^)^/^^/^^-/M-8-(2-^^W4-b°y 
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i^TIf * t°n [4.5]^ ^-8-*>/l'y$^meTt-Z??-/l'fabmifcM91e) t mmtz LT 
SIB>fb^^1iifel&*(3l%)i: UT#fc 0 NMR(CDC1 3 ) 6: 1.40-1.56 (2H, m), 
1.82-2.04 (4H, ra), 2.44 (3H, s), 2.96-3.16 (2H, ra), 3.38-3.56 (4H, m), 
3.66-3.86 (4H, m), 6.44-6.56 (2H, m), 7.60 (1H, dd, J = 2. 2 and 8.8), 
7. 85-8. 20 (4H, m) , 8. 15 (1H, d, J = 5. 8) , 8. 49 (1H, s) . 
Tcmftffim C 2 6 H 2 8 N 3 0 3 SC1-H 2 Ot LT 
ff-^ffi: (%) : C, 60.51; H, 5.86; N, 8.14 
5!$!Ht (%) : C, 60.84; H, 5.85; N, 8.34 

l-f3-(6-f n xn-2--j-7?-Mx/Ufc~ bVH-7-(2- ^ ^/W4- b° U 

112a) 4-^ ^l^b'^y S^-l-ft/WTg^gftert-:/^^ 
^fb^ ^vv h V V =^=-/^^^=-t7 M^IA g)<DTHF(315 ml)^^— -15°CT 

y fc°-<y t?^-l-*/UjJ?^gH:ert-^^-/W(3. 5 g)<DTHF(50 ral)&fl£&-15°CTi&T 

H£.?Wfe(3. 23 g, 93%)iL-C#fc 0 NMR(CDC1 3 ) 6: 1. 47 (9H, s), 2.18 

(4H, t, J = 5.8), 3.42 (4H, t, J = 5. 8), 4,74 (2H, s). 

112b) y - 1 .7- v> T if g p T3.51 7 ^-7-# /M? ^jfetert-^y V 

H»JH2a) T#7t4-^ ^ l/^ t°-< U i^^-l-^7/^^tert-^^(3. 23 g) 
Ox- tvJ/(50 ml)|g?£^ y vO 5 *^^ Bn^M=;Kl. 35 ml) ^0°C-C*Px., 

mi)m^^io%7K^b* y ^Tk^T-^-fa^r^ uttiEfii-bft^fefojaR 

^7AT«ltt, MIB{b-a^^^fe?ft^ (2. 23 g, 57%)i:UT#7t 0 NMR 
(CDC1 3 ) 5: 1.47 (9H, s), 1.78 (4H, t, J = 5. 8), 2.73 (2H, d, J = 1. 4), 
3.14-3.34 (2H, ra), 3.56-3.74 (2H, m), 6.02-6.30 (1H, br). 
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i i2c) 7-(2-/ 5vu-4-b o u ^dzklL^ZJLZ: \s.5\yj-^-2-^ 

mMMllZb)X''&tc2-3-*c y-lJ-v^Tif * t°a [3.5]/ ^>--7-^;y^^tert- 
^/^^HWJ91e) LTSlSfbl^£^fei|ft*(43%) £ UTffc 0 

NMR(CDCl3) 6: 1.90 (4H, t, J = 5.6), 2.45 (3H, s), 2.79 (2H, d, J = 
1.8), 3.14-3.34 (2H, ra), 3.44-3.64 (2H, m), 6.38-6.48 (1H, br), 6.48- 
6.60 (2H, m), 8.17 (1H, d, J = 5. 8). 

112d) l-\3-(6-f p x2.2--rvf-jV)^;^=^ )Vfxi bVH-7-(2-/ 5^-4-^ ]) i?/U)- 

112c) -e#fc7-(2-/ ^v^-4-fcfU v^y^-lJ-^Tif^^nfS.S]/^-^^-^- 
^(0.18 g) i: mS#ij90a) T?#fc6-^ n n -2- (3-^ p a fcf/V) ^}V-fo=-;V-f-°7 $ 
Is^hG-f P a-2-(3-^C2^-7°D ^/U7fr=-/Ui-7 ? \/l/<D V-lM&tydiQ. 27 
g) *5 £ t^IMb^- b 7 -ff-^T ^*o~ ^ ^ (25 mg) OTHF(5. 4 ml) *l<g-4^*&7&- b 
TCTk^b^ y ^ A (48 rag)M^. MT'24^^#^rCo ^^ffi^U 

*7At?^MU-C®|B^^)^5!p#,^(28 mg, 7%)irUT#fc 0 NMR 
(CDC1 3 ) 5:1.54-1.74 (2H, m), 1.86-2.12 (4H, m), 2.47 (3H, s), 2.77 (2H, 
s), 2.72-2.96 (2H, m), 3.16-3.32 (4H, m), 3.84-3.98 (2H, m), 6.46-6.58 
(2H, m), 7.60 (1H, dd, J = 1. 8 and 9.2), 7.84 (4H, m), 8.20 (1H, d, J = 
5.8), 8.46 (1H, s). 

TumttVfm C 2 6 H 2 8 N 3 O, SCI • 1.5H, Ob L~C 
ff-JHitC (%) : C, 59.47; H, 5.95; N, 8.00 
mmi& (%) : C, 59.27; H, 5.64; N, 8.03 
HW.I113 

(S)-4-ff2-r(6-^ p p -2--j-7^MX/U7fr=^;l<- / xn. ]) V>/U\jjjU7£~jU]-l- 

1 13a) (S)-2- ^-jv t° p U >- 1- # /nR ^ vvu 

N-^^v s /^#^/^#=-/^n y ^(10 g)£>THF(100 ml)^^— 0 £ C-C#7 
>"THF£g#(80 ml)^P^L, ^&^18R#F^£M7c 0 ^^g^^^vl^lfr 
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v *> mm vxmmk&m&m&ffi3z(9A g , 99%) t Lr#fc„ 

NMR (CDClj) 8 : 1.30-2.15 (4H, m), 3.30-3.80 (4H, m), 3.86-4.10 (1H, m), 
4.30-4.48 (1H, m), 5.15 (2H, s), 7.25-7.45 (5H, m). 
5 113b) (S)-2-^ f-;i/^;^^^;^^v'^ V jvi$.l/^<l<' -J >v 

^WJll3a)-e#fc(S)-2-fc Kcdf^fyUt'D V 
(1.5 g)thV x-f-fl'T % >(1.3 ml)^)g^^^/K30 mlMW^mt* ? ^X/Uft 

^/Ko.64mi)^o°c-e^nx.^ M-ei^Wi^js^fco &Jfem&7k$m, Mfcffi. 

10 5£*lft) t LT#fc„ NMR (CDCla) 8 : 1.75-2.15 (4H, m), 2.75-3.00 (3H, m), 

3.35-3.55 (2H, m), 4.00-4.45 (3H, m), 5.00-5.30 (2H, m), 7.25-7.50 (5H, m). 
113c) (S)-2-(6-^ PD-2-f7f;Hft^f;i-l: , n ]} 2^1^^>^<>^ 
»MH3b)-e#fc(S)-2-^ J-;v?.!Vfc~>vi>r*r*s * f/Hfn y W-l-HAriR 

15 g)*5.fcW- h P h^v-KCO.34 g)0.* /K20 ml)^^^50t-e4H#W 

fBffr£4&*:i!8fe!£6(1.4 g, 52%) i LT»t. NMR (CDCI3) S : 1.70-2.10 (4H, 
m), 2.65-3.00 (1H, m), 3.30-3.70 (3H, m), 3.95-4.25 (1H, m), 5.00-5.20 (2H, m), 
20 7.20-8.00 (11H, m). 

113d) (S)-2-(6-^ n v -2-1-7 ?-A')X/l>ifr~A'* V S^-l-ift/M^gfe^ 

25 #fc 0 NMR (CDCLj) 5 : 1.80-2.45 (4H, m), 3.00-3.28 (1H, m), 3.30-3.45 (2H, 

m), 3.50-4.05 (1H, m), 4.08-4.25 (1H, m), 4.80-5.08 (2H, m), 7.05-7.40 (4H, m), 
7.50-8.00 (6H, m), 8.36 and 8.49 (total 1H, s for each). 
1 13e) (S)-2-(6-^ g o-2-t7f f /l/tfn y S^-feBMft 

;»J113d)-e#fe(S)-2-(6-^ n P-2-t7f^)7M^^f;HfP JJ >>>--!- 
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* 

£ LT#fc 0 NMR (CDC1 3 ) 5 : 1.64-2.18 (3H, m), 2.20-2 .40 (1H, m), 3.38 (2H, 
dd, J = 6.6 and 7.8), 3.62-3.80 (1H, m), 3.86-4.06 (2H, m), 7.69 (1H, dd, J = 2.2 
and 8.8), 8.02 (1H, dd, J = 2.0 and 8.8), 8.08-8.20 (3H, m), 8.67 (1H, d, J = 1.6). 
113f) l-(2-^^vW4-b°y vvi^fc^y V'^'-A-t) )Vjf^m^)V 
4 y ^=i^^m^M2.5 g)b4-f o ]} v^(3.1 g)£>&&(70 

g, 95%) t LT#fc 0 NMR (CDC1 3 ) 6 : 1.27 (3H, t, J = 7.1), 1.8-2.0 (4H, m), 2.44 
(3H, s), 2.48-2.59 (1H, m), 2.87-3.01 (2H, m), 3.81 (2H, dd, J = 13.6 and 4.2), 
4.16 (2H, q, J= 7.19), 6.50 (1H, dd, J= 5.8 and 2.4), 6.59 (1H, d, J = 2.4), 8.16 
(1H, d, J = 5.8). 

113g) l-(2-^ 5W-4- \f V i?M b"^ V V'^-A-ji sutf^m 

3tEtt#liiaE)-p#fci-(2-^^-A'-4-try v^t^y yy4-*/nHy|fexf-/u(5i 

gX TfciWb"^ h y *i»(1.3 g)fe «k^7k(10 ml)<D^ ^ y — /K52 mDSgSKSrSaBL-Cl 
83%) £ U#fc. 

1 13h) (S)-4-rf2-r(6-^ p n-2-^-7^-M^/^^/U^^/H-l-t: 0 P P S?/H;fr/V3£=- 
^»!lll3e)-e^c(S)-2-(6-^ cz n^^^Vl^);*^*;—/^ 5Vl-fc 0 n y S?^* 

<b*&Mfe£(o.20 g) £ HWJii3g)-e#fe i-(2-^ tr y ^/v-) t°-< y v?v-4-# 

/^7f?^(0.13 g)*5 £tFv^ yfn \f)V^=f-jVT % ^(0.27 ml) <£>DMF(4.0 ml)^ 
DMTMM (0. 35 g)^Dx.. MT?12l$|i0a>#Sl?fco BStlrMffliLs 

MU4b&V!>&M-&ffiM46%)b LX#fc 0 NMR (CDC1 3 ) 8 : 1.60-1.92 (4H, m), 
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1.92-2.64 (5H, m), 2.43 (3H, s), 2.72-2.94 (2H, m), 3.15 (1H, dd, J = 9.8 and 
13.6), 3.34-3.64 (2H, m), 3.74-3.98 (3H, m), 4.26-4.42 (1H, m), 6.38-6.56 (2H, 
m), 7.57 (1H, dd, J = 1.8 and 8.8), 7.84-8.00 (4H, m), 8.12 (1H; d, J = 5.8), 8.48 
(1H, s). 

Ttm^mt C 27 H 30 N 3 O 3 SCl-0.5H 2 O£ IT 
%r%m. (%) : C, 62.23; H, 6.00; N, 8.06 
USHfi (%) : C, 61.98; H, 5.86; N, 8.27 
H;Ka#I114 

3-(5-^ g p-2-^^V^T^ U M^^^=/t/.N^ ^/V-N-fl-(2-^ 5vW4-fc°y i? 

114a) 3-(5-^ p P^y^fTil^ftyp/^^y^Vj 

famk*> V g)<D70%^# /l-7k^^(50ml)->5-^ n h 

-0^7/^ /K1.84g)i3--7 P n^-^n t°^-V^(1.53 g)«:*qx.-C3l*lffl3»8itU 

)V1j 7 ^ t?»aft LTMfBfc^#J&*&fei&iII(1.52 g, 59%) £ LXtfc, NMR 
(CDC1 3 4-DMSO-d,; ) S : 2.87 (2H, t, J = 7.0), 3.53 (2H, t, J = 7.0), 7.12 (1H, 
dd J = 1.6 and 8.4), 7.39 (1H, d, J = 8.4), 7.47 (1H, s). 

114b) 4-[N-r3-(5-^ P P-2-^yyf7yj Mf-tT'o fc'^/H-N-^ *f~}VT ^ 
H»Jll4a)-e#fc3-(5-^ nn.2-^yyf7 JJ — /1^)^^p^>^/^^ 

LTJllBfc^£&#J£i§l(28%)£ UT#fc. NMR(CDC1 3 ) 5: 1.46 (9H, s), 
1.46-1.75 (4H, m), 2.60-3.00 (4H, m), 2.83 (3H, s), 3.60-3.75 (2H, m), 4.10-4.30 
(2H, m), 4.60-4.72 (1H, m), 7.25-7.30 (1H, m), 7.64 (1H, d, J = 8.8), 7.80-7.84 
(1H, m). 

114c) 3-(5-f p ^X/^Tfr^/KISM ^-/WN-n-(2-^ =f-;V-A- 

H»J114b)-C#fc4-[N-[3-(5-^ nn-2Xy)/f7/!J/V)Wn 
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#fc 0 NMRCCDCls) 5:1.56-1.70 (2H, m), 1.90-2.20 (2H, ro), 2.40-2.50 
(2H, m) , 2. 46 (3H, s) , 2. 75-3. 10 (4H, m) , 2. 86 (3H, s) , 3. 90-4. 10 (2H, 
m), 4.55-4.65 (1H, m), 6.50-6.60 (2H, ra), 7.59 (1H, dd, J = 2. 0 and 8. 8) , 
7.95 (1H, d, J = 8.8), 8.17 (1H, d, J = 6.0), 8.20 (1H, d, J = 2.0). 
HJ608115 

115a) 3-t: Kn^-^fc'^y ^V-l-ifr/M^^tert-:/^/^ 

3-fc Kn^VtViJ^ydo. 1 g)tf>7fc(50 ml)— Ti? h= MJ^(100 ml)ffift 
^~^^-ter.t-:/5vK26. 19 g) £M.-e?&T Lfc 0 S^^rlB#^^^^fc 

3S#J&iPb(14. 13 g, 70%) £ L-Oftfco NMR (CDC1 3 ) 6: 1.40-1.60 (2H, m), 
1.46 (9H, s), 1.70-1.80 (1H, m), 1.84-1.94 (1H, m), 3.00-3.18 (2H, m), 
3.48-3.60 (1H, m), 3.66-3.78 (2H, m). 
115b) 3-^-=^ y V /U^^mtert-^^/U 

mk**^ y M5.01 mO)<Dmk* ^>-(150 mW^^-78 o C-?\DMS0(5.42 
ml)£^TUlO;9f^#^t£fc^ N H»Jll5a)-t?#7b3-t K o ^ y 

«5Sr&tfe!tfi(4.5 g, 78%) i: LT#fc D NMR (CDC1 3 ) 5: 1.47 (9H, s), 1.93- 
2.01 (2H, ra), 2.46 (2H,. t, J = 6.8), 3.58 (2H, t, J = 6.0), 4.00 (2H, s). 
115c) 3-(^ gvPT S: y)b°^y i^-l-^l^V^tert-^A- 
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42b)kmmzVXmmfc&W*&M&mW:W(80%)b LT#7c„ NMR (CDC1 3 ) 

5: 1.20-1.50 (4H, m), 1.46 (9H, s), 1.60-1.72 (1H, m), 1.87-1.97 (1H, 
m), 2.40-2.50 (1H, ra), 3.70-3.83 (1H, in). 

115d) 3-[N-f3-(6-^ p T=i-2--r-y^-;\A^7V7^=-JVZfxn. jf^-=. W § 

;j£^!lll5c)-e#fc3-(^ 5v^T 5 /)t°^ y i^-l-^/i^V^ert-^A-^b 
;Wy30b)ir^^UTSIB^#)^^fe«&*(72%) i LX#fc 0 NMR (CDC1 3 ) 
8: 1.40-1.90 (5H, ra), 1.43 and 1.49 (total 9H, each s), 2. 44-3. 00 (4H, 
ra) , 2. 77 and 2. 89 (total 3H, each s) , 3. 50-3. 66 (2H, m) , 3. 85-4. 35 (2H, 
m) , 7. 56-7. 62 (1H, ra) , 7. 90-8. 00 (4H, m) , 8. 48 and 8. 49 (total 1H, each 
s). 

1 15e) 3-(6-^ PP-2-t7f;V)^/^^^-N^f;V-N-[K2^ ]) 

^Jfe^J115d)-t?#fc3-[N-[3-(6-^ n v2-2--T^^M^^— /v^n t°^-—/U]-N- 
y f'f^'T 5 / ] tf^y v ; ^-l-^7/L'#^tert-^^/V'*^^F!l83c)<b l^tR^ LT 
Si&fb^lfc4:Mfe3|&5fe(51%)t LT#fc 0 NMR(CDC1 3 ) 6: 1.55-2.00 (4H, m), 
2.42 (2.25H, s), 2.48 (0.75H, s), 2.65-2.98 (4H, m), 2.85 (0.75H, s), 2.95 (2.25H, 
s), 3.45-3.90 (4H, m), 4.34-4.46 (1H, m), 6.42-6.60 (2H, m), 7.56-7.65 (1H, m), 
7.88-8.00 (4H, m), 8.13 (0.75H, d, J = 6.0), 8.21 (0.25H, d, J = 6.0), 8.46 (0.25H, 
s), 8.49 (0.75H, s). 

TmStmm. C 25 H 28 C]N 3 O 3 S-0.5H 2 O£:LT 
ft %\% (%) : C, 60.60; H, 5.90; N, 8.49 
MiU (%) : C, 60.84; H, 5.98; N, 8.63 

N-ri-(2-T $ y -4- b" V i?M-4- fcV< ]) S?M-3-(6-# p p -2-^-^=f-M^^^=-^- 

116a) 8-(2-T i>M-lA-^^-8-7-f^ tf a r4.Bl7*;ft > 

2-7 5 J -4-^ o p tT V 1 1,4-^^-8-7 -f^ k°o [4.5]^ ^ P>|Ufi 
^90e)t^{CUTHIB'ft:'a^Sr^@fls:(25%)t LT#fc„ NMR (CDC1 3 ) 8: 
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1.75 (4H, t, J = 6.0), 3.42 (2H, t, J = 6.0), 3.99 (4H, s), 4.21 (2H, br), 5.88 (1H, 
d, J = 2.2), 6.20 (1H, dd, J = 2.2 and 6.2), 7.80 (1H, d, J = 6.2). 
116b) l-(2-T 5 7 -4- b° V vvl^)-4- h°^< V i?/ >_ 
mmmil6a)X^ti8-(2-T 5 y-4-t°y ^)-l,4-S^-^iK8-T1f;* t°a[4.5]7^ 
5 ij ^(0.46 g)<DT± h ^(8 ml)^^4N^(6 ml)^D^12B#F B 1}f^ Lfc„ gjfc 

^i/^-ef£*iu ^££©5feLTMfHfb^£ll£i@# (0.29 g, 79%) £L 
T#fc D NMR(CDC1 3 ) 6:2.53(4H,t, J = 6.0), 3.68 (4H, t, J = 6.0), 5.91 (1H, 
10 d, J = 2.2), 6.23 (1H, dd, J = 2.2 and 6.2), 7.87 (1H, d, J = 6.2) 

ii6c) 2- r ^ j -4-(4- y gv^z ^ / - 1- y ^ y ) \? y 2 ^ 

Hiffe#] 1 16b)-C#^c l-(2-T 5 / -4- 1° y S?/U)-4- tf-< yv';^?, H»j42b) i: 
[Wl«fcL-CMlS'ft;^^fe@^(66%)i: LT#fc 0 NMR(CDC1 3 ) 6:1.34 
(2H, m), 1.95 (2H, m), 2.46 (3H, s), 2.58 (1H, m), 2.87 (2H, m), 3.76 (2H, m), 
15 4.19 (2H, br), 4.63 (2H, s), 5.87 (1H, d, J = 2.4), 6.20 (1H, dd, J = 2.4 and 6.2), 

7.80 (1H, d, J = 6.2) 

116d) N-n-(2-T v^U)-4- y z?M-3-(6-f n X2.2--)-7^/U)^jU 

H»!lii6c)-e#fc2-T ^ y -4-(4-y j-ast 5: y -i-tv< y >V) t- y 

20 »J65) t mm- vxmmfc&yo*: &&Mgk&mms7%) t L-c#fc 0 nmr 

(CDC1 3 ) 8 : 1.56-1.75 (4H, m), 2.82 (3H, s), 2.82-2.96 (4H, m), 3.56 (2H, m), 

3.81 (2H, m), 4.24 (2H, br), 4.57 (1H, m), 5.84 (1H, d, J = 2.6), 6.16 (1H, dd, J 
= 2.6 and 6.6), 7.60 (1H, m), 7.78-7.94 (5H, m), 8.48 (1H, s). 

ThmfttifW. C 2 4 H 2 7 N< 0 3 SCI- 0.5H2 Ot L-X 

25 tUMt (%) C, 58.11; H, 5.69; N, 11.30 

(%) C, 58.38; H, 5.91; N, 11.56 
;»J117 
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117a) 2-b Kn ^-^.4.(4.^ ?2kZ §V_^jjL2Z10 2^. 

i-(2- 1 kd ^-i/^ t°y v^/^-t^y ^/j»^^«65) t p&kic l 

T®fEYfclN^^feW#7(74%) i LT#7t 0 NMR(CDC1 3 ) 5: 1.36 (2H, m), 
1.98 (2H, m), 2.47 (3H, s), 2.61 (1H, m), 2.94 (2H, ra), 3.86 (2H, m), 
5 4.63 (2H, s), 6.60 (2H, m), 8.19 (1H, d, J= 6.0). 

117b) 3-(6-^ p P-2-t7f ^)^/^^-N-[l-(2-t: Kg ^ci/J- ^sU-4-t°V i? 

^Ji^Jll7a)-e#fc2-fc Kn^r^^-4-(4-^f-^7$/ t°^y ^/)t°JJ v 5 
£>H«j76b) i: UTSI5<b^^r^fe^*(40%) i: LT#fc c NMR 

10 (CDCI3 ) 6: 1.56-1.79 (4H,m), 2.83 (3H, s), 2.86-2.99 (4H, m), 3.57 (2H, dd, J 

= 3.2 and 8.2), 3.95 (2H, m), 4.63 (2H, s), 4.65 (1H, m), 6.56-6.63 (2H, m), 7.60 
(1H, dd, J = 2.2 and 8.2), 7.93-7.97 (4H, m), 8.20 (1H, d, J = 6.6), 8.49 (1H, s). 
TcSt^tfrtt: C 2 5 H 2 8 N 3 0 4 SGI • 0.5H2 O t b X 
#f-##: (%) C, 58.76; H, 5.72; N, 8.22 
15 mmife (%) C, 58.89; H, 5.92; N, 8.02 

3-(6-^ n n-2-^-^^V)^^^^^-N-ri-(2.6--^y 5v^-4- b° V *J;V)-4-\?^< V i? 
118a) 8-(2. 6-i^ ^vW4-b° V jM±± 4-^^-^-^-8-Tif^ fcf p f4. 51^7 

20 2,6- i?t pnfu e^/^ bii»!i90e) t mm^ \-xmm\&m*:B& 

@#(71%)£: tT#/Co NMR(CDC1 3 ) 6: 1.76 (4H, m), 2.42 (6H, s), 3.46 (4H, 

m), 3.99 (4H, s), 6.41 (2H, s). . 

118b) l-(2,6- 5v^-4-t:° y V vV ^ 

25 ' [4.5]^ bH»iJ116b) t m&fc hXmmit^^WkM^mi^(42%) t LX 
#fc D NMR (CDC1 3 ) 8 : 2.45 (6H, s), 2.54 (4H, t, J = 6.2), 3.72 (4H, t, J = 6.2), 
6.45 (2H, s). 

118c) 2,6-i^ =f-jU-4-(4-^ fvkZ § Z -1- *^ y vV ) t° u v ? >' 
;]!feml8b)^1#fcl-(2,6-v^ ^-/u-4-t°y s^H-hiwjj ^bHiM 
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42b) t UTffifBfc£^Sr«Sfe@#(55%) t LT#fc„ NMR (CDC1 3 ) 8 : 

1.40 (2H, m), 2.00 (2H, m), 2.47 (9H, s), 2.69 (1H, m), 2.98-3.12 (4H, m), 3.88 
(1H, m), 6.43 (2H, s). 

118d) 3-(6-^ n P-2-^7^W)^/V^=i/WN-ri-(2.6-^pt^^-4-tf U 
»^!lll8c)-e#fc2 > 6-v J ^ ^-/l^-4-(4-^ 5 J -l-fcV< U SV)tT y 

hmmmi&h) t mmfc Lxmmtt>&®>*: 6£,@#(38%) t Lx»fc 0 nme 

(CDC1 3 ) 8 : 1.56-1.68 (4H, m), 2.44 (6H, s), 2.83 (3H, s), 2.88-3.04 (4H, m), 
3.57 (2H, dd, J = 7.0 and 8.0), 3.94 (2H, m), 4.60 (1H, m), 6.38 (2H, s), 7.60 
(1H, dd, J = 2.2 and 8.8), 7.93-7.97 (4H, m), 8.48 (1H, s).. 
TzmftVim. C 2 4 H 2 7 N 4 0 3 SCM.5K, O t L X 
thjlffi (%) C, 59.25; H, 6.31; N, 7.97 
HaOffiE (%) C, 59.34; H, 6.19; N, 8.33 

N-f3-(6-^ P P - 2 -^^^yl^/Wft^A^/p h;VH-N-^ ^7U- 1 -( 2 fvW 4 - fc° 

1 19a) N-f3-(6-^ p P-2--j-^^-/^)^/^^^^7 P P t:VH-N-^ gyl^r/W^g 

H»!l9c)-C'#fcN-[3-(6-^ p P^-^^l^xyM^A^p tVi^yw^ 
tert-^M0.12 g)^^*^!l6c)<tl^#{CL-CM|H^^^«fe^(61%)^ L- 
-C^#fc 0 NME (CDCI3) 5 : 1.39 (9H, s), 1.90-2.04 (2H, m), 2.80 (3H, s), 3.12- 
3.20 (2H, m), 3.31 (2H, t, J = 6.7), 7.60 (1H, dd, J = 1.8 and 9.0), 7.86-7.97 (4H, 
m), 8.46 (1H, s). 

119b) 6-^ p p-2-(3-^ =f-^T % J T/p bVl^/l^ft^/W-^ Y y 7 JU£_ 

H^f!lll9a)-e#7tN-[3-(6-^ p P-2-f-:7^/l^/l^JwK/p hVl^-N-^ f-JV 

(98%) t UT#fc 0 NMR (DMSO-ds ) 8 : 1.81-1.97 (2H, m), 2,52 (3H, s), 2.97 
(2H, m), 3.53 (2H, t, J = 7.8), 7.76 (1H, dd, J = 2.0 and 8.8), 7.97 (1H, dd, J = 
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8.6 and 1.8), 8.22 (1H, d, J = 8.6), 8.23-8.33 (2H, m), 8.46 (2H, br), 8.65 (1H, 

* 

br). 

119c) N-f3-(6-^ n n - 2 -i^Z~tMZ±!k&E^2E tW-N-;* ^/Wl-(tert-^ h 
A^jwV-)-4-t^< V -J^JkM^Z. % if ■ 
3IWyil9b)T?#fc6-^ a n-2-(3-^ ^-fV7 5 / zfu \? )V)7,)Vfc^;V~r-7 $ \s 

t LT#fc 0 NMR (CDCI3) 8 : 1.45 (9H, s), 1.62 (2H, m), 2.01 (2H, m), 2.56- 
2.82 (4H, m), 3.04 (3H, s), 3.14 (2H, m), 3.48 (2H, t, J = 7.0), 4.12 (2H, br), 
7.59 (1H, dd, J = 1.8 and 9.2), 7.85-7.97 (4H, m), 8.45 (1H, br). 
119d) N-f3-(6-^ p p- 2 --}-y^-/U)^jU^=./Uzfu bVH-N-^ ^Vt^- 1 -( 2 f- 

^^MH9c)-C#fcN-[3-(6-^ p a.2-i-7^/l-)^./Uyis=^/uyu t°/P-]-N-^ 
-l-(tert-^ h^v'*/l/**= yk)-4-t°^<y Ari&^SsT 5: Kj5^^Sfe#!l91e) i: 

l^m^b-CMBB^%^fe@^(89%)i: LT#fc 0 NMR(CDC1 3 ) 8: 1.74- 
2.13 (4H, m), 2.45 (3H, s), 2.63-2.95 (4H, m), 3.08 (3H, s), 3.12-3.19 (2H, m), 
3.46-3.53 (2H, m), 3.86-3.92 (2H, m), 6.47-6.51 (2H, m), 7.59 (1H, dd, J = 1.8 
and 8.6), 7.85-7.96 (4H, m), 8.15 (1H, d, J = 6.2), 8.46 (1H, s). 
5n*##Htt C 2 6 H 2 9 N 3 0 3 SCI • 0.3Hj O t L X 

(%) : C, 59.10; H, 5.91; N, 8.33 
MWMM: (%) : C, 61.81; H, 5.89; N, 8.13 
HJfe^!jl20 

l-r3-(6-^ p ^.2--f-7^-M^JV7is=. /]y-^u^y^/U\-4-(2-^ 5^-4- fc°y 

120a) l-f3-f6-^ P U-2--r-7=?-M^;vfc=.;vzfu/*y ^/H-l^-v^Tif fcV^ 
lliS0!!27b)Titfc3-(6-^ p u-2--f7^;u) x/ufc^juyu H°$-^mt 1, 4-v 5 

r-if ^^^^J6M30b) knm^xmmk&m*%&mmto (41%) <t Lx#fc„ 

NMR (CDClg) 5 : 1.77-1.87 (2H, m), 2.78-3.00 (6H, m), 3.46-3.62 (6H, m), 

7.59 (1H, dd, J = 2.0 and 9.0), 7.93-7.97 (4H, m), 8.48 (1H, s). 

120b) l-f3-(6-^ p v-2--T'7 = 3-;V)*;\'-fc~ >v-?v.s*J ^ /H-4-(2-^ ^vW-4-t:° V 
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H»!ll20a)-e#fcl-[3-(6-^ n n-2-t7f ;v)^;^=;^n^V 4 /U]-l,4-Z? 
Tif kV-?:/(0.16 g). 4-^ p n.2-^W!J v^O.ll g)*3<tt>^^ MJ £A 

y^A-ei£MK «££^£u mm^^v * v ? j*xmm:\.xmm\& 

fe^Bt^*&5l?(60 mg, 30%) i: Lt#fc 0 NMR(CDC1 3 ) 6: 1.79-2.05 (2H, m), 
2.45 (3H, s), 2.78-3.00 (4H, m), 3.36-3.71 (8H, m), 6.34-6.38 (2H, m), 7.60 (1H, 
dd, J = 1.8 and 8.8), 7.93-7.97 (5H, m), 8.13 (1H, d, J = 5.8), 8.48 (1H, s). 

jzmftmm. 02 4 h 26 n 3 cio 3 s-h20,!: tt 

fYMm (%) : C, 58.83; H, 5.76; N, 8.58 
HBMifC (%) : C, 58.58; H, 5.86; N, 8.29 
H$B#iJ121 

(R)-4-rr2-(6-^ qp-2-f7f;H^/^-;v^ 5S^-l-b"P y s?/H;&/M?=. M-l- 

121a) (R)-2-t: Kc jr^^f-;i/b°P D ^y-l-^;l/t'yi^y^ 

D-^°n y y — M5-4 g), 08*?- b y A(7.4 gX 7k(50 ml)*5«fcO^^L^v^ 
(50 ml)©^^—^ p n^^^v ; /K8.4ml)^0 o C-e^P^L^M-T?lBt^/5^^ 

m& u fc e mm ^m±m^ i^mmm&isv * *?>v-t> ? a xm$k l rsis^-a^ 

. £Mfetfct£#30£fi;lft) £ bT#fc 0 NMR(CDC1 3 ) 6: 1.52-2.10 (4H, m), 3.40 
(1H, m), 3. 50-3. 74. (3H, ro), 4.01 (1H, m), 4.38 (1H, m), 5.15 (2H, s), 
7.28-7.46 (5H, m). 

121b) (R)-2-^ f-sUX/UTfr^/Utti/t ^yl^b°P y v^-l-yfr/l^V^^Vv^ 
^»!ll21a)-e#fc(R)-2-t Kn^i/^ ^vi^fc°p y ^^-1-^7 /^^^O-^ 
bHWJll3b) t H3*mj: LT®IB^#?%^^te(^a«J) £ LT#fc 0 NMR 
(CDCI3) 6:1.78-2.15 (4H, m), 2.84 and 2.93 (total 3H, s for each), 
3.35-3.55 (2H, m), 4.00-4.45 (3H, m), 5.14 (2H, s), 7.25-7.50 (5H, m). 

121c) (R)-2-(6-^ p v-2-j-??-/u)^sF* f;vb°n I) ^.i-ytj/U7i^^m^<^-J/^ 
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-C#7t 0 NMR(CDC1 3 ) 6:1.70-2.15 (4H, m), 2.65-3.00 (1H, ra), 3.30- 
3.79 (3H, m), 3.95-4.25 (1H, m), 4.95-5.20 (2H, m), 7.24-8. 02 (11H, m). 
12 Id) (R)-2-(6-f p n-2-j-7^MX/U-fc—/Uj. f/vfn ]} i?^-l-jj/U7$l/ 



»J121c)-e#fc(R)-2-(6-^ n u -2--T-7 )V)=f-Jr * ^v^fc°P V i^-l-jfr/M? 

T#fc 0 NMR(CDC1 3 ) 5:1.75-2.50 (4H, m), 3.00-3.28 (1H, ra), 3.28-3.47 
(2H, m), 3.50-4.03 (1H, ra), 4.08-4.25 (1H, m), 4.80-5.08 (2H, m), 7.04- 
7.40 (5H, m), 7.52-8.08 (5H, m), 8.36 and 8.49 (total 1H, s for each). 
12 le) (R)-2-(6-^ p u-2-1-'7 s 5-M*n'ifr~j}s* f/Ub°p V 
Hiife#iJ121d)-e#fc(R)-2-(6-^ n a-2-t7f ^^^M^/i/fn ]} i?^- 

(93%) t LT#fc 0 NMR (DMSO-d 6 ) 6: 1.55-2.00 (3H, m), 2.14 (1H, m), 
3.21 (2H, t, J = 7. 2), 3.75 (1H, ra), 3.90 (1H, m), 4.04 (1H, dd, J = 4. 5 
and 14.4 ), 7.78 (1H, m), 8.05 (1H, m), 8. 21-8. 34 (3H, ra), 8.73 (1H, s). 
121f) (R)-4-rr2-(6-^ p P-2-t7f-M^^=^ ^/Ul-b°P ]) i?/V\%/]s&=. 

^»!ll21e)T^#/c(R)-2-(6-^ nn.2-t7f^)^V*=^^f/H^P ]) 

toK^^ii: t H»!lii3g)-e#fci-(2-^ ^v>-4- tr y *J;v) t°-< y ^^-4-^7/^^ 

h mtkm 1 i3h) £ mmiz vxmm^^n^M(26%) t tx^fc. nmr 

(CDC1 3 ) 5:1.54-2.64 (9H, m), 2.43 (3H, s), 2.70-2.94 (2H, m), 3.15 (1H, 
dd, J = 10. 0 and 13. 8) , 3. 36-3. 68 (2H, ra) , 3. 76 (3. 98 (3H, ra) , 4. 26-4. 44 
(1H, m), 6.36-6.56 (2H, ra), 7.57 (1H, dd, J = 2. 2 and 8. 8), 7.78-8.06 
(4H, ra), 8.14 (1H, d, J = 5.8), 8.48 (1H, s). 
7n§£#tfff6: C 2 7 H 3 0 N 3 0 3 SCI • 0.211; 0£L-C 
M-JMB (%) : C, 62.89; H, 5.94; N, 8.15 
ffitt (%) : C, 62.88; H, 5.82; N, 8.24 
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M-1-C2-* 5vL--4-fc° ]) i?;v)bX 9 ¥kl 

122a) 2-(l-tert-^ h #So&/U2Kj=-^-4-fcV< U SWIMfej.^u 

i>^/Wft;*7fr/I»^^vK22.3 g)<£THF(90 nu)*gfi£~-7kMf fc^ h V V & 
(60%ffltt; 4.3 g) ^QTCXM X., 30&fifl A-ir^r V t°-< y tVifs 

^mtext-^MlS g)<OTHF(.90 Txd)W^^M^MUX2mm^%W^ti 0 SJS 

m^mm^^x^m. l n 5% wtk^^ y * atki^m-c^k mtkjm-^ ^ > 

->-2-^y^^y y^^-i-t^y ^^^/^^^tert-^/^^sfrc^.s g, 

53%) i: LT#fc 0 

#bHfe@^(12.8 g)tf>/- ^ 7 — /K130 ml)^(C10%^7 i?tyJ>. — 5^3^(1.3 

u nmm*^ v * ?>^*> ? j*xmm vxmm^m^m^m^mi2.9 g, 

#J) £ L-C#fc e NMR (CDCI3) 5 : 1.02-1.33 (2H, m), 1.26 (3H, t, J = 7.0), 1.45 
(9H, s), 1.60-1.80 (2H, m), 1.80-2.05 (1H, m), 2.23 (2H, d, J = 7.0), 2.60-2.83 
(2H, m), 3.95-4.22 (2H, m), 4. 13 (2H, q, J = 7.0). 
122b) 2-fl-(2-y =^;U-4-t° V v^M-4-t^ V ^;i/li^xf;i/ 
^»Jl22a)-t?#fc2-(l-tert-y h^i/*/^^^-4-b 0 ^<y 

t>mw.M9ie) h mmz L,xmmit^m^m^mvtmi5i%) t L-r#rt 0 nmr 

(CDC1 3 ) 5: 1.28 (3H, t, J = 7.0), 1.20-1.44 (2H, m), 1.74-1.90 (2H, ra), 
1.92-2.32 (3H, m) , 2.45 (3H, s) , 2.86 (2H, dt, J = 2.4 and 12.6), 3.78-3.94 
(2H, m), 4.16 (2H, q, J = 7.0), 6.44-6.58 (2H, m),8.15(lH, d, J = 6.0). 
122c) 2-n-(2-y 5vW4- b° D i?M-4- b"^< V i?MWm 

^»Jl22b)X*#/c2-[l-(2-y 9vW4-fc" y i^)-4-fc°^<y v ? /l^]@^^^K5.2g) s 
*mik1- hVV M1& g),*(10 ml)*3 # J wiyfDM^^^.Xm 

m^m^tc^iNmmx^u mj±mm^tc 0 mm^cBP-20^ j ^xm 
m\^xmmik&m&m&mM43%)t vxn± 0 nmr (DMso-dg) 6:1.08-1.24 

(2H, m), 1.71 (2H, d, J = 12.9), 1.82-1.98 (1H, m), 2.16 (2H, d, J = 6.6), 2.23 
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(3H, s), 2.78 (2H, t, J = 12.6), 3.88 (2H, d, J = 13.2), 6.61 (1H, dd, J = 2.4 and 
6.0), 6.67 (1H, d, J = 2.4), 7.99 (1H, d, J = 6.0). 

122d) (R)-4-r2-f2-(6-^ p p -2-^:7 ^Mpwi^fr—^ 5Vwi-fc:°P V V-;V\-2-Jr 

5 ^WJl22c)T'#fc2-[l-(2-^ ^VU-4- fc° V 5?/U)-4- fc"^ U S^StSfe t 0£6£#I 

121e)T*#fc(R)-2-(6-^ p P-2-t7f7^;^=;^f;Pt'n y $?>JWty*c3fcife 
igrt* £>Hifc#iJll3h) £ Otitic LT)BlBfc^&&tfe*&5|c<23%) i: LT^fc NMR 
(CDC1,) 5 : 1.05-1.35 (2H, m), 1.50-3.00 (11H, m), 2.46 (3H, s), 3.05-3.25 (1H, 
m), 3.25-3.55 (2H, m), 3.67-4.02 (3H, m), 4.25-4.45 (1H, m), 6.44-6.56 (2H, m), 
10 7.58 (1H, dd, J = 2.2 and 8.8), 7.86-8.02 (4H, m), 8.06-8.18 (1H, m), 8.49 (1H, 

s). 

5n*^tFf-ftt C 2 8 Ej j N 3 0 3 SCI • 0.5H 2 Ot LT 
fUMS (%) : C, 62.85; H, 6.22; N, 7.85 
MWM (%) : C, 62.65; H, 6.10; N, 7.99 
15 Hife#i|123 

(S)-4-r2-r2-(6-^ g P-2-t7fM^A^^;M f;V-l-t:°p V jyM-2-^r^-y^f- 

HJi«fill22c)T?#fc2-[l-(2-^ ^W-4- tf U vvW)-4- fcV* U v^]I^£ 
H3e)T?#fc(S)-2-(6-^ n n.2-t7f^/i^=^^ f^fo y S^JkfbMSBfc 

20 m.fa ibmmmush) t mmiz \sxmmfc&m&m&®m(2i%) t Lt#fc. nmr 

(CDCL,) 8 : 1.08-1.35 (2H, m), 1.60-2.60 (9H, m), 2.47 (3H, s), 2.75-2.98 (2H, 
m), 3.16 (1H, dd, J = 9.8 and 13.6), 3.25-3.55 (2H, m), 3.76-4.05 (3H, m), 4.26- 
4.45 (1H, m), 6.46-6.56 (2H, m), 7.59 (1H, dd, J = 2.0 and 8.8), 7.86-8.00 (4H, 
m), 8.08-8.14 (1H, m), 8.49 (1H, s). 
25 ^«J124 

3-(5-^ p p -2-^T ^ F y ^vKN-ri-(2-^ }£ ]) v^)-4- b° 

^ y i?M-7vt "sT % K 
124a) 3-(5-^ p p -2-^f yKU ^Wg 
5-?vu -2--f ^ K y V^^-^CTakada, S et al., Chem. Pharm. Bull., 1984, 32; 
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877)75>bH«»Jll4a) t mfflz UTSIB{b^S:jgJ5||fejg|6(70%) t LT#fc 0 
NMR (CDCl, ) 8 : 2.68 (2H, t, J = 7.0), 3.06 (2H, t, J = 7.0), 6.62 (1H, d, J = 
1.2), 7.14 (1H, dd, J = 2.0 and 8.8), 7.24 (1H, d, J = 8.8), 7.52 (1H, d, J = 1.2), 
8.35 (1H, s). 

124b) 4-rN-f3-(5-^ g p-2-^T V K U A^^-Hrfxi e'^^H-N-^ gvUT 5: J 1 b p ^< 
U i^-l-fr/l^^^tert-:^^ 

^JE^Jl24a)-e#fc3-(5-^ n p-2--f ^ KJJ Vyf-i&u \?Jr >Wt 1 4- * *5-jv~7 
^yt^jj ^v-l-^7^V^tert-^/^^^J£M30b) t mWtZ. LTSIB-fb-n - 
fe^M^ H l(43%)i: LT#fc 0 NMR (CDCL,) 6: 1.42-1.63 (4H, m), 1.46 
and 1.47 (total 9H, each s), 2.60-2.90 (4H, m), 2.82 and 2.85 (total 3H, each s), 
3.18 (2H,t, J = 6.6), 3.50-3.70 (0.2H, m), 4.05-4.35 (2H, m), 4.58-4.75 (0.8H, m), 
6.52 (1H, d, J = 2.0), 7.12 (1H, dd, J = 2.0 and 8.8), 7.28 (1H, d, J = 8.8), 7.48 
(1H, d, J = 2.0), 9.60 (1H, bs). 

124c) 4-[N-f3-(5-^ p P-2->f ^ K V jV)^;V7^=.;U^fn t^^/i/i-N-p* gvKT 5: 
1 1 y ^- 1- # ^ ^^tert- ^gvW 

^^I124b)-t?#fc4-[N-[3-(5-^ p P-2--T V K y AO^-^p t°^"-^]-N-^ 
/WT 5 /]k°-<y ^^-l-^/^^^tert-^/^b^»j7d)i:l^il^ 
fc^£Mfe*SB%(93%)£ L-C#fc 0 NMR(CDCL) 5 : 1.42-1.72 (4H, m), 
1.46 and 1.48 (total 9H, each s), 2.60-3.00 (4H, m), 2.78,2.84 (total 3H, each s), 
3.68 (2H, t, J = 7.2), 4.05-4.55 (3H, m), 7.14 (1H, s), 7.33 (1H, dd, J = 2.0 and 
8.8), 7.41 (1H, d, J = 8.8), 7.68 (1H, s), 9.82 (0.75H, s), 9.93 (0.25H, s). 
124d) 3-(5- ^PP-2->fyK!);^ >±]£ ^/WN- * ^-/l^-N-ri-(2- * fvl^-4- b° V i£ 

^»J124c)-e#fc4-[N-[3-(5-^ n u-2-4 Is K V )V)7.)Vfc~jVfu \?jr~;V\- 
f-fVT % J y i^^-l-^^^^^tert-^^/^b^M^ilSSc) £: b 
-CSlB^^^r^#,©*(33%)i: UT#fc 0 NMR (CDC1 3 ) 5 : 1.50-1.90 (4H, 
m), 2.45 (2.25H, s), 2.48 (0.75H, s), 2.78 (0.75H, s), 2.83 (2.25H, s), 3.69 (2H, t, 
J = 7.2), 3.70-4.05 (2.25H, m), 4.50-4.65 (0.75H, s), 6.45-6.60 (2H, m), 7.14 
(0.75H, s), 7.15 (0.25H, s), 7.33 (1H, dd, J = 2.0 and 8.8), 7.41 (1H, d, J= 8.8), 
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7.69 (1H, d, J = 2.0), 8.16 (0.75H, d, J = 6.0), 8.20 (0.25H, d, J = 6.0). 
TcMfttiriB. C 2 3 H 2 7 C1N 4 0 3 S • 0.5K, O <t Lt 
tUSfflE (%) : C, 57.07; H, 5.83; N, 11.58 
;$Htt (%) : C, 57.10; H, 5.92; N, 11.53 
«i]125 

3- (5-^ p u-l-yt gvt^jW ¥_E1 M */Ml=; /H(-^ 5VWN-[l-(2-7 
b° U -4- b c ^< y ynA'yT-; K 

125a) 4-[N-[3-(5-^ n p-l-* gvWgzd! ^ E lj ^> X/U/^^U^p \fHr=-M- 

10 ^Jg^!|124c)-e#fc4-[N-[3-(5-^ n p -2-f > K y /I^/VtJ^/K/p \£jr=.;V\- 

^vl'T 5 7 ]f^<y v^^-l-*^#^^tert-y^-/K0.35 g)<S>DMF(10 ml)^^ 

M0.iml)^Px.^M-C^ fefc:i6i$lffla»#ili?fc. KJ^Sri$EE»feu»©4fc 

fe^(0.34 g, 90%) t UT#fc 0 NMR(CDC1 3 ) 5: 1.15-1.70 (4H, m), 145, 
1.4 (total 9H, each s), 2.50-2.66 (2H, m), 2.76 (3H, s), 2.80 (2H, t, J 
= 7.0), 3.66 (2H, t, J= 7. 0), 4.00-4.30 (1H, m), 4.03 (3H, s), 7.17 and 

7.18 (total 1H, each s), 7.32-7.40 (2H, m), 7.65,7.66 (total 1H, each d, 
20 J = 2. 0) 

125b) 3-(5-^ p p -1-7 ^v^-2->f >Jf_y /U)^/U/frrvKN-y ^vKN-fl-(2-y- gv^ 
-4- fc° y SW-4- y vVlj 7° p $ K 

^Ji^!ll25a)-C#fc4-[N-[3-(5-^ p p -1-7 5vP-2->f V K y ;k)X^=;l/^n 
t°^-^^]-N-y f-jvy % 7] fc°-<y ^^-l-^^^^tert-^^d^b^HiM83c) 
25 ' t^^bTJ®l5^-n^?r*gfe^(i4%)i U"C#fc 0 NMR(CDC1 3 ) 5:1.20- 
1.34 (2H, m), 1.40-1.90 (2H, m), 2.44 and 2.47 (total 3H, each s), 2.67-2.95 (2H, 
m), 2.75 (3H, s), 2.80 (2H, t, J = 6.8), 3.68 (2H, t, J = 6.8), 3.80-3.90 (2H, m), 
4.04 and 4.05 (total 3H, each s), 4.15-4.26 (1H, m), 6.40-6.58 (2H, m), 7.17 and 

7.19 (total 1H, each s), 7.33-7.42 (2H, m), 7.66 (1H, d, J = 1.6), 8.15 and 8.19 



P ~ ° 
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(total 1H, d, J = 6.0). 

7Sd##HK C 2 1 H 2 , C1N 4 0 3 S • 0.25H 2 O £ L T 
SUMS (%) : C, 58.41; H, 6.02; N, 11.35 
Ifi (%) : C, 58.25; H, 6.00; N, 11.17 

;ife^li26 

4-(6-f p P-2--^-7^M^/^^^/WN-^ 5vWN-ri-(2-7 U 
126a) 3-fN-f4-(6-^ p p-2--^^^M^/^^/^> 7 ^/H-N-^^v^T $ y]t:' 
10 |Sfl60!l24c)-e#fc4- (6-^ p p -2-Ty^-;V) XAs&z=.;v&BBt t M1fefflll5c)T^ 

tcS-(* f-AST $ / ) fcT-< V v 5 ^-l-tf/l-zJ? ^^tert-^/l^ h %w$m\>) t mmiz. 

lsXMfcik&yo&B£3ftM(80%)b LT#fc„ NMR (CDC1 3 ) 5 : 1.44 and 
1.47(total 9H, each s), 1.45-1.85 (4H, m), 2.00-2.20 (2H, m), 2.45-2.80 (4.6H, 
m), 2.80 and 2.84 (total 3H, each s), 3.32 (2H, t, J = 7.2), 3.45-3.60 (0.4H, m), 
15 3.84-4.42 (2H, m), 7.58 (1H, dd, J = 2.0 and 8.8), 7.86-8.00 (4H, m), 8.48 (1H, 

s). 

126b) - 4-(6-^ p u-2--yy J-M^J'Vi^^^-'N- ^ 5vV-N-fl-(2-^ =f-;V-4r\i°]} *J 

li^#J126a)T*#fc3-[N-[4-(6-^ n u -2-1-7 ^ /l^^su ft ~ As-f* / 4 /U]-N-^ 

mk&m*mmft*(M%)t LT#f£ 0 NMR(CDCl3) 6: 1.60-1.93 (4H,m), 
2.06-2.20 (2H, m), 2.43 (2H, s, 2/3Me), 2.46 (1H, s, l/3Me), 2.50-2.83 (4H, m), 
2.88 (1H, s, l/3NMe), 2.90 (2H, s, 2/3NMe), 3.25-3.45 (2H, m), 3.62-3.92 (2H, 
m), 4.40-4.58 (1H, m), 6.47-6.60 (2H, m), 7.59 (1H, dd, J = 2.0 and 8.8), 7.86- 
25 8.00 (4H, m), 8. 13 (2/3H, d, J = 6.4), 8.20 (1/3H, d, J = 6.4), 8.46 (1/3H, s), 8.48 

(2/3H, s). 

5c*f*MJNI* C 2 , H3 0 CIN3 0 3 S- 0.5H, OtLT 
ftr&m. (%) :C,61.34; H, 6.14; N, 8.25 
MM (%) : C, 61.19; H, 6.12; N, 8.24 
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3.(6-^ P P -2£t2. ^-/H^./^— ^-N-n-(2-^ ^vW4-b°y ^V4-b°^!J if/V] ~f 
p^^T$ K 

127a) \l-(2-t y sW-4-b^< !> ^17 $ ^ 

5 ^»j42a)-e#/c l-(2- ^vL-4- 1° y S?A>) -4- fc°^ ]} K> (0. 67 g) (Dflftfe (8 

ml)^M§7^ = !>^ (2. 71 g) ^Dx,0°C-ei^^#Mfc^, h y T-fe 
h*c^mfcl%5^1-h y £-M0.90 g)^DXL-C^?@.Tn5BtP^^#tHffc 0 

*&£i$JBEiiis u ^SM^f^^ili* y ^atK^^p^t/^ y t£ 

10 MlBfl^»lt&?fiMK0. 53 g, 79%) t L-C^fc 0 NMR (CDClj ) 6:1.28- 

1.65 (4H, m), 1.88-2.00 (3H, m), 2.44 (3H, s), 2.82-2.97 (2H, m), 3.80-3.87 (2H, 
m), 6.49-6.54 (2H, m), 8.15 (1H, d, J = 5.8). 

127b) 3-(6-^ p X2-2--T7?-MX^*~ /WN-H-(2-p< ^v^-4-b" y iM^-4- y 
15 ^i£Ml27a)t?#fc[l-(2-^ ^vW-lf V i>/U)-4-\i 0 ^V ^JV\T 5 

76b) t mm?, vxmmik&w&m&ffi'mo.wo) t u-c#fc 0 nmr (cdci 3 > s : 1. 

35-1.48 (2H, Hi), 1.89-1.94 (2H, m), 2.44 (3H, s), 2.68 (2H, t, J = 7.5), 2.85-2.97 
(2H, m), 3.55 (2H, d, J = 7.5), 3.76-3.83 (2H, m), 3.93 (1H, m), 5.57 (1H, d, J = 
7.6), 6.47-6.51 (2H, m), 7.60 (1H, dd, J = 1.8 and 8.8), 7.88-7,96 (4H, m), 8.16 
20 (1H, d, J = 5.8), 8.46 (1H, d, J = 0.8). 

5mftffim C 2 4 6 N 3 CIO3 S-0.3H2 Ob L*C 
tttMfi: (%) : C, 60.38; H, 5. 62; N, 8.80 
(%) : C, 60.46; H, 5. 46; N, 8.90 
»!ll28 

25 N-^^I^-3-(6-^ p P-2-j-7^-/^^-/^^/U-N-n-(2-^ 5vW-4-fc° V vVl-)-4-t:' 

128a) N-7"^WN-ri-(2-^ ^/^4-fcf V v ? ^)-4-fc c ^y i?/lAT $ ^ 

mifcM42a)T»^tL l-(2-^ ^-4- 1° y v7W)-4- U K^i rff-JVT $ b 
»j30a)^^(3lUrMfB^^^fe»^(98%)t bT#fc 0 NMR (CDC1 3 ) 
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5 : 1.35-1.69 (2H, m), 1.94-2.02 (2H, m), 2.44 (3H, s), 2.63-3.09 (3H, m), 3.79- 
3.87 (4H, m), 6.48-6.55 (2H, m), 7.25-7.34 (5H, m), 8.14 (1H, d, J = 6.0). 
128b) N-^5v^-3-(6-^ p v-2--5-7=5~)V^}Vifr~ /l^-N-ri-(2-^ gvW4^g ]) i£ 

^WJl28a)-C#fcN-y^-N-[l-(2-^ ^vU4- tf V Z^/U)-4-lf^ V V'jVyr % ^ 
h H»!l76b) t mWkfc L-CMIB^^^^^fefe v *(36%) t b"C#fc 0 NMR 
(CDC1 3 ) 5 : 1.47-1.80 (4H, m), 2.41-2.45 (3H, m), 2i68-3.18 (4H, m), 3.52-3.89 
(2H, m), 3.89-3.96 (2H, m), 4.46 and 4.52 (2H, each s), 4.63-4.69 (1H, m), 6.41- 

> 

6.50 (2H, m), 7.07-7.30 (5H, m), 7.56-7.62 (1H, m), 7.76-7.95 (3H, m), 8.11- 

8.51 (2H, m). 

7hm&tifiM C 31 H 32 N 3 CIO, S • 0.2H 2 Ot LX 
SfJHfc (%) : C, 65.82; H, 5.77; N, 7.43 
HSlHtt (%) : C, 65.57; H, 5.98; N, 7.75 
MMM129 

3-(6-^ a v-2-1-7^MX/U7js~sU-N-tt-(2-s* 9vi^-4- h° ]} b°^< V 

N-(2- fc° V i?M* ^jV^n^l/T 5: K 

129a) N-fl-(2- * 5v^4- t° U vVl^-4- V v ? /H-N-(2- tT U v7U-) * fvKT $ ^ 
^»!l42a)-C#fc l-(2- * ^vV-4- fc 8 U v ? /U')-4- U KVi N-(2- fcT V -J/V) * ^ 

/wt 5; ^^^«^j30a) t mmfc \^xmm^m^n^^m(^i%) t br#fc 0 

NMR (CDC1 3 ) 5 : 1.39-1.56 (2H, m), 1.98-2.08 (2H, m), 2.43 (3H, s), 2.74-2.96 
(3H, m), 3.80-3.86 (2H, m), 3.97 (2H, s), 6.50-6.54 (2H, m), 7.17 (1H, t, J = 6.2), 
7.27-7.69 (1H, m), 8.14 (1H, d, J = 6.0), 8.55 (1H, d, J = 4.8). 
129b) 3-(6-^ p TPL.2--f-y^-M^jV^=.;V-^-\l-(2-^ ^/^-4-b 0 V SW-4- V 

H»!ll29a)T:-#fcN-[l-(2-^ 5vl^4- if V v^)-4- tf^ V ^/W|-N-(2- t" V 
f-frT 5 >^bliW!l76b)i: RIKfc LTMf2fc^£r$Efe|&*(50%) t LTWc. 
NMR (CDC1 3 ) 8 : 1.45-1.64 (4H, m), 2.42 aiid 2.45 (3H, each s), 2.79-3.19 (4H, 
m), 3.57-3.65 (2H, m), 3.80-3.97 (2H, m), 4.52-4.72 (3H, m), 6.41-6.50 (2H, m), 
7.09-7.17 (2H, m), 7.56-7.64 (2H, m), 7.84-7.98 (4H, m), 8.10-8.18 (1H, m), 
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8.40-8.51 (2H, m). 

Tcmfrffiffi. C 3 0 H, 1 N 4 C10 3 S O t L.T 
ffM (%) : C, 62.00; H, 5. 72; N, 9.64 
^iMff (%) : C, 62.09; H, 5. 36; N, 9.63 

l-f3-(6-^ p p-2-t7^)^;^^^yp/V ^f;H4-(2-y f ;M-b° !) 

130a) 4-(2-^ 5vi^-4-t:° V b°^<7 e^^yi^V^tert-^/i- 

1-Boc- v 5 b^WJ90e) £ HffiglJ: L-Xmmik&yD&ffi&mfcWVo) t 

tt#fc„ NMR (CDC1 3 ) 6: 1.49 (9H, s), 2.46 (3H, s), 3.28-3.33 (4H, m), 3.53- 

3.58 (4H, m), 6.48-6.55 (2H, m), 8.19 (1H, d, J = 5.8). 

130b) 4-(2-^ ^v^-4-fc° V ^9 Vls^JBS&L 

^»!jl30a)-C^#fc4-(2-^ ]) v^-l-h"-^ v^^/^ V^tert-^ 

NMR(CDC1 3 ) 8: 2.57 (3H, s), 3.42 (4H, t, J = 5.5), 4.01 (4H, t, J = 

5.3), 7.14-7.18 (2H, m), 8.13 (1H, dd, J = 2. 2 and 8. 0) . 

130c) l-r3-(6-^ pp-2-f7f;i')^;^^7 , p/V-f/H-4-(2-^;u-4-b°!) 

mmm i30b)-c#fc4-(2-7< 1° v V'jvy- 1- if -m.mm> z> mtfoM 

30b) t mmiz LTffigBf k&m&M&®3l(55%) t LT#fc 0 NMR (CDC1 3 ) 8 : 
2.48 (3H, s), 2.89-2.97 (2H, m), 3.23-3.28 (2H, m), 3.34-3.39 (2H, m), 3.55-3.71 
(6H, m), 6.47-6.53 (2H, m), 7.59 (1H, dd, J = 2.2 and 8.8), 7.92-7.96 (4H, m), 
8.22 (1H, d, J = 5.4), 8.48 (1H, s). 
5c*#*HB[ C 23 H 24 N 3 C10 3 S- 0.1H2 Ok L~C 
ft&U (%) : C, 60.08; H, 5.31; N, 9.14 
£2M (%) : C, 59.78; H, 5.39; N, 9.42 

l-f3-(6-^ p u-2--ry^-M^/^=^/^yn^y ^fyW-l-4-(2-^^^-4-fc°y V>M-2- 



WO 02/06234 PCT/JP01/06148 

202 

131a) 4-(2-^ b° V 2M^T±2 S?V-1.2-S?;fr/HK^|fe 1^<>^U 2- 

¥3-232864)^ bH»!l90e) t ¥\WiZ- UTJSiB^b^ 4r.Hfe»*fc*(63%) UT 
#fc 0 NMR (CDClj) 6 : 2.46 (3H, s), 2.46-3.43 (3H, m), 3.67-3.73 (3H, m), 
4.00-4.42 (3H, m), 4.80-4.93 (1H, m), 5.17-5.21 (2H, m), 6.49-6.54 (2H, m), 
7.34-7.38 (5H, m), 8.20 (1H, d, J = 5.4). 

131b) 4-(2-^ ^vW-4- \f V i?M b°"<7 v^^-v^/W^^ ±/U 

^W!ll31a)-TT#fc4-(2-^ ^VV-4- fc° V Astflsm 1- 

<<f 2-t ^Kl-0 g) 1 10%^ £ iv-^tSf (0.15 g)£r^ ^ / — M15 ml) 

FAs* ?J*X*mW: LT«iBfb^«r&S£ 1 ift:{flft<0.53 g, 83%) t UT# 
fc D NMR (CDCI3) 8 : 2.15 (1H, br), 2.47 (3H, s), 2.86-3.82 (10H, m), 6.53- 

6.59 (2H, m), 8.18 (1H, d, J = 5.8). 

131c) l-r3-(6-^ g x2-2--r-7j-;V)*j\s-fc~;VzfT2s*; -<{ /U]-4-(2- * ^/U-4-H°V g£ 

/y)-2- z ^ k: # ^ 

^»!H31b)-I?#fc4-(2-^ ^-4-f U S?/u) i?^-2-S?*/V7Ri^ife^ 
tf> b IQiM30b) <h LTSIBfb^ £r*8fe|&5fc(52%) £ L-C#fc e NMR 

(CDCI3) 5:2.47 (3H, s), 2.89-3.20 (4H, m), 3.43-3.85 (7H, m), 4.31- 

4.60 (2H, m), 5.19 (1H, m), 6.49-6.55 (2H, m), 7.60 (1H, dd, J= 1. 8 and 
8.8), 7.89-7.98 (4H, m), 8.22 (1H, d, J = 6.2), 8.49 (1H, s). 
5cSS##ffltt C 2 6 Hg 6 N 3 C10 5 S • 0. 5H 2 0 1 L-T 

H-JHg (%) : C, 57. 19; H, 5. 18; N, 8. 00 
HSlHtt (%) : C, 57. 43; H, 5. 57; N, 8. 16 
^1011132 

(S)-2-(6-^ p & -2-1-7 ?-/V)^;vft=-;\'* =f-jvWl-(2-^ 5v^-4-fc° V yVu)-4- 
132a) (S)-442-(6-^ p x2-2-~T7 = ?-M^;\'-fo=-;\' * ^v^-l-tf p U i^ldMfet: 
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1-tert-:/ f Zrl/JJ friS—tW^ ]} ^^-4-^/^^(0.40 g)t bV ^JVT 5: 
^(0.34 ml)W h/^V(8.0 iid)m&^0X;X'T^ki/-7 ^-/^XTfr ]) /U(Q.5S 
mb&tiQZ-, 80 < X2X~2mfflfr£Mtt o M^IJ&tIL^ H2fe#|113e)-C# 
fc(S)-2-(6-^ n P -2-^:7 ^/t^/I^wl^ JJ i?V(0.64 g)(D h/l^2/(2 

U a@#/^^y^y/^7^^mMbTSI3^^il:^fem^(0.88 & , 

132b) (S)-2-(6-^ o n^-j-^^/M^/^^/^y ^-^-N-fl-(2-^^/U4-t: o y 

10 4-b°^P 2M^E V 2l^zl-^JkS^±l K 

IIJfeMl32a)-e#fc(S)-4-[2-(6-^ n P^-^^yl^/P/J^/i^ ^/W-l-t°n JJ 

o 

mfc^Xmmk^*1&&®*.(Z%)t lt#fc„ NMR(CDC1 3 ) 5:1.22-1.52 

(2H, m), 1.82-2.34 (6H, m), 2.44 (3H, s), 2.84-3.02 (2H, m), 3.10-3.34 (3H, m), 
15 3.68-3.90 (4H, m), 4.20-4.42 (2H, m), 6.44-6.56 (2H, m), 7.58 (1H, dd, J = 1.8 

and 8.8), 7.86-7.98 (4H, m), 8.14 (1H, d, J = 5.8), 8.47 (1H, s). 

Tumfttitm C 2 7 H 3 1 N 4 O s SCI- 2H 2 O t L T 

SUMS (%) : C, 57.59; H, 6.26; N, 9.95 

MMiW. (%) : C, 57.53; H, 5.81; N, 10.28 
20 H»J133 

(S)-N-f2-(6-^ g P-2-t7f/v)7;i/»=^/^ f;V-l-fc°n V f-;V-4-}? 

133a) (S)-4-rN-f2-(6-^ p v^±2^£Z^k^=/k* ±2kzl^E V 2M*2kll 

25 |l«J113e)-e#fc(S)-2-(6-^ n u-Z-^f-A^^A^^/U^ f-;Vt'n y 

fek3ff^t&(2.4 g), ^(24 ml)*J cfc t>*7k(2.4 ml)^^^-0 o CT-^«^- h U 
3,(2.12 g)^n^Ls li&T^bt2»tJl^fco »«Ef*L, 

*UT#b^cffl^^^(18ml)i:7K(24ml)^^?U-C. »$&(1.69 g)£*P 
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l-tert-^ h^rv'^/^^^k^y ^^-4-^/^^(1.41 gk HOBt(1.13 g)$3 

* lt. y * ?^*> ^j^x-mrn ^xmrnt^-^M^ma^s s , 

57%) t LT#fc 0 NMR(CDC1 3 ) 6 : 1.44 and 1.46 (total 9H, each s), 1.48- 
1.98 (7H, m), 2.08-2.58 (2H, ra), 2.60-3.02 (3H, m), 3.10-3.36 (2H, m), 
3. 40-3. 62 (2H, m) , 3. 96-4. 26 (2H, m) , 5. 92 and 6. 68 (total 1H, each s) , 
10 7.60 (1H, dd, J = 2. 1 and 8.7), 7.82-8.00 (4H, m), 8.44 and 8.46 (total 

1H, each s). 

133b) (S)-N-[2-(6-^ p P-2-t7f yui-k'n ]) ^H-l-(2-^ 

^ffiMl33a)T'#7i(S)-4-lN-[2-(6-^ n n -2-^37 ^/l^);*^7ft~/l^ ^-/V-l-ifu 

^LT®lBte^^£1tfe*&;fc(22 0 /o)£ LT#fc 0 NMR(CDC1 3 ) 5 : 1.48-1.96 
(7H, m), 2.04-2.50 (2H, m), 2.43 (3H, s), 2.70-3.10 (3H, m), 3.16-3.38 (2H, m), 
3.42-3.68 (2H, m), 2.74-3.96 (2H, m), 6.40-6.56 (2H, m), 7.59 (1H, dd, J = 1.8 
and 8.8), 7.82-8.00 (4H, m), 8.11 (1H, d, J = 5.8), 8.45 (1H, d, J = 1.2). 
20 7z.m&ffim C 27 H 31 N 4 0 3 SCM.5H 2 Oi: b-r 
ft&MB. (%) : C, 58.53; H, 6.18; N, 10.11 
Mm (%) : C, 58.67; H, 5.86; N, 10.06 

l-f3-(6-^ a v-2--1-7?-MX/U7jK~/lsyn/<; ^/H-N-p< ^-/^-4-(2-^ ^Vl*-4-tf 
25 V i?M 2 2. ^-2-# jtM 5: K 

134a) l-^<^v ? /u^-^rv^-4-(2-^ ^-^-4-b° ]} ^MgciZ 

^»!H31a)-t?#7t4-(2-^ fvl^-4- 1° y itA) k°-<7 MRl^BL 1- 

^i/vVu 2-^ ^-/Kl.30 g)*5 itflNTKKfb"?" h y tf ^zk*M(7.0 ml)<75^ * / 
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EE»RSU aW#3?:XAD-2# 7 ^TitMU SflBfb^»%S*Hfi*&3fc(1.39 g, £ 
il$) i: b-C#fc 0 NMR (CD 3 OD) 5 : 2.49 (3H, s), 3.32-4.81 (7H, m), 5.17-5.18 
(2H, m), 6.99 (2H, br), 7.33-7.38 (5H, m), 7.97 (1H, d, J= 7.6). 
134b) 2-(N-^ ;u)-4-(2-* 5vW-4-b° V Z?M P.^^-1-^^V 



Art i/mt* % i/fr h n«j76b) t mmfc vxmMUk&vo&m&fi&z 

(81%) t Ltito NMR (CDCl,) 8 : 2.45 (3H, s), 2.79 (3H, d, J = 4.8), 2.95- 

3.61 (4H, m), 4.10-4.79 (3H, m), 5.20 and 5.22 (2H, each s), 6.52-6.59 (2H, m), 
10 7.38 (5H, br), 8.18 (1H, d, J = 5.8). 

134c) N-^< 5vW4-(2-^ V V ^^^Art^± X K 

^Jfe#iJ134b)T'#fc2-(N-^ ^jU^/U/^^f ;V)-4-(2-* ^vi~4- tf ]) S?/U) tT-< y 

i^^-l-*/^V^-<>'v ? /^>e>^»J129b)i l^^tc UTSIB-fb^Srlife?*^ 

4&0£ftftl) i: U-C#fc„ NMR (CDC1 3 ) 6 : 2.45 (3H, s), 2.85 (3H, d, J = 5.1), 
15 2.96-3.17 (4H, m), 3.47-3.54 (3H, m), 3.81-3.86 (1H, m), 6.55 (1H, dd, J = 2.6 

and 6.0), 6.60 (1H, d, J = 2.4), 6.99 (1H, br), 8.18 (1H, d, J = 4.0). 

134d) l-f3-(6-^ n n-2-t7f ^^/^^n^V ^;H-N-^ ^/u-4-(2-^ f~A^ 

-4- v z 2 ^-2- # /M! ±±^_K 

^3ffe^!|134c)-e#^fcN-^ ^-4-(2-^ ^-/W-4- 1° y t°^< y v^-2-#/M?3r 

NMR (CDCI3 ) 5 : 2.47 (3H, s), 2.73-5.22 (14H, m), 6.54-6.61 (2H, m), 6.72- 
6.74 (1H, m), 7.62 (1H, dd, J = 2.0 and 8.8), 7.88-8.01 (4H, m), 8.20 (1H, d, J = 
5.8), 8.48 (1H, s). 

7C?5£##rlii C 2 5 R, 7 N 4 C10 4 S • 0.5H 2 OiU 
25 tfJMtC (%) : C, 57.30; H, 5.39; N, 10.69 

■®Ktt (%) : C, 57.47; H, 5.44; N, 10.38 
;J£#ill35 

2-ri-f3-(6-^ p P-2--j-7^/M^/V-^^/^P^y xt > ^l-4-(2-^^-^-4-b°y 
2- fcN^ 2 ^liBfea 



WO 02/06234 PCT/JPO 1/06 148 

206 

135a) 2-f4-(2-^ tf U fcf^ ItjVffiBk^A' 

2-(2- fc 0 ^"7 i^)Il&^^/K^BB4$fflF4^ 3Z3-232864)tf> HJfe#ij90e) <t 1^ 

m^vxmmt^m^n^tkm(74%)tvx^tL 0 nmekcdcu 6:1.29 

(3H, t, J = 7.1), 1.64 (1H, br), 2.44-3.70 (12H, m), 4.18 (2H, q, J = 7.1), 6.50- 
6.54 (2H, m), 8.18 (1H, d, J = 6.2). 

135b) 2-fl-r3-(6-^ p p -2-t 7^)^/^^/^p / V ^;H-4-(2^ U 

^0iJ135a)-e#/c2-[4-(2-^ ^7U-4- fcf V 9 J/U)-2- 9 JA^B^x.^-A^^% 
MMlGti) t mm I- LTMIB-fb^ ^Mfel&*(50%) <b LT#fc„ NMR (CD<31 3 ) 
8 : 1.18-1.30 (3H, m), 2.46 (3H, s), 2.59-3.07 (6H, m), 3.45-4.96 (9H, m), 6.45- 
6.49 (2H, m), 7.56-7.62 (1H, m), 7.95-7.97 (4H, m), 8.20 (1H, d, J = 5.8), 8.49 
(1H, d, J = 3.0). 

TumSfffim. C 27 H3 0 N 3 C10 5 S-0.5H 2 Oi tt 
tHWB: (%) : C, 58.63; H, 5.65; N, 7.60 
Mil (%) : C, 58.33; H, 5.72; N, 7.56 
MM 136 

2-(6-^ p n-2--t-^^/^^^^^^-N-r4-(2-^ ^1^-4- b°y y^H-l-Ef^ 1>MT 

136a) l-(2-^ ^/W4- 1° V -j?M-4-~ Y^y b^y^y 
«Ml30b)t?#fc4-(2-^ 1° U vVV)-l- k 0 -^ ^^"^^(1.00 g)<D7k 

g, ^*ft)£ LT#fc 0 NMR (CDCL>) 8 : 2.56 (3H, s), 3.93 (4H, s), 3.95-4.01 
(2H, m), 4.58-4.64 (2H, m), 7.07-7.11 (2H, m), 8.07-8.11 (1H, m). 
136b) 4-(2-^< 5vW4- \f V ^7 g ^ 

^»J136a)-C#fcl-(2-^ ^-4-t°y v^)-4-= fay 1^7^(0.97 g)£>g£ 
^(5 ml)^^r«n^(1.10 g)C97k(5 nd)tt^^;&n;t^*i.-e$tL< ismfflfr 
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^4-(2-^^W4-t°y ^)-l-t°^7^^^:^-tf|tfeffi^(0.52 g, 68%) t b"C# 
fc D NMR (CDClg) 8 : 2.45 (3H, s), 2.74 (2H, t, J = 5.1), 2.97-3.02 (2H, m), 
3.26-3.31 (2H, m), 3.38 (2H, t, J = 5.2), 6.49-6.55 (2H, m), 8.19 (1H, d, J = 6.0). 
136c) 2-(6-^ p P-2-^-^^-^)^/^^yU-N-r4-(2-^^/W4-b°y S?/i^-l-fcV<9 
vyWITi? K jo «tr ^l-r2-(6-^ a P-2-^:7^^);*/w;fr~/UTi?^/W|-4-(2-^ 

^WJl36b)-C#fc4-(2-^ ^/U-4-fc°y iM^)-l-fc°^^^tf4-(2-^ 5vt-4- 
tf y vVu)-l-fc°^ v>^r 5 ^j6>bH«!i30b)i: UTO- LTSIB<b#^^r#fc 0 
2-(6-^ n n^-^^A^/i^— /U-N-[4-(2-^ ^/W4-k" y vVW)-l-tf^ vVl^T 
-tr f T 5; K : Stfe5^*(18%), NMR (CDCL,) 5 : 2.47 and 2.48 (3H, each s), 
2.65 (1H, m), 2.98-4.55 (10H, m), 6.45-6.55 (2H, m), 7.41-7.97 (5H, m), 8.19- 
8.24 (1H, m), 8.48-8.50 (1H, m). 
Tumftffiife C 2 2 H, 3 N 4 C10 3 S • 0.5H 2 O t VX 
tUMIC (%) : C, 56.46; H, 5.17; N, 11.97 
^9M£ (%) • C, 56.19; H, 5.41; N, 11.87 

l-[2-(6-^ o u-2"^-^^^)^/^— /^T-fe^/^]-4-(2-^^/W4-t:°y fc° 

v 5 ^ : Mfelft* (27%) N NMR (CDC1 3 ) 5 : 2.49 (3H, s), 3.34-3.87 (8H, m), 
4.36 (2H, s), 6.51-6.57 (2H, m), 7.59 (1H, dd, J = 1.8 and 8.8), 7.88-7.97 (4H, 
m), 8.24 (1H, d, J = 6.0), 8.48 (1H, m). 
jnmfrVtW. C 2 2 H z 2 N 3 CIO, S • 0.3II, OtU 
SUHBC (%) : C, 58.80; H, 5.07; N, 9.35 
mMiU (%) : C, 58.66; H, 5.15; N, 9.72 

3.(6-? p d.2--rz7=f-M^u^^ju-^-\4-(2-^ =f-)v-4-\f y v ? y^vi-fc°-^^ 

^^Jl36b)T*#fc4-(2-^ ^-^-4-fc° y v^)-l- fcf^7 v J ^^tf4-(2-p< ^/l^-4- 
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*(29%)«b L"C#fc 0 NMR (CDC1 3 ) 5 : 2.45 and 2.48 (3H, each s), 2.62-2.69 
(2H, m), 2.89-3.14 (6H, m), 3.41-3.59 (4H, m), 3.75 (1H, br), 6.27-6.63 (3H, m), 
7.56-7.64 (1H, m), 7.93-7.97 (4H, m), 8.17-8.24 (1H, m), 8.47-8.50 (1H, m). 



ftMife (%) : C, 56.68; H, 5.50; N, 11.49 
MUm (%) : C, 56.50; H, 5.23; N, 11.32 



138a) &k5-f v X2^<^y^-^-7 ol^.2-^/U7^=^/U 

mttxty? ]) Ml-36 ml)^r0 o C-CDMF(1.46 g)^TU^ia"T?15#|IB3&>#ig 
■^tzlk, 5-? v u a ^(Pla P. A. et al., Jl Heterocyclic Chem. , 
1988, 25, 1271X1.68 g)^^, 90 e CT?3^^^Mfc o 

is mm^/^mm ufc 0 ttm^Tk^^Tkw-t- by? j*x*mm&,wmmm u 

&&ft&(0.62 g, 20%) t LT#fc 0 NMR (CDC1J 5 : 7.54 (1H, dd, J = 1.8 and 
8.8), 7.88 (1H, d, J = 8.8), 8.30 (1H, d, J = 1.8), 8.56 (1H, s). 
138b) 3-(5-^ p M^slsft— /^p fc'^-^^tert-^^-/^ 

20 ^JfeWl38a)t?^fci&^5-^ n o^y/ft7i ^-2-^^*r=/K0.43 g)£r;fc 

h y ^A(0.12g)©mF , (10ml){t/u^^^nx: > 40 < C-C7^^# 

* 

ml){C?gfi?U h y ^)VT % 1/(1 A ml) t T y /i^tert-^^^(1.03 g)&r3fflx. 

LTffilBfb^£Mfe^iil(0.25g,44%)£: LT#fc„ NMR(CDC1 3 ) 5: 1.39 
(9H, s), 2.71 (2H, t, J = 7.7), 3.52 (2H, t, J = 7.7), 7.47 (1H, dd, J = 



5 




10 



4- y vm ^P^yy; k 
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1.8 and 8.8), 7.85 (1H, d, J = 8.8), 8.26 (1H, d, J = 1.8), 8.39 (1H, s) 
138c) 3-(5-^ n p^-^^y'^^^/^)^-/^— tvzfxi \?Jrl/\ 

^»J138b)-e#fc3-(5-^ n o-2^<y/f xi/^^^^i/yp \?JrV\ 
tert-^^/K0.28 g)<D b/^^(2 ml)^^ h V 7A<vfuti&@ ml)^iPx:^?a 

L-CMIB-fb^fe *r*lfe*&ift«).24 g, 98%) t UT#fc B NMR (CDC1 3 +DMS0- 
dg) 6: 2.75 (2H, t, J = 7. 7), 3.55 (2H, t, J = 7.7), 7.47 (1H, dd, J = 
2.2 and 8.4), 7.87 (1H, d, J = 8.4), 8.25 (1H, d, J = 2.2), 8.42 (1H, s). 
138d) 3-(5-# p P-2-^yyfx^;i/)7;v$^/WN-^ ^vw-N-ri-ft-^ =f-/U-4-\i° 
10 V i?M-4-t°^V 2M2lEZl^Z § E 

;ife^J138c)-e#fc3-(5-^ n v-2-^l/^*?-^—jl')7>;Vfo=^;Vzfn H°^~>^t 
'MM42h)X*%ti4- * f-JVT 5 >--l-(2-^^/W4-f U vvV) tf^D ^y^bH 
WJ30b) LXMIB{b^^^^H B H (50%) t L-C#fc c NMR (CDC1 3 ) 6 : 

1.40-2.00 (5H, m), 2.44 (2.25H, s), 2.47 (0.75H, s), 2.76 (0.75H, s), 2.78-3.10 
15 (4H,m), 2.84 (2.25H, s), 3.52-3.76 (2H, m), 3.72-4.10 (2.25H, m), 4.48-4.80 

(0.25H, m), 6.40-6.60 (2H, m), 7.47 (1H, dd, J = 1.8 and 8.8), 7.86 (1H, d, J = 
8.8), 8.16 (1H, d, J = 5.8), 8.25 (1H, d, J = 1.8), 8.40 (0.75H, s), 8.42 (0.25H, s). 
TG^^-tfrtt C 2 3 H 2 6 N 3 C10 3 S 2 • 0.25EtOH • 0.25H 2 O t L"C 
SUMft (%) : C, 55.55; H, 5.55; N, 8.27 
20 mmife (%) : C, 55.58; H, 5.41; N, 8.12 

Hife#iJl39 

3- (6-^ p P^-^^y^^^/M^/^^/^-N-^^/WN-ri^-^^^^fc'I) *JjfVY 

4- t°^y $£M2LH/^lZ ^ K 

139a) MA\L§-9 n u^i^Vf-^r^ aL^-2-^;vi^=^^ 
25 6-^ n P^<^y^^-^^^(W0 98/24784) 138a) £ WM\Z- bTSIB'fb 

^&(10%)Sr&fc o NMR (CDC1 3 ) 5 : 7.60(1H, dd, J = 1.8 and 8.8), 7.95 (1H, d, 
J = 1.8), 8.24 (1H, d, J = 8.8), 8.50 (1H, s). 

139b) 3-(6-^ E* fc'^-^^tert-^^U fe J: 
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^»J139a)-^#fc^b6-^ n n^.^y^y x.l^-2-^/^=- sufrhMMM 

i38b) t mm<DKfciz. x v mmik-ermzntco 

3.(6-^ d p-2-^<^^^^— /w)^/^n/V7°n t^^^tert-^^/V : M&%g£k 
(8%) s NMR (CDCL,) 5 : 1.39 (9H, s), 2.70 (2H, t, J = 7.7), 3.50 (2H, t, J = 7.7), 
7.53 (1H, dd, J = 1.8 and 8.8), 7.92 (1H, d, J = 1.8), 8.19 (1H, d, J = 8.8), 8.33 
(1H, s). 

3-(6-^ p p-2-^oy^^^/U)^yP7jN— /K7°p t°^-^ : |£ H b(16%). NMR 
(CDC1 3 +DMSO-d 6 ) 6 : 2.74 (2H, t, J = 7.5), 3.54 (2H, t, J = 7.5), 7.52 (1H, dd, 
J = 1.8 and 8.8), 7.94 (1H, d, J = 1.8), 8.18 (1H, d, J = 8.8), 8.33(1H, s). 
139c) 3-(6-^ p u-2-^^y r ?-^~MX^~^-'N-si ^vWN-ri-(2-^ ^v>-4-tf 

b^»j30b) 3&»6>1rIIK^ LTSfB>fb#4&&&£#&5fc(50%) <h LtHft. NMR 
(CDC1 3 ) 5 : 1.45-2.00 (5H, m), 2.45 and 2.47(total 3H, each s), 2.70-3.10 (4H, 
m), 2.77 and 2.83 (total 3H, each s), 3.50-3.70 (2H, m), 3.70-4.10 (2.25H, m), 
4.48-4.80 (0.75H, m), 6.40-6.60 (2H, m), 7.52 (1H, dd, J = 1.8 and 8.8), 7.93 
(1H, d, J = 1.8), 8.10-8.20 (1H, m), 8.19 (1H, d, J = 8.8), 8.34 and 8.35 (total 
1H, each s). 

5c*#*H6 C 2 3 H 2 6 C1N 3 0 3 S 2 *0.25H 2 O t LT 
H-Mi$. (%) : C, 55.56; H, 5.38; N, 8.46 
(%) : C, 55.58; H, 5.41; N, 8.35 
H»!|140 

3- (5- ^ p p -2-^< 7 Ej^dZi >±?£ =-/^-N- * ^/l^-N-ri-(2- /■ ^vl^-4- if V SW- 

4- V j?M-?u s< $ K 

140a) 1-^ p p-4-(2.2-v^ fc h =friXV<^if :x 

Art p p 7x7 — /K12.9 gX y »7^(13.8 g)*3 ±^1-7*0^-2,2-^ h 

1/(11.7 g)£DMF(100 ml){^flx:, lSOWlTl^lffltf^iSi^fco DMF& 

«± h y !7-A-C«*febfc. ?fiE«ESr«ffie* UT, JBlBft<g^<24.5 g, ^SK))^ 
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#fc 0 NMR (CDCI3) 6 : 3.46 (6H, s), 3.97 (2H, d, J = 5.0), 4.70 (1H, t, J = 5.0), 
6.86 (2H, d, J = 8.8), 7.23 (2H, d, J = 8.8). 
140b) 6-^PP^7 7y 

]) V >-^(60 g) 1 4-f n p ^ ^if >-(300 ml)*S-a**|^31tffcT. HJfe^I 140a)T' 
Wtl-f n p -4-(2,2-v^ h^ri^ h ^rv'yOif ^(24.5 g)&ffiTU 14H5lfflS8fflE 

fl5*4fc*:«atfe»«C*(10 g, 66%) i: UT#fc 0 NMR (CDC1 3 ) 6 : 6.73 (1H, dd, 
J = 2.2 and 2.2), 7.25 (1H, dd, J = 2.2 and 8.8), 7.43 (1H, d, J = 8.8), 7.57 (1H, 
d, J = 2.2), 7.64 (1H, d, J = 2.2). 
140c) ^■^PP^V x /77> / -2-^ /M5 =./U 
2S£%M~F\z.? pn^;P*yg(6.5 g)Sr21^t; 9 M4.6 g)HHTU $ b^lO 

Hifi^Jl40b)T'#fc5-^ p P^y/77V(3.4 g)^0^55'C 

a»t h y u/t. u smm^y v * j ^ x-mm u 

T«13ffc**Sr#H5JSft0.1 g, 39%) t LtUfc. NMR (CDC1 3 ) 5 : 7.49 (1H, 
dd, J = 2.2 and 8.8), 7.59 (1H, d, J = 8.8), 7.93 (1H, d, J = 2.2), 8.39 (1H, s). 
140d) 3-(5-^ p 0-2-^^^7 9^/1^=^^ b"^-^^tert-^"^^ 

H»dl40c)T-#fci£te5-^ p p^/77 ^-2-^J^^/Uf)^MMMl38b) 
kfflmfc^Xmfcfc&'fo&te&MMiQ.Wdk UT#7c 0 NMR(CDC1 3 ) 6:1.39 
(9H, s), 2.75 (2H, t, J = 7.7), 3.53 (2H, t, J = 7.7), 7.42 (1H, dd, J = 2.2 and 8.8), 
7.54 (1H, d, J = 8.8), 7.87 (1H, d, J = 2.2), 8.2 1 (1H, s). 
140e) 3-(5-^ p R-2><yy77W^=^P 

^»!ll40d)T*#fc3-(5-^ p p -2-^^:7 7 V^/I^^A'I/p k°^-^^tert- 

h ^*iMi38c) t mm\c \^xmmfc&w*m&j&Mi09%) t ux#fc 0 ■ 

NMR (CDCL, +DMDO-dg ) 5 : 2.80 (2H, t, J = 7.7), 3.57 (2H, t, J = 7.7), 7.42 
(1H, dd, J = 2.2 and 8.8), 7.55 (1H, d, J = 8.8), 7.87 (1H, d, J = 2.2), 8.24 (1H, 
s). 

140f) 3-(5-^7 p n y 7 7 ^M7/U»-;^-N-^ ^-/WN-fl-(2-^ ^vU-4-b° 
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^*fe^|]30b) [s\mfc LTMfBlb^£Mfit&;fc(35%) t UX#fc 0 NMR (CDC1 3 ) 
8 : 1.50-1.90 (4H, m), 2.45 and 2.47 (total 3H, each s), 2.76 and 2.84 (total 3H, 
each s), 2.80-3.10 (4H, m), 3.50-3.75 (2H, m), 3.80-4.15 (2H, m), 4.40-4.80 (1H, 
m), 6.45-6.60 (2H, m), 7.30-7.60 (2H, m), 7.86 (1H, d, J= 2.2), 8.16 (1H, d, J = 
6.2), 8.24 and 8.25(total 1H, each s). 

ft^-ft (%) : C, 58.04; H, 5.51; N, 8.83 
(%) : C, 57.89; H, 5.78; N, 9.11 

141a) 3-f4-(4-fc°y '^)7 a:=-/U1^/Wa^=. /U^p f^-^^tert-^"^-^ 

^»!j59b)-e^#fc3-(4-^n^7^=^)^/i'7jN^yu^ D n fc^i/^tert-^^vw 
(1.40 g), 4- try S^HS; 5^(0.50 g)*5«fcU^ h 7^r^. h U ~7 ^~/UftX7fr~i? J* 
s<? W A(0.25 g)«:2M£tgW- h y * ^7R^i&(4 ml) t v 5 ^ h *ri/=z? ^(15 ml) 

U mmm*^ y # ^* 7 ATitM LTMlEfc^£*§£,ll&:(0.19 g, 14%) t 
LT#fc 0 NMR (CDCl^) 5 : 1.40 (9H, s), 2.70 (2H, t, J = 7.7), 3.45 (2H, t, J = 
7.7), 7.53 (2H, d, J = 6.2), 7.82 (2H, d, J = 8.2), 8.04 (2H, d, J = 8.2), 8.75 (2H, 
d, J = 6.2). 

141b) N-.* ^v^-N-ri-(2-^ 5vt^-4- V i?M-4- V S?/Uj-3-r4-(4- fcT y 

^5S^iJ141a)-e#fc3-[4-(4-t°y i^):7 ^^/l^A^^A-^cr t°^->^tert-^ 
5VK0.19 g)£7)TFA(5 ml)^^^M-ClNPFB^>#^fcm^/±ML.fc 0 
^&DMF(10 ml)^*g$? L N «M42b)X?#fc4-^ 9vVT ^ >--l-(2-^ ^-4- 
fcr°y v'/U') t°-<y ^^(0. 20 g) £ DMTMM (0. 42 g)&l}Uz^ ^?fi-r-15B#^^i^^li?7t 
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^UTj@|B'ft;'a-^?rMfe@#:(l5 mg, 6%) £ LT#fc 0 NMR(CDC1 3 ) 6:1.50- 
1.95 (4H, m), 2.65 and 2.68 (3H, s), 3.12 (2H, m), 3.54 (2H, t, J = 7.6), 4.07 (2H, 
in), 4.76 (1H, m), 6.50-6.64 (2H, m), 7.54 (2H, d, J = 6.4), 7.84 (2H, d, J = 8.4), 
8.00-8.20 (3H, m), 8.75 (2H, d, J = 6.4). 
^6S#|142 

3-(6-^ p P-2--Y ^ KJJ /l^/Wft—ywN- p< ^-/W-N-ri-(2-^ ^-^-4- fc° y vvU-)-4- b:' 

142a) 6-^ PP-l,8-^t Rp-2H>f ^ K— />-2-^-^-^ 

6-^ p p ;T3r W >- K— M8.38 g) t lf(8.4 g)2rTHF(75 ml)^tt hM L, 51 
JSMfc «9 M6-75 g)^Px.^ia-ei2^F^^#?li?fc 0 ^mm^ibik U *>Jfc&» 
JE*#BLfc 0 aS#^7k^P^^nP7js^T?tttbS, attl^^7K^«t^fP^fe 

^(2.56 g, 28%) t LT#fc 0 NMR (CDC^) 6 : 4.04 (2H, s), 6.97 (1H, s),. 
7.14 (1H, d, J = 8.0), 7.29 (1H, d, J = 8.0), 12.65 (1H, s). 
142b) 3-(6-^ p p-1H-^ V Y-2-s< M^-Jrrfn/Om. 

»#|142a)T:1#fc6-^ p n-l,3-S^t: KP-2H--T > K-^-2-fi-yi^»J 
1 14a) t fflmiz LTSIB'ft:^^^fe^0 B B(72%).i: LT#fc 0 NMR 
(CDC1 3 4-DMSO-dg) 6 : 2.63 (2H, t, J = 7.0), 3.07 (2H, t, J = 7.0), 6.60 (1H, dd, 
J = 0.6 and 1.8), 7.03 (1H, dd, J = 1.8 and 8.4), 7.30-7.35 (1H, m), 7.43 (1H, d, 
J = 8.4), 9.63 (1H, bs). 

142c) 3-(6-^ p p -2-4 ^ K V M^-N-* 5VWN-fl-(2-^ gvW4; b" V vvt^-4- 

^#iJl42b)-C#fc3-(6-^ p P-lH--f ^ /V)ttZfx2s<>WLi>*Zi&&M 
30b) i: lsXMm4k&m%mM&%iiMi(55%) t bT#fc 0 NMR (CDC1 3 ) 5 : 

1.40-2.00 (4H, m), 2.45 (3H, s), 2.50-3.28 (6H, m), 2.79 (3H, s), 3.80-4.10 (2H, 
m), 4.60-4.90 (1H, m), 6.40-6.60 (2H, m), 7.05 (1H, dd, J = 1.8 and 8.4), 7.36 
(1H, s), 7.43 (1H, d, J = 8.4), 8.17 (0.75H, d, J = 5.6), 8.19 (0.25H, d, J = 5.6), 
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9.97 (1H, bs). 

142 d) 3-(6-^ g p-2-^T > K V M^;U^-^-N^ ^vKN-ri-(2-^ f^-4-b° U i? 

^»J142c)T'#fc3-(6-^ n P-2-f >- KU /^^-ISM ^/V-N-[l-(2-p< tS^-4- 
k°y vvV-)-4-t°-< U v^t/p^OT 5; K(0.12 g)<DJ 9 / — /U(6 ml)^~- 1N±£ 
^(0.55 ml)^*Px.fc#,50%mCPBA(0.14 g)&;!jn;t^T-1.5R#F^#^i?fc 0 

* y — /u/ji— ^/^^ssfeft u-csiB'ft:^^M^B B 0(o.75 g, 93%) t lt# 

fdo NMR (CDCI3) 5: 1.40-1.95 (4H, m), 2.45 (2. 25H, s), 2.48 (0. 75H, s), 
2. 70-3. 10 (4H, m) , 2. 78 (0. 75H, s) , 2. 83 (2. 25H, s) , 3. 70 (3H, t, J = 
7.3), 3.75-4.10 (2H, ra), 4.45-4.80 (1H, m), 6.40-6.60 (2H, m), 7.18 (1H, 
dd, J = 1. 8 and 8.4), 7.19 (1H, d, J = 0.8), 7.46 (1H, d, J = 0.8), 7.63 
(1H, d, J = 8.4), 8.17 (0. 75H, d, J = 5. 8), 8.21(0.25H, d, J = 5.8). 
jumftmU C 2 3 H 2 7 C1N 4 0 3 S • 0.25H 2 Ob tT 
fi-^-ftt (%) : C, 57.61; H, 5.78; N, 11.68 • 
mmife (%) : C, 57.63; H, 5.69; N, 11.66 
«M143 

l-f3-(6-^ g p -2-t 7 f ;l/)7;i/»=;l/7'p /^y 4 M-4-(2-t "f-tV-A- b° V vvl-) fc" 

143a) 4-(2 - * 5^-4- tf V i?M Z 2 ^-2- 2# S^lfe J- ^vv 

7 :/-2-#^ ^m^/H^^f^^ 3Z3-232864)a> H»J90e) £ 

mm^^xmmt^-m^M'&^^(75%)t ux#fc„ nmr(cdci 3 ) s = 1.31 

(3H, t, J = 7.1), 2.46 (3H, s), 2.85-3.79 (7H, m), 4.23 (2H, q, J = 7.1), 6.53-6.59 
(2H, m), 8.19 (1H, d, J = 5.8). 

143b) l-f3-(6-^ p u-2--f-y^-M^7V^=-;V^x2/<y ^M-4-(2-J =3-/V-4-t°V 
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a>bHJE0!i3ob) tmmfci,xm%e,{k'£'Vd&M&ffiM35%)t b-c#fc 0 nmr 

(CDC1 3 ) 8 : 1.19-1.25 (3H, m), 2.45 (3H, s), 2.92-3.13 (4H, m), 3.54-3.83 (4H, 
m), 4.09-5.16 (5H, m), 6.49-6.54 (2H, m), 7.60 (1H, dd, J = 2.0 and 8.8), 7.91- 
7.97 (4H, m), 8.22 (1H, d, J = 3.8), 8.50 (1H, s). 
jbm&m& C 2 6 K, 8 N, C10 6 S t L X 
H-^-ft (%) : C, 58.92; H, 5.32; N, 7.93 
MiW. (%) : C, 58.64; H, 5.57; N, 8.22 

l-f3-(6-^ p u-2-j-7^-M^/^=-/^y^^y ^M-4-(2-^^/^-4-ifV 

144a) l-^^^/^^^-4-(2-^^/l^-4-b°y ^/U)b e ^^^^-2-^^V^ tert- 

^»!ll31a)-e#fc4-(2-^ 7-/U-4-i?V *?>V) t°-^7 ^^-1,2-^/^^ 1- 
vVu 2-^ ^/K4.91 g) t lNTk^fc^ h V V AtK^(50 n&)<D^$ S —)V 
(50 ml)^^^£-e 4 Bf F^/^^fc^ Sj£«£lNik^(50 mD&^MIH 

zjvu AT 5 Kv^^^i/fvKT-fe ^ — /K45 ml), tert-:/^ 7 — /U(50 ml)*3 X 
DMF(40ml)^^UT15^3l^Ufc o M«ilt, $8»£rl»^ 

mm&mmmix brsiBjbiN^^^^cs.io g , 97%) t b-c#fc 0 nmr 

(CDCI3) 5 : 1.33 and 1.38 (9H, each s), 2.45 (3H, s) , 2. 92-5.28 (9H, m), 6.50- 
6.54 (2H,m), 7.34-7.38 (5H, each s), 8.19 (1H, d, J = 6.2). 
144b) 4-(2-7^V^-4-fc°y ^/W)b°^7v ? >--2-^/^^ tert-T^l' 
H»!jl44a)-e#fcl-^^ v 5 /^^^-4-(2-^ ^VW4- 1" ]) xt/V) t°-<T v> >--2-# 

;U7$ tert- mmm 13 ih) ^ pirn &c u tmib^ b-a* stfc&^os* 

#7) £ LT#fc„ NMR (CDC1 3 ) 5 : 1.49 (9H, s), 2.53 (3H, s), 2.85-3.77 <8H, m), 
6.58-6.62 (2H,m), 8.14-8.17 (1H, m). 

144c) l-r3-(6-^ p u.2--ry^-7^)^^^=^;U-^^^J^M-4-(2-^^-;\y-4-\fV i? 
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/vD* bmm&mb) t mmz vxM&fc&ya&M&ffi3z(75%) t ux#fc 0 nmr 

(CDCI3) 8 : 1.36 (9H, s), 2.47 (3H, s), 2.87-5.06 (11H, m), 6.50-6.54 (2H, m), 
7.60 (1H, dd, J = 1.8 and 8.8), 7.89-7.98 (4H, m), 8.22 (1H, d, J = 6.0), 8.49 (1H, 
s). 

Ttmftffim. C 28 H 32 N 3 C10 5 S-l.lH 2 Oi LX 
It^ffi (%) : C, 58.19; H, 5.96; N, 7.27 
;a>Jfit (%) : C, 57.95; H, 5.86; N, 7.57 
;SS0I!145 

l-f3-(6-^ n n-2-^-7f-;\A^)Vfc~>v~7n/*J ^/ui-4-(2-^ ^/W-4-b°y SWtf 

^^!|144c)-C#fcl-[3-(6-^ n n-l-^^-^^VT^^jV^xx^j 4 ;U]-4-(2- 
^ =3-,V-4- fc° y vvk) v> V-2- V^tert-^^/KO.24 g)£ h U ^/loTn 

%)%xad-2z> 7 J^xmu^xmrnt^m^^m^ism) t u-c#fc„ nmr 

(CD 3 OD) 8 : 2.55 (3H, s), 2.92-4.08 (5H, m), 4.60-5.11 (3H, m), 7.05-7.07 (2H, 
m), 7.68 (1H, dd, J = 2.0 and 8.8), 7.96-8.17 (5H, m), 8.61 (1H, m). 
7tM5$%r\& C 2 4 Hg 4 N 3 C10 s S -HC1- 0.5H 2 OtVX 
ff-^jt (%) : C, 52.65; H, 4.79; N, 7.68 
■MM (%) : C, 52.45; H, 4.95; N, 7.52 

|IM#U45)^Wcl-[3-(6-^ nn.2-t7f;^;W*^yo/V^^]-4-(2^ 

C2 g^^^^ b H»!l30b) £ l^^lw LTJSlBtel^ &4&&*&7fc(52%) i: UT# 
fc 0 NMR(CDC1 3 ) 8 : 2.23-5.02 (22H, m), 6.39-6.42 (2H, m), 7.59 (1H, dd, J = 
1.9 and 7.8), 7.89-7.96 (4H, m), 8.21 (1H, d, J = 6.0), 8.47 (1H, s). 
TcSt^tfHB: C 2 8 H, ! N 4 C10 5 S -0.2C 6 H.sN-HjOttt 
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tHHK (%) : C, 54.68; H, 5.66; N, 9.17 
£&MB (%) : C, 54.43; H, 5.90; N, 9.55 

2-ri-f3-(6-^ p u-2-j-^^-/U)^/U^=./U-^u/</ J M-4-(2- * 9^-4- b° ]) S?M- 

147a) 2-fl-^ > /I^~/U-4-(2-^ 5v^-4- b° y yyU)-2- 

^f!ll35a)T'#fc2-[4-(2-^ ^/W4-fc° U S?/l/)-2- fc 0 *^ v^]f^^5vK5.00 
S)t b y 3i 5: ^(2.88 g)<£>f^^5vK90 ml)*#$E^ n n^^^^/u 
(3.89 g)<9@£^^/KlO ml)^^^^Tr^T Lfc^ $ b Jc^fi-? 2 BfPfU^ 

j±@* u M ^testis' y * 7 a -emm L-csia-fb-^fe & Jtfiift*#fe 

(7.69 g, £*#})£: Lttfco NMR(CDC1 3 ) 8:1.23 (3H, t, J = 7.1), 2.45 
(3H, s), 2.56 (1H, dd, J = 48 and 15.6), 2.74 (1H, dd, J = 9. 2 and 
15.5), 2.95 (1H, dt, J = 3. 6 and 11.7), 3.13 (1H, dd, J = 3. 5 and 13.4), 
3.24-3.30 (1H, m), 3.67-3.71 (1H, m), 3.88 (1H, m), 4.05 (1H, m), 4.11 
(2H, q, J = 7.2), 4.71 (1H, m), 5.17 (2H, s), 6.45-6.51 (2H, m), 7.30- 
7.41 (5H, m), 8.18 (1H, d, J = 6.0). 

147b) 2-ll^>'i?/l'$-3ri<>'%/ls7$=.sU-4-(2^ ^/1^-4-tf ]) S?M-2-tf*<7 -JM 
^Wdl47a)^#fc2-[l--<>'v ? /U^-^v'*/u#-/U-4-(2-^ f;U4-t'y ^)-2- 

i?Asjgm=-'f-»ib* e>^wji44a) t mmz vxmmt-^m^n^^m 

(95%) t LT#fc 0 NMR (CDC1 3 ) 8 : 0.91 (3H, s), 1.44 (6H, s), 2.44 (3H, s), 
2.50-3.30 (5H, m), 3.66-4.14 (3H, m), 4.71 (1H, m), 5.17 (2H, s), 6.44-6.49 
(2H, m), 7.33-7.38 (5H, m), 8.17 (1H, d, J = 6.0). 
147c) 2-\4-(2-* ^vt^-4-fc:° V yVW)-2-t^<7 S^Hagfetert-^vt' 
^»!ll47b)^#fc2-[l-^>'^^^v'^;^7}?=i/^.4-(2-^ ^/U-4-i:°V \?;V)-2- 

^]Baftiwrt-^/^fe3iafe«i44b) t vxms&it^^m^^: 

t L-C#fc 0 NMR (CDC1 3 ) 8 : 0.95 and 1.47 (9H, each s), 2.15 (1H, 
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br), 2.36-2.65 (6H, m), 2.87-3.20 (4H, m), 3.65-3.69 (2H, m), 6.48-6.53 (2H, m), 
8.17 (1H, d, J = 5.8). 

147d) 2-fl-r3-(6-^ a u-2--r~7*5-M*J\/'fc~;l'-7xi/<y <4;V\-4-(2-t f^-4-b° V 

5 HWJl47c)T-#fc2-[4-(2-^ ?vl~4- 1° V ^)-2- fc°-<7 v7l^]§fc^tert-:/5vl^ 

<b HJ&#i]76b) £ l,Xmmik&yo %m&ffiM70%) t LT^fc, NMR 

(CDC1 3 ) 6 : 1.38 and 1.41 (9H, each s), 2.46 (3H, s), 2.34-4.93 (13H, m), 6.45- 
6.50 (2H, m), 7.56-7.61 (1H, m), 7.90-8.02 (4H, m), 8.20 (1H, d, J = 6.0), 8.49 
(1H, d, J = 6.6). 
10 5cSt##Hii: C 2 9 H 3 4 N 3 C10 5 S • 0.7H 2 OifC 

(%) : C, 59.57; H, 6.10; N, 7.19 
M1& (%) : C, 59.19; H, 6.35; N, 7.58 
;Sfe^Jl48 

2-fl-r3-(6-^ p P-2-^^^M^/^^/W^p/^y ^/Ul-4-(2-^^/^-4-b°y vvU)- 
15 2-b°^-7vvHg1^ 

^lfe^!ll47d)T?#/c2-[l-[3-(6-^ p n -2-t7f ;k)^M-;^n / V ^ /H-4- 

(2-^ ^vW4- fc° U v J /l^)-2- tT-<7 ^V-Jg^^tert-^^/l'ji^lliiMUS) t I^BHc L 
TSBS'fk;-^#l^<ffi^*(93%)i UT#fc 0 NMR (CDC1 3 ) 8 : 2.28-4.51 (16H, 
s), 6.83 (2H, m), 7.59-7.64 (1H, m), 7.94-8.16 (5H, m), 8.58 (1H, s). 
20 ym^mU C 25 H 26 N 3 ClO s S-0.3NH 3 -l.lH 2 O<b L-C 

ft^iS: (%) : C, 55.51; H, 5.42; N, 8.54 
■Mm (%) : C, 55.21; H, 5.03; N, 8.84 
:5£0!ll49 

n-f3-(6-^ p g-2-^-:75v^);*/Wft— /^7°p^V ^/H-4-(2-^ ^/^-4-fc° V vvH-2- 
25 g J. # / —;v 

|?Jfe#!ll43a)-e#fc4-(2-^ 5vP-4-k° ]) t°-<^ i?^-2-i?# fV^^^jV 
(0.50 g)<£> * / — M5 ml)^?K— 7K^b(5 5 h y I7 -M0.76 g) ZMtlX 1B# 
BUSSfE LfcSU lN^X^fpu, M£2&M*Lfc 0 — Hit0!l27b)-T?# 
fr3-(6-^ p n.2-t7f^)^^*=/V/n t°^-V^(0.21 g)£>DMF(10 ml); 
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HOBt(0.16g)irWSC(0.21g)SriP^., Otfll^^t Wcf , ^fe^#fcT/v 
3— /K0.20 g)i h U 3L^/PT ^ ^(0.29 g)^AP^fc 0 ^S^#7^0°CX"1B#F H ^ 

'ffc'3^£M&©*(35 mg, 8%)i L-C#fc D NMR (CDC1 3 ) 5 : 1.59 (1H, br), 
2.44 and 2.46 (3H, each s), 2.78-3.11 (4H, m), 3.45-4.63 (9H, m), 6.44-6.49 (2H, 
m), 7.60 (1H, d, J = 9.0), 7.91-7.96 (4H, m), 8.13-8.19 (1H, m), 8.49 (1H, s). 
ytm^m C 24 H 26 N 3 ClO 4 S-0.7H 2 Oi: UT 
ft^-fiff (%) : C, 57.58; H, 5.52; N, 8.39 
mW. (%) : C, 57.73; H, 5.49; N, 8.07 
;»!ll50 

Tl-r3-(6-^ p p 4M-A-(2-t ^/W4-fc° V i?/V)-2- 

/ — ;V 



<o _ o 



;»J135a)-C#fc2-[4-(2-^ \f ]) v^-2- ^MWk^/^M 

^ij 149) t mWkK b-CT/l^^ — /^Mtu Ufco Ml^C, H«j27b)-e#fc3-(6-^ 
nn-2-t7^)7.;^n^^n t°^-^i^^j76b) t ffimiZ- Lti^ UT 
lEte^#>£^&5|&*(37%)£ LX#fCc NMR (CDC1 3 ) 8 : 1.70-4.77 (18H, m), 
6.46-6.51 (2H, m), 7.57-7.62 (1H, m), 7.95-7.98 (4H, m), 8.19-8.23 (1H, m), 
8.49 (1H, s). 

Tnift^flHtt C 25 H 28 N 3 ClO 4 S-0.2THF-0.6H 2 O£ Lt 
ff-##: (%) : C, 58.77; H, 5.89; N, 7.97 
MM (%) :C, 58.74; H, 5.90; N, 7.73 
;Jfe#!ll51 

l-r3-(6-^ p P-2-^:7^/U)^/Wft~/1^7°P/-V /H-4-(2-^ ^VP-4- b° V -JM-2- 

145)-CWc l-[3-(6- ^ n n -2-1~ 7 ^vV-) * /t'Jfc us</s( /U]-4-(2- * 

5vU-4- 1° V vvU)-2- fc°^ ^^ts h 25%T ~ !7 -^Tk/^ H|{»J 

76b) i: mmiz vxmmk&!®*mmeLm*a7 o /o) t l-c#tc 0 nmr (cdci 3 ) 5 
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2.47 (3H, s), 2.75-4.06 (10H, m), 4.50-4.54 (1H, m), 5.27-5.61 (2H, m), 6.56- 
6.61 (2H, m), 6.72 (1H, br), 7.60-7.64 (1H, m), 7.90-7.99 (4H, m), 8.21 (1H, d, J 
= 5.7), 8.49 (1H, s). 

Tc^tf-ft C 2 4 H 2 5 N 4 C10 4 S • 0.4THF* 0.8H 2 O • 0.5EtOH iL"C 
ff-gfil (%) : C, 56.32; H, 5.83; N, 9.88 
MM (%) : C, 56.23; H, 5.34; N, 9.38 

1- f3-(6-^ a n -2-t7f-M^;U^z:;^n 7 J /Wl-N'.N'-v*;* ^^-4-(2-^ ?vU- 

10 HJfeMl45)t?#fcl-[3-(6-^ nv-2-1-~7^/U)*.jU7is—/U^us</s(/]s]-4-(2-?i 

?-sU-4- t? JJ iS/U)-2- 7 X# £ N,N- v 5 ^ t F 9 v 5 ^ Hlfe 

^!jl51)^|Sl#(^LT®|B'fb^^^^7lc(25%)<t LT^fCo NMR(CDC1 3 ) 
8 : 2.23-6.63 (23H, m), 7.57-7.65 (1H, m), 7.92-7.99 (4H, m), 8.20-8.23 (1H, m), 
8.47-8.50 (1H, m). 
15 55*^*fffi C 26 H 30 N s C10 4 S-0.5EtOH-0.5THF-H 2 O<!: LT 
Wt&m (%) : C, 56.07; H, 6.33; N, 11.27 
MiU (%) : C, 55.69; H, 5.92; N, 10.85 
Ufe0i|153 

2- ffl-r3-(6-^ a u.2--j-7 : 7-M*si'fr—s\sZfzis<y 4M-4-(2-* ^vl^-4-fc° ]) i? 
20 /b)-2- ^^-"7 -JMjj /V^^/VT 5 ^vl- 

^WJl45)-C'#fcl-[3-(6-^ n ct^-^^^/^^/^^/V^ux^y ^/l^]-4-(2-^ 

(CDC1 3 ) 5 : 2.47 (3H, s), 2.76-4.53 (15H, m), 5.31 (1H, br), 6.54-6.59 (2H, m), 
25 7.11 (1H, m), 7.62 (1H, dd, J = 1.8 and 8.8), 7.93-8.02 (4H, m), 8.21 (1H, d, J = 

5.8), 8.52 (1H, s). 

5c3fc£*Hi[ C 2 7 H2 9 N 4 C10 6 S • 0.2THF • 0.75H,, Oh L~C 
SfJNft (%) : C, 55.56; H, 5.38; N, 9.32 
Mm (%) : C, 55.55; H, 5.45; N, 9.05 
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2-rf2-n-f3-(6-^ PP-2-t7f^)^^^P^/^M-4-(2-^ ^yU-4-fc°y v> 

<t |^«(^ bTj@fBte^£^M&*(71%) i: LT#7t 0 NMR 
(CDC1 3 ) 5 : 2.46 (3H, s), 2.59-4.88 (15H, m), 3.73 and 3.78 (3H, each s), 6.13- 
6.35 (1H, m), 6.54-6.57 (2H, m), 7.57-7.62 (1H, m), 7.94-7.99 (4H, m), 8.20 (1H, 
d, J = 5.8), 8.50 (1H, d, J = 4.0). 

10 Tcmftffim ^^j^ciOgSi lt 

ff^^jS (%) : C, 57.28; H, 5.32; N, 9.54 
(%) : C, 57.00; H, 5.43; N, 9.32 
;ifr|5iJl55 

l-f3-(6-^ p a-2-^^^^')^/^^^/^P^/^/H-N-r2-(N.N-^^^-/^T ^ /) 

Hii^Jl45-t?#fcl-[3-(6-^ n u-2--f-y^/^)^/^^/^^y</ 4 /l/]-4-(2- ? 
^-4-t°y i?/U)-2-¥^7^l/%sl'#l/m.kl<l,N,N'- h V * f^fUVS?7§ 

£>H»!ll51 1 P«t£ UTJglBft^»£«fcltfi*&5|5(81%) i UT#fc 0 NMR 
(CDCI3) 8 : 2.16-3.85 (26H, m), 5.01-5.08 (1H, m), 6.43 (2H, m), 7.58 (1H, dd, 
20 J = 1.9 and 9.1), 7.92-7.96 (4H, m), 8.18-8.21 (1H, m), 8.47 (1H, s). 

TbMfttixW. C z 9 H3 6 N S C10 4 S -0.5THF- 1.3H 2 O t IT 
3HMff (%) : C, 57.67; H, 6.65; N, 10.85 
■Mm. (%) : C, 57.52; H, 6.35; N, 10.69 
•M156 

25 4-fn-r3-(6-^ n u-2-i~7^M^^^~ ^M-4-(2-* f;^-4-t:°y^ 

^»!jl45)-e#fcl-[3-(6-^ n n-2-~)-y^-;V)^;V^=.7V^'u^</y(7V\-4-{2-^ 

5vw-4-fc°y ^)-2-t"^<^ i?y#ji'tfi^&tk*r/i'& V isti*bMMWi5i)kf5m\z 

VXMm<k& ! %%:&M&ffiM73%)kl,xmZo NMR(CDC1 3 ) S : 2.47 (3H, s), 
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2.86-4.06 (18H, m), 5.12 (1H, t, J = 4.7), 6.39-6.44 (2H, m), 7.59 (1H, dd, J = 
2.0 and 8.9), 7.89-7.95 (4H, m), 8.20 (1H, d, J = 5.7), 8.47 (1H, d, J = 0.9). 
5n*#$fffl[ C 2 8 H 3 , N 4 C10 5 S • 0.2Et2 O • 0.5H, Ob UT 
SUMt (%) : 0,58.14; H, 5.76; N, 9.42 
Mi$. (%) : C, 57.97; H, 5.66; N, 9.17 
;»J157 

4-ffl-r3-(6-^ g u-2-j-y^-M^-^^/uy B ci^y ^ M-4-(2-*^su-4-t°!) i? 
^M#iJl45)-e#fcl-[3-(6-^ v v -2--1--7 7-sV)Xj\s7fr~/U-7't2 s< ; 4 jU]-4-(2r* 

io ^/w4-fc°y ^v)-2-t°^<7 i?y*^j?yRfef**/nj? y >^>bfi;&(sMi5i)<i:i^ 

tRlcLTJBIB'fk-a*S:^&fi&5l5(65%)i: Itfjt. NMR(CDC1 3 ) 8:2.47 
(3H, s), 2.56-4.10 (18H, m), 5.11 (1H, t, J = 4.8), 6.39-6.43 (2H, m), 7.59 (1H, 
dd, J = 2.2 and 8.8), 7.92-7.96 (4H, m), 8.20 (1H, d, J = 5.8), 8.47 (1H, s). 
7C*£*HS[ C 2 8 H 3 1 N 4 C10 4 S 2 • 0.5H, O tit 
15 fUHE (%) : C, 56.41; H, 5.41; N, 9.40 

If (%) : C, 56.56; H, 5.19; N, 9.21 
;SS#iJ158 

4-m-r3-(6-^ P.n-2-f 7f ;H^;^=;^p / V /f;M4(2^ f ;Hb' !J 

20 H»J145)-e#fcl-[3-(6-^ ux2-2--f-Z7^ L ;V')*;V7fr=.;ls-7x2/*; s( ;\s]-4r(2-t 

=7-/U-4-t° V tVu)-2-fcT-<7 i^^^^^mtf-^^ V >l,l-^=¥^ K hV 

-C#fc 0 NMR (CDC1 3 ) 6 : 2.47 (3H, s), 2.89-4.70 (18H, m), 5.00 (1H, t, J = 
5.5), 6.38-6.41 (2H, m), 7.59 (1H, dd, J = 2.0 and 9.0), 7.93-7.97 (4H, m), 8.21 
25 (1H, d, J = 5.4), 8.48 (1H, s). 

7n*#flH£ C 2 8 H 3 1 N 4 C10 6 S 2 • 0.5H, Ob LT 
fUt-fifC (%) : C, 53.54; H, 5.13; N, 8.92 
;$!H£ (%) : C, 53.25; H, 5.22; N, 9.20 
2ife#iJ159 
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4-r2-n-f3-(6-^ p g -2--TZ7 ^M^^-fc—^u;*; 4 M-4-(2- ^T^-4-H°V 

^Will48)T:1#fc2-[l-[3-(6-^ n o -2-t 7 f^)7.;l/*-^7 p n / V ^ ^]-4-(2- 

5 fffltttft* £> H«J30b) i: P=ftl m L TjgfBffc^flfc & Mfi)&;*:<24%) £ L-C#fc„ 

NMR(CDC1 3 ) 8 : 2.40-4.86 (23H, m), 6.47-6.56 (2H, m), 7.61 (1H, dd, J = 2.0 
and 8.9), 7.89-7.98 (4H, m), 8.17-8.22 (1H, m), 8.48 (1H, s). 
Ttmfttifife C 2 9 H3 3 N 4 C10 s S 2 • 1.2H, O t tt 
tUMt (%) . : C, 54.53; H, 5.59; N, 8.77 
10 MMW (%) : C, 54.43; H, 5.51; N, 8.56 

HIM 160 

l-f3-(6-^ p p ■2-t7f-;V')^/l'»=;^n ^7 >f /H-N,N-v^ ^yP-4-(2-^ gvW 
4- fc° y V-2-^7/^^rif $ K 

160a) l-^^i^/l^^iX-N.N-v^ ^/W4-(2-^ 5v^-4-t:°)J v^-2-;fr 

15 /Mjjjtg K 

HJ£0'!ll34a)-e#/cl-^>'v ? ^^-^^-4-(2-y 5vt/-4-t° y v^V) t°^^ i?>-2-% 
/^>Wtt i?* ^-fisT 5 >56^HifeM76b) £ f^fiHc L-Cj@f2fl^%£:3t 

fe»^(91%)i b"C#fc 0 NMR(CDC1 3 ) 5: 2.44 (3H, s), 2.89 (3H, s), 
2.96 (3H, s), 2.85-3.10 (2H, m), 3.71-3.88 (4H, m), 5.00-5.17 (3H, m), 

20 6.43 (2H, ra), 7.35 (5H, br), 8.16 (1H, d, J = 5.8). 

160b) ^vl^-4-(2- * ^-4- g V i?M t^<7 2 >-2-^/^>-^ $ jf 

1 

^»!|160a)-e#fcl--<^^/^=3riy-N,N--^y ^/P-4-(2-^ P fc° 

ttifcc NMR(CDC1 3 ) 5: 1.65 (1H, m), 2.46 (3H, s), 2.79- 
25 3.18 (7H, m), 3.70-3.88 (6H, m), 6.49-6.55 (2H, m), 8.19 (1H, d, J = 

5. 8) . 

160c) l-r3-(6-^ p P-2--7-7 y ^/H^^7}N^/l^7 g p^y^/H-N.N-v ? ^^-/^-4-(2-^ 
;JifeMl60b)T?#/cN,N-v J ^ ?vl-4-(2-^ 5vW4-fc 0 JJ ^^-2-^7/^ 
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NMR (CDClj ) 8 : 2.47 (3H, s), 2.89-4.03 (16H, m), 5.10 (1H, t, J = 4.9), 6.38- 
6.41 (2H, m), 7.59 (1H, dd, J = 2.0 and 9.0), 7.91-7.96 (4H, m), 8.20 (1H, d, J = 
6.0), 8.47 (1H, s). 

5c3&#4JHtt C 2 6 ^ 9 N 4 0 4 SC1*0.5THF • 1.5H 2 OiUT 
fHP-tt (%) : C, 56.80; H, 6.13; N, 9.46 
MW. (%) : C, 56.92; H, 5.90; N, 9.27 

■Ji#ii6i 

2-n-f3-(6-^ a n-2--j-7^-M^/^=/^P^V^/H-4-(2-^^/i--4-fc e y i?M- 
2- g^jg ^/H-N-pt K71K 

161a) 2-fl-^<>-^^-^rv'i7^#'^/^-4-(2-^ fc° U v ? yl^)-2- fc^^ ^jdll 



;Wil47a)t?#fc2-[l--<^i>^^-=3rv'^7yW>^— /U-4-(2-^ V i?sV)-2- 

hf^y v 5 ^]^^^/^ ibH»!ll34a) £ H3«K: UT^ffei* (3£4#j) t 
#fc 0 NMR (200MHz, DMS0-d 6 ) 5:2.31 (3H, s), 2.34-2.42 (1H, m), 2.52- 
2.65 (1H, ra), 2.81-2.91 (1H, ra), 3.04-3.22 (2H, m), 3.76-3.91 (3H, m), 
4.49 (1H, m), 5.10 (2H, s), 6.57 (1H, dd, J = 2. 6 and 5. 8), 6.64 (1H, d, 
J = 2.2), 7.31-7.39 (5H, ra), 8.03 (1H, d, J = 5.8). 

161b) 2-n-^<^v ; /^ d rv / ^^#^/^-4-(2-^ ^yU-4-tf V vvW)-2-b°^ vvH-N- 
* ^/UT^t b 7 $ K 

mMmi61a)X^tc.2-ll-^^i?/i'ttiy*/Utf— ^-4-(2-^ ^v^-4-fc 0 V vvU)-2- 
fcV<9 i?/V\mMk * ^/UT $ ^*^^Jfe0!l76b) t IWJfe bTMIS'fb-a'^^^ 
ift^^C^ilft) £ UT#fc 0 NMR(CDC1 3 ) 8: 2.45 (3H, s), 2.55-3.34 (6H, 
ra), 3.70-4.14 (6H, m), 4.60 (1H, m), 5.17-5.19 (2H, m), 6.50-6.53 (2H, 
m), 7.38 (5H, m), 8.18 (1H, d, J = 5. 8). 

161c) N- * ^v^-2-f4-(2-^ f-jV-Ar \f V v7^V2- v'/HTt h 7 ^ K 

ll^!ll61a)T*#fc2-[l-^>'v ? /^=3r v-^7^7j?=/^-4-(2-^ 5vU-4-fc° ]) -J;V)-2- 
fc°-<^ vvi^-N-^ ^/i-T-fe h75 K2>> £>^J£#Jl31b) t UTO- U-CSIB-fb^^r 
&MW:ydCfEm&j) t LT#fc 0 NMR (CDCL ) 5 : 1.70 (1H, br), 2.45 (3H, 
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s), 2.55-2.66 (1H, m), 2.80-3.20 (6H, ra), 3.70-3.88 (5H, m), 6.48-6.53 
(3H, m), 8. 18 (1H, d, J = 5.8). 

16 Id) 2-n-r3-(6-^ p g -2-1-7 ^M^JVfr ~;V7° o s*J_ 4 su}-4-(2- * =f-)V-4r \f ]} 
i?/>>2-^7 S*/H : N->* fv^Tg h2H_K 
5 16 lc)-C#fcN- * ^vU-2-[4-(2- <f-;V-4- fc° !) i^W)-2- "7 v^] Ti? h 

T 5: KiHMF!l27b)-e#fc3-(6-^ a p-2-^-7^)^/^^/^ci t°^-^z)^ 

»#ij42c i: HM§tt- L"CJSI3{b^» Sr&e&»5fc<40%) t LT#fc c NMR (CDC1 3 ) 
8 : 2.24-5.01 (16H, m), 2.46 (3H, s), 5.61-5.74 (1H, m), 6.54 (2H, m), 7.57-7.63 
(1H, m), 7.95-8.02 (4H 7 m), 8.20 (1H, d, J = 5.4), 8.50 (1H, d, J = 6.4). 
10 TcM&tir&L C 26 H 29 N 4 0 4 Sa-H 2 Oi LT 

ff-M: (%) : C, 57.08; H, 5.71; N, 10.24 
rffiij-ftt: (%) : C, 56.98; H, 5.91; N, 10.12 
MM162 

2-n-f3-(6-^ g u-2--T-7^-M^^^/Uzfu/<y -QH-KN-v^ 5M^-4-(2-7< g; 
15 b° U vvW)-2- 2 ^;H7t h T ^ K 

162a) 2-ri-^^v ? ^^-= 3 rv / ^7^^=-/^-4-(2-^ ^/^-4- U S?/W)-2- S?/H- 

|IWJl61a)^#fc2-[l^>'i^/^=ar^7W3i?=/l'-4-(2-7 { ^/W-4-t'U i^JU)-2- 
tf^&WWmt f"A/T ^ V^^b^»J76b) 4: UTOc LTJBIB<b^^» 
20 £Jtj*#fe(96%) £ Lt#fc t NMR(CDC1 3 ) 8: 2.44 (3H, s), 2.71-3.20 (9H, 

m), 3.70-3.75 (2H, m), 3.83-3.88 (2H, m), 4.01-4.14 (1H, m), 4.68 (1H, 
ra), 5.17 (2H, s), 6.49-6.51 (2H, m), 7.36-7.39 (5H, ra), 8.16 (1H, d, J = 
6. 6). 

162b) N.N- ^vl^-2-r4-(2-^ ±fl^ fc° V i?M-2- i?M Ti? hZ-LJf 

25 ^^J162a)T*#fc2-[l-^Vv ? ^^r^^7/U#=.7l--4-(2-^ 5W-4-t° V *?A>)-2- 

#>£3tfeW4£j(95%)£: LT#fco NMRCCDCls) 5: 1.86 (1H, br), 2.45 (3H, 
s), 2.58-2.70 (1H, ra), 2.89-3.30 (9H, m), 3.67-3.75 (3H, m), 3.83-3.88 
(2H, m), 6.50-6.54 (2H, m), 8.17 (1H, d, J =5.4). 
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162c) 2-fl-r3-(6-^ p V3-2--f"7 : f-/U)^/U7i^=.jU-^'uy<y J /H-N.N-V?;* ^VW4- 

MMM 162b)-C#fcN,N-^^ fvU-2-[4-(2-p< 9vl~4- k° V >^)-2- 7 v'/W] T 
ir 1^75 KiH»!l27b)-e#fc3-(6-^ a p -2-^:7 ^vl^yM^/l^P t°^-'>^ 
/>» b HJi£#l76b) t mWiZ b-CMI3'fb^^Mfe^(40%) t UT#fc 0 NMR 
(CDC1 3 ) 8 : 2.46 (3H, s), 2.60-4.93 (19H, m), 6.46-6.54 (2H, m), 7.56-7.63 (1H, 
m), 7.95-8.02 (4H, m), 8.19 (1H, d, J = 6.2), 8.49 (1H, d, J = 3.4). 
TumfttirW C 2 6 ^ 9 N 4 0 4 SCI- H 2 O t LT 
fh^fiS (%) : C, 57.80; H, 5.93; N, 9.99 

"mmm. (%) : a 57.98; h, 5.91; n, 9.84 

Hi&#l!i63 

3.(6-^ p xi-2--t'7=?-;\A^jV'-fc— /i^-N-p< ^/^-N-r4-(2-^^-^-4-b°y i^/UVl-b: 0 ^ 

163a) N-f4-(2-^ f^4- y jMjk 2M^±^lL % H 

^»J136b)-C#7b4-(2-^ ^VW-4- fcT y v^-l- v^$r^tP4-(2-;* 
tr y e>/U)-l-t°^7^T 5 ^(0.40 &<D*m.(X mD«SR^*gaft(0.38 mD&flU 

* ?>^*> 7 Atii LTSf2te^&M&;i&5fc(o.33 g , 79%) t 

#fc 0 NMR (CDCI3) 5 : 2.47 (3H, s), 2.89-2.94 (4H, m), 3.42-3.47 (4H, m), 
6.50-6.54 (2H, m), 6.66-6.71 (1H, m), 7.98-8.42 (2H, m). 
163b) l-O 22kZ. a / V4-(2-^ ^Vl^-4- fc° y fcV<7 i?> 

TkmikTsU *~?7J»})^$ M0.10 g)(S>THF(25 ml)^— H»!|163a)T*#fc 
N-[4-(2-p< ^/W4- 1° y v^-l-f^ ^]*/VA7 5: K(0.30 g)©THF(5 ml)^^ 

h y «>^T?<6«feU ^?rW*UTSia{t;^Sriife?ft^(0.27g,96%)i: tt 
#fc 0 NMR (CDC1 3 ) 6 : 2.45 (3H, s), 2.64 (3H, s), 2.77 (4H, t, J = 5.0), 3.39 
(4H, t, J = 5.1), 6.49-6.55 (2H, m), 8.17 (1H, d, J = 5.8). 
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163c) 3-(6~? g n-2-t7^)^^-;l/-N-^ fvWN-r4-(2-;* ^vU-4- U SW- 

Hife#iJ163b)-C'#fcl-(^ 5: y)-4-(2-^ ^/l^if^^tm 

<t HO^C LTBSBf k6^.5r*Bfefi&5fc(25%) <t LT#fc 0 NMR (CDC1, ) 6 : 2.49 
(3H, s), 2.78-3.17 (11H, m), 3.48-3.55 (2H, m), 3.78-3.83 (2H, m), 6.48-6.56 
(2H, m), 7.57 (1H, dd, J = 1.8 and 8.8), 7.91-7.95 (4H, m), 8.23 (1H, d, J = 5.8), 
8.48 (1H, s). 

jci&frtim. Cg 4 ^ 7 N 4 C10 3 S i: L*C 
tUMiC (%) : C, 59.19; H, 5.59; N, 11.50 
MUM: (%) : C, 59.04; H, 5.56; N, 11.23 

l-r3-(6-7n^-2-^:7^/P);*/Wft:=vK7 p n \?$-^/uV4-(2-* 9V^-4- b°U 



!|64c)-C#fc3-(6-^n *:-2-'f7^Jl')X/U7fr~/u7'n \*st>Wt t %1fcM 
130b)T'#fc4-(2-^ 5vl^-4- 1° V i?^Z£nfctft&> b H»!j30b) <t |W| 

^(C LTSIB'fb-^^l(31%)^#rc 0 NMR(CDC1 3 ) 5-: 2.48 (3H, s), 2.93 (2H, t, J 
= 7.7), 3.23-3.28 (2H, m), 3.34-3.39 (2H, m), 3.55-3.70 (6H, m), 6.48-6.52 (2H, 
m), 7.71 (1H, dd, J = 1.8 and 8.8), 7.85-7.94 (3H, m), 8.13 (1H, s), 8.22 (1H, d, 
J = 5.8), 8.47 (1H, s). 

5c3fc##Hit[ Cj, 3 R, 4 BrN 3 0 3 S • 0.5H 2 O t UT 
fUSffi (%) : C, 54.01; H, 4.93; N, 8.22 
ME (%) : C, 54.21; H, 5.05; N, 7.95 
i&#|165 

N-(6-^n^--2-^-7^/^)^/^4N=/^n tf/U-l-g-^ h^vofr/l^=/W4-b 0 ^<lJ 
vyi^)-N-^ ^-/i^t:°^h°-^^-4-^7/^^>-9- 5 K 

165a) N-(6-'7 ? P^-2--j-7^-M^/^=^^°n bVU-l-d-^ M^^vjf=7U4- 

hr^y v ; ^)-N-^^-/^b 0 ^fc 0 v ? ^-4-^7/u/if^r-^g: k 
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(WO9800134) ir^Jife^lll9b)T-#fc6-^ n n-2-(3-p< f-tVT ^J~fn tVl^X/W/fr 

M&$iMS2%) t UT#fc 0 NMR(CDC1 3 ) 6:1.40-1.44 (3H, m), 1.45 (9H, 
s), 1.61-1.76 (6H, m), 1.98-2.25 (4H, m), 2.37-2.45 (2H, m), 2.69 (2H, 
m), 2.86-2.95 (2H, m), 3.02 (3H, s), 3.11-3.17 (2H, m), 3.47 (2H, t, J = 
6.9), 4.14 (1H, m), 7.72 (1H, dd, J = 1. 8 and 8.7), 7. 85-7. 95 (4H, m), 
8.13 (1H, m), 8.44-8.48 (1H, m). 
5n3d&#H£ C 3 0 H 4 , N 3 Br0 5 S b UT 
tHM (%) : C, 56. 60; H, 6. 65; N, 6. 60 
(%) : C, 56. 49; H, 6. 66; N, 6. 42 
HWJ166 

^»J165a)T'#fcN-(6-^C2^.2-^7^/W)^y^^=./^ia tW-l-(l-^ h^rv- 
#,Wf?-/W4-fc 0 ^y v'/^-N-^^/^t^t 0 ^^^^/^^-^?: K(0.17 g)Ogfc^ 
^^/KIO ml)^^— 40%m # J —)vm&$ mD£r*n*.^i&-ei5B#IIH:5* 

*<0.14g, fem&))b LT#fc 0 NMR (DMSO- d 6 ) 6:1.75-3.43 (27H, m), 
7. 84-7. 89 (1H, ad, 7. 95-8. 02 (1H, ra) , 8. 18-8. 24 (2H, m) , 8. 44-8. 46 (1H, 
ra), 8.63 (1H, m), 9.07 (2H, br). 
Tumftffim C 2 s H 3 6 N 3 BrCl 2 0 3 S'0. 5H 2 0<k U"C 
th^'fii (%) : C, 48. 55; H, 6. 03; N, 6. 79 
(%) : C, 48. 71; H, 6. 02; N, 6. 71 

167a) 5-(1.4-^^rf--8-Tif ^ gP r4,51-^ >--8-^W g ^Vfl.2-a1 b° I) 

^V[l,2-a]t°y ^^(4.58 g)£ l,4-^=3rf--8-T1f * k B n[4,5]-f 
# ^(12.89 g)Sr^»Tx 12lfC-C16>Mn*»#a«fc. KJ&fi£l-7K(100 ml)£r 
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^^A±-c««fe^x »«ESr«ff»*Lfc 0 MftfrfflKU HBfk-^**«*tfe 

M>(6.60g,85%)£: LT#fc 0 NMR (CDClg ) 6 : 1.96 (4H, t, J = 6.0), 3.22 (4H, 
t, J = 4.5), 4.04 (4H, s), 6.32 (1H, d, J = 7.5), 7.18 (1H, dd, J = 9.3 and 7.2), 
7.40 (1H, d, J = 8.4), 7.54 (1H, s), 7.65 (1H, s). 

167b) 5-<4-* ^-^T ^ / g^2L2ZH § *Vn.2-a1 U 7kfP4£) 

^»J167a)-e#fc5-(l,4-v 5 ^-=3f--^-8-T1f^ t*n[4,5]-^ ^-8-^/^)-f 5 
[1,2-a] t° y v^(6.60 g)©7t h ^(25 ml)^(^4N^(14.4 ml)^D^X50t: 

l&^EEg* bfc B@^£f^(50 ml)fc|ga> U)°CT-40%^ fvU-T 5 ? 
y-^^(25ml)^30^^{tT^Tbfc o S^M^)£-e30^^#M^Yc 
hVT±h ^vTkSHblS 5 3^ f V V A(6.3 g)^rin^X, MT^BtP^t 

m%0$:^$ J — M100 ml)^a> U -^^v^-tert - ^^(5.55 g)&m.l&.XlK} 

mm^fro #btLfcW^^^y~/K10ml)^^L, 12N^(21ml)^P 

J —/U&m7lX&Miik UMia-fb^^ &feMfH(3.07 g, 38 %) £ LT§fc 0 NMR 
(CDC1 3 ) 5 : 1.91-2.07 (2H, m), 2.34-2.39 (2H, m), 2.83 (3H, s), 2.98-3. 1 1 (2H, 
m), 3.39 -3.51 (1H, m), 3.63-3.70 (2H, m), 7.00 (1H, d, J = 7.6), 7.58 (1H, d, J = 
8.8), 7-83-7.93 (3H, m). 

167c) 3-f(6-^ n u-2--f-^^jU)^/u^^U\.N-\l-(4 ^ ^Vri,2-a1 1:° ]} i?^-5-4 

^ife0!l27b)-C#fc3-[(6-^ v u.2--r-7^-/U)^;V^^;U\-fx2 t°^-^(0.30)OT 
b f y /i^(5 ml) ^ A^i£^HOBt(0.23 g)&l ^WSC(0.29 ^m^XM*-, 
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J 5 *V[l,2-a] t° U v> 7kfP^(0.36 g). 1,8-^TIf t'v-^ a [5.4.0]- 

7- £ >-7*ir ^(0.36 ml)*D it^ b P =r~^-)VT % ^(0.42 ml)<DT-tr b =. MJ /K5 ml) 

h y /u/^— TvWi^^dMb LTMlEfb^^fife^iJI (0.19 g, 37%) hi LT# 
fc 0 NMR (CDCLj ) 5 : 1.69-1.73 (2H, m), 1.85-1.93 (2H, m), 2.77-3.08 (7H, m), 
3.48-3.52 (2H, m), 3.57-3.62 (2H, m), 3.77-3.95 (0.3H, m), 4.53-4.68 (0.7H, m), 
6.27-6.34 (1H, m), 7.14-7.24 (1H, m), 7.38-7.45 (1H, m), 7.50-7.52 (1H, m), 
7.60 (1H, dd, J = 9.0 and 1.8 ), 7.64-7.67 (1H, m), 7.92-7.97 (4H, m), 8.50 (1H, 
s). 

Tumfttirm C 26 H 27 ClN 4 0 3 Si: bT 

(%) : C, 61.11; H, 5.33; N, 10.96 
HSUffi (%) : C, 61.03; H, 5.37; N, 11.21 



3-r(6-^n^-2--j-7^^)^/^^H-N-n-(^ ^ ^y'ri.2-alb o y ^>-5-^^)-4- 

^^!l64c)-e#fc3-[(6-^ n ^-2-~T V ^sU)* /Ufa -f n \?Jr l^m t 
167b)T'#fc:5-(4-7« "f-fVT 5 / SV H ^ *V[l,2-a] fc° y tK 

fB%^^«Mi67c t mmiz LxMrnkG-Wi <4i%) £ u-c#7t 0 

NMR (CDCLj) 6 : 1.68-1.73 (2H, m), 1.82- 2.25 (2H, m), 2.75-3.07 (7H, m), 
3.47-3.63 (4H, m), 3.75-3.96 (0.3H, m), 4.48-4.70 (0.7H, m), 6.26-6.34 (1H, m), 
7.13-7.26 (1H, m), 7.37-7.48 (1H, m), 7.50-7.52 (1H, m), 7.64-7.66 (1H, m), 
7.73 (1H, dd, J = 8.8 and 1.8), 7.88 (1H, d, J = 8.8), 7.92-7.99 (2H, m), 8.13 (1H, 
s), 8.49 (1H, s) 

7n*##f ft C 2 6 H 2 7 BrN 4 0 3 S • 0.25CH 3 CN t LT 
fh^-fll: (%) : C, 56.26; H, 4.94; N, 10.52 

name (%) : c, 55.97; h, 4.97; n, 10.63 
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1. ^ir/i^J 

( 1 ) ^&M42-C# intLik&m 4 0 m g 

10 (2) 7^ ^ 7 Omg 

(3) m^-fe^a— ^ • 9m g 

(4) ^TT V l/m^f*i">J* lmg 



1 # 1 2 0 m g 

(1) s (2) t (3) *5«fct>' (4) »l/2^Lfct, mmt-tZ, Ztl 
15 iC^O (4) ^Px.-C^^rif7^>^^°ir/HcitAi-5 0 



2. # ^-fe/i^J 

( 1 ) mMm^Axm-hfttz-i^m a o m g 

(2) ^ }>— 7 Omg 

(3) m^ir/nn— ^ 9m g 
20 (4) 7f71)yi-7^i/!>^ lmg 



1 ^•7 P ir/P 1 2 Om g 
(1) \ (2) £ (3) (4) <Z)l/2£r$g?nLfc#, «tf!rf-3 0 ^tt. 

WMV<D (4) ^H^-C^^^^^^ir/HcitA-rSo 

t 

25 3. tsm 

(1) H»!l42-e#bnfcft;^ 4 Omg 

(2) 7^ ^ 5 8mg 

(3) V^.^— ^ 18mg 
(3) S^fi-fe^n— * 3. 5m g 
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(5) ^77 U ySv^v'!>A 0. 5mg 

lftfc 1 2 Omg 

(1) % (2) „ (3) , (4) (5) <^)l/2»qLfcf N 

mmt-TZo (4) *5«fct* (5) «:£©SHftJ^;fcT^Jtc;tniffjfcSi-*-5. 



4. 



(1) 




4 0 m g 


(2) 




5 8 m g 


(3) 




1 8 m g 


(3) 




3 . 5mg 


(5) 




0 . 5 m g 






1 2 Omg 



(1) , (2) N (3) „ (4) £>2/3*3j;tK (5) (D 1 / 2 £MfP Lfc^ 

«^ki-?)o i!)© (4) £s«ktf (5) ?:i<7)P©^p^x^J(^pjE^M-rs 0 

»JM 2 

B ^&#t/BI^7K 5 0ml {C^M50-C'# hfht^t^ 5 0 m g 

B^aw^©7k^px-c ioomi t-TZo ^(Dmrnzmrn^fcT-ezm^ 
( i ) t b?smbifiLW@^xH^ (fx a ) mmw?m . 

mWcfrfe : 96ft'*' bKO. 1 4 5 MttRt? 2 mMSft*/Vv' 
^fO. 0 5MMJ *M.mM.ffiifc (pH8. 3) 2 2 5^1, 
&*J*^/VKJVZ7±*1'Y\Z.W&) 5n lMthFXa (0. 3un i t /m 

1 ) 10^1 ^flUX-T 3 7°Ct? 1 0#IBgJS$-fr;fc& N ( 3 mM, S - 2 7 
6 5) 10/i 1 &mtiaVX3 7°CX'l O^TO^ffc, #^T\ 5 0%@t^7K 

2 5 /x 1 ^P^T^^ik^-frfc^ ^^fKcfc 19 4 0 5 nm©U3tS© 
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(2) In vitroMRftffl&Seik 

( 2 - 1 ) w-mmmmmm or) m^m 

pt-x^ h!7=i- (fa%Mm) &m\/\ &msh.mmmwmmfcmm (sta 

5 compact, DIAGNOSTICA STAGO) \Z£ 9 SS^UfCo t MEtM (fr§£fc hl« 

FFP, SMc-ffc^X*) 97 ju 1 {£|H#f3 ju 1 «r«§»D U 37t^4#F£iHIMg. Lfc„ 

LTc^L «S*T?©i*lfflSrJB!l3tL/S:„ Iftliv'^f/^/^^^K (DMSO) 
10 <£>3S@B#ra £r t> i: t-^ffi Lfc„ 

(2-2) F^S^M^ra (APTT) MfeW; : 

STA-APTT-LT (DIAGNOSTICA STAGO) £rfflV\ g Iblfa.^iiSBfP^^^e (STA 
compact, DIAGNOSTICA STAGO) «3 SO^bfc t MEttt (gf#t hiftUBt 

FFP, jfjfeJoffcS&X^) 97 m 1 {-^3m 1 trg&bnbfco ik^50M 1 tcStUSH*SB5> 

15 h U ^/K^-7^^-^^^50^ l^lHlU 37 4 CT?4^M ; HSiPJaUfc 0 20 mmol/1 

LTtffi Ufc 0 &@l$ffl2f£J&&ft&tt % IK4fc©ft*> t) l-DMSO^isiq Lfc <b # (D 

( 2 - 3 ) hny tf^@B#^ (TT) ffljjgfe : 
20 giklk^$l@B3ffg$lj3^« (Biomatic BIO, Sarstedt) &m^XMM b/c 0 t 

b jkHt*3f5 hnyify (Sigma) ^@tK^X2. 3 NIH units/ml t ft 5 <fc 9 
filLfco t hjE*Jfl« (3»t h«FFP, ^7k<b^XH) 97^15-^3^1^ 

Jnu 3n^3#flWHi;bni& Lfc« irfEifoJtioo n \\zm U h o ^ t'^^200 ^ 

lsamu »@*T?o^rasra3eL^„ ^teDMso^^ux^/BLfcc »hi^ 

25 IH2teJSS»£ttu Wfo<Op&> r> fc:DMSOS:S&bn L/c <b # £>&@l$|ia Sr *> i: fcJSffi 

(3) Ex vivo ^@BfF^^ (rrVX) 
(3-1) : 
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mmCR^r^^ (25 - 35g, Sic) Lfc„ b^/Hf )V (50 rag/ 

kg, i.p.) lft»Tfc-C^ m#JPi«5»^5 tnlAg©^*-e¥lHlS# bfc 0 gf#5 

^t-s M^IbHIRi 5 3. 8%^ cc^^- h y t? a (^ h7-^, Uj3:i*a«ai) 

1/10^^X0. 8 mlJfcifiLU 3000rpmX15^jt'^ UiL^^r#fc 0 _hfElfoJt50 ju ltd 
*fU ^^^g*^a^hn^V7^^>-^^100^1^)PUfcms 
(DBtPfl&ilJ^ Lfc 0 &@R$ffittPTtt3g tfVftffiM) %L<{± (DIAGNOSTICA 

stago) £jbv\ ^wsMmmm^mm^mw: (sta compact) ^<t 9Sn^Lfc 0 m 

(%) -e^Lfco 

(3-2) gPg4 : 

*h*icrt?;* (25 - 35g, sic) &mmvtz. 0 i2^msx±m^^tc-^t7^m 

(50mg/kg, i. p. ) J^TteTJB^fcSMIIR i 5 ^Jk Lfc, m%oteO. 5% ^ ^vHr 
/t/n — \zmm lsX@.ffl U ttM&imMyiHDftfr D ICO. 5%^ f/Wr/UP — ^ 



(4) In vivd&Mki^mm^ 
(4-1) 7yM»^ybfe: 

Umetsu Wft'-fc (Thromb. Haemostas. , 39, 74-73, (1978)) KW C7c„ 
SD^7 5/ h (M2 5 0~3 5 0 g) &/BV\ h^/Hf^-/l/ (50 rag/ 

kg, i.p.) mmT^x, &m&mt%;M&mt(Dm\z > m^mm^tz^])^ 

^!Jy (50U/ml) %-£te£.mkMjk%:mtc. L/c 0 i6l^^15^^^^> ^tf> 

^5l^2^rBlSu^^TX*g^(2ml/kg) Ufc 0 MfW^fill^Of^^ {£0. 5%^ 

J; 9 iral/kg0^ftx^# »{*^S^^7Ki'^LX^b, 2tfiej¥^« 
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^IttSprague-Dawley^ 7 y h (250-400g, UT) Sr^ffl Lfc 0 Jg£fl:*;i£ 

JURjftL&^yvWi. Finkle h<D^Wi (Thromb. Haemostas. , 79, 431-438, 1998) 
^^ItffiiLfc. h^/Hf*-^ (50mg/kg, i. p. ) ^irn-Tjggp* 

(Fogarty 2F, Baxter) SrjfAU 2*<D&(Dm*2W-WQrsil<D , £.%X*mhiz*£tz. 

t> 5 1*^>*%^T>\ 27|c(D^<DRg{c-t?#fcjfiL^SrT^fl8itHL, jfo&©iSM:«r 

JW&f+#^*f^ff (BP110S, Satorius) &d <fc <9 $!i^Lfc 0 $ Jg§B*«J: 
«9 3. 8%?^mi- h V ?7 A h7-/K lU^aSS) l/10^(C-C2ml^lk Ufc 
^ N 3000rpm-eiO^W3S'L''LTSJfb./jNtEJh.jft (PPP) £r#fc 0 IftO^-l-lilPfe 

l»U H»BB*62NFlW^rfcj(&ftTt?ft-%-(2ml/kg) Lfc 0 ftflBttlcttXttOft 
( 4 - 3 ) 7 y h%mW*mihtefe (DVT) ^ttVu 

ittSD^y b (ft* 2 5 0~3 5 0 g) SrJBVSfc. h^/U\f^—/U 
(50 rag/kg, i.p.) J^T^T. fc^MU^y^l^^-^Srl^AL 

5cm) £j$AU itmmm&WS <*tz#>, (50U/ml) ^tf^S^ifcTK^ 

P> (200U/kg) &«l*3&4-Lfc 0 _bJaSjJDI^!I»f «t «3 j&fcik Lfc^L JKgpSrHS 
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JKLTlB*«rflSiOmu f+ftfcJliitwSlt G»i*©M:«rgtf) £«Lfc 0 

\,tz.^mMz.m^^xm^tzMnM (n.6±o.2mg) ) x^Mia^o 

*1^IC 50 &7frf 0 rtLi 9 % &mW<Dfc&m*mtlfzF X a fiSf^l^^t 





IC50 (nM) 




ICgo (nM) 


5 


95 


14 


60 


31 


50 


33 


55 


34 


37 


42 


61 


52 


49 


53 


95 


54 


39 


55 


40 


64 


36 


67 


25 


68 


34 


75 


59 


118 


63 


129 


66 
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1. 5£ 



R— W— S (0)— X — Y 




10 



15 



20 



xtag&$ftxvvT^ ±v^2#5<D^{bfc|fg£;^U Y^sJi^zte 

•^H^MJlAlUT-NCR 6 )- -CO-, -S(O)-, -S(0) 2 - -CH 2 - -N(R 6 )-CO~, -C0- 



M £ fix V > T <fc V ^ T /l" = 3r 



3 . R^g^^^-CV^T t> cfc V^T D — ^S"efc5ft^ i |2S^^ 0 

4. R^o^yg^ q.jT^/K C 2 . 6 7/^-/K C2. 6 7^=/K B 



£ft-cv^-ct> i v^r y —/i-mxhzmjfsm i SB«o^-a*o 



5. R^B&^ftTWCfc .fcWjt^ 



;xhztmm i iBtto-ffca^, 



25 
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&&X*W& £ fix v i> «fc v HBKSStft S S9*^ 1 1Btt£>fc4Hfe. 

7 . RiS/Nny ^^"Cfi* * HTV^T t> «fc V ^/U-Cfc 6 fflfcft^ 1 mM<Dit 

► * 

ii. Y*3it^z^^^^i:LT-N(R 6 )- [R 6 tmti&Ri JSMtmMW , 

-co-, -s(o)-, -s(o) 2 - -CH 2 -*fcf^-a-^T*fe5it*'Sil3ife<6'fb^c 

io 12. Y^-co-^fc(*-so 2 --c, z^^-cfc stt^i e*©ft;^4b. 

13. y&%£&^x\ zis-co--efc5»*^iisftO'fk^teo 

is. z' *sgtfe^nxv^ i biv^^1S^Sx*fcSlt^il5m©'fb^ 0 

15 16. z' ^g^r^^^XV^-c^iJ;v^c 1 . 4 T/^=ary^jeJ;t) ^ em$n■CV^-ct i «J:v^T 

17. z' *s«ift$n"cv^-ct> x\<^K o vi?/i'&xh&m-£m±5m<Dik£-m<> 

18. z ' fl* fc° V i?^M<o 4 &t?SIa i: LTV^Sfj-N^ 3 !! l 7 IB®o{L^ 0 

20 19. R 5 ^TK^^fctiS^^nTV^-C^iV^^T/^/^fe^lf^JSl 

2 o . r 5 asat A<D«gi££*§£- isxm&tef&Tzm&m i satto^-a^o 

2 1. a a* 2 X* &> 5 KWSfl 1 ©fc£4fc„ 

22. biu-ew i iBfw>ffr£4feo 

» 

25 2 3. N-[3-[ (6-^ P n -2-^7^/^) X/Ufc—/]/] -?u fcf/U]-N-p< f/^l- (4- fc° U 

)V\-fxi t°yv-]-N-[l-(4-t° y ^)-4-t 0 ^ y Z?/U] •%j\si$~fVT % ,/ ]Sfc8b< ^vK 
3-[(6-^ n D-2-t7f/I/) ^/U/Jn^/^J-N-^ ^u-N-[l-(4-t° V vvl-)-4-fc 0 ^ ]) 
S?A-]^b^7 5 h\ 2-[N-[3-[(6-^nt3-2--^7^-/P-)^^*;=/^]^n/^/-r 



WO 02/06234 PCT/JP01/06148 

239 

M -N- [ 1- (4- 1 9 V vVl") -4- fc^< y v 5 ^] 75/] ftikx. 3- [N- [ 3- [ (6- ^ n a 
-2-^~ ^ ^vu) ^ /utJn /P/V>f /U] -N- [ 1- (4- tf U vVV-) -4- y v>/^] T 5 
7 3-[(6-^ p n-2-^-7^/k) ^/l^^/Kl-N-y 

[i-(2-y ^/v-4-b° y -4- fc°-< y V'jv^zfv. /<^T 5: h\ N-[2-(rir^/^r 5; 

^]-N-[l-(4-t°y V'M-i-i^^V i?jU]zfus<l/7* K> N-[2-(T 
ir^l-T? y)^^-/H-3-[(6-^ n n-2--f7^-;U) ;*/^/Jn— /K|-N-[l-(4-fc: 0 y v> 
^)-4-t°^y vyi/l^n^^T 5 3-[(6-^ n =f- jV) ^y^^^]-N- 

10 [2-[(y ^ at^a) 7 $ y ]^^]-N-[i-(4-t°y v?^)-4-t°^<y ->]^p 

^yj? K> 3-[(6-^n^--2-^-^^W)^/^— AO-N-y ^vi~N-[i-(2-y 

4- 1° y -4- y vVu] yp^yrn', 3- [ (6- ^ n o -2--?- 7 fvvo ^ 

— A-]-N-[l-(2-y ^U-4-k°y v 5 ^) -4- 1:"-^ y ^]-N-[3-(l-t^y K-4-^^ 
/UtJn y =.;V) -3-^-^r y 7° n tVW] ^ u >T 5: h\ N- [2- (N-Ti? 5vWN-y W 
15 > / /)xf;H-3-[(6-^on-2-t7f;l')^/l'*-;l']-N-[l-(2-/f;M-k°!J 

yP) -4- fcV* y v'/P] 7"n^y7 5 3-[(Hnn -2--^ 7 ^VU) ^ /VJfc -N- 

y ^vu-n- [l- (2, 6-v>y ^/p-4- t° y i?M -4- y y^v/^r 5 H*s J; 

l-[3-[(6-^nn -2-f ~7 ^-M X /ujfc n A] 7° n y /W 4- (2- y f/M- 1° y 
20 2 4. 2 3 fa^^b^^fcti^rOl^^^n K9 y ^„ 

-T 5 i i: ^r#m i: 5 ^Ull^o 

2 6 . ma.wmfflfflx~$> % m^m 2 5 
25 28. mmm&i&m., m^mm^m it it n^m* - vm. 

29. I) 

L 1 — Z' 
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te&tojutt&nLb^ din 



^ (IV) R-W-S (0) . -X-Y-L 2 

it^-mxnt(Dm.t^: (v) 



S (VI) 



it (VI I ) 



(la) 





R— W— S (0)— X— Y— (N)— H 
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R — W — S (0) - — X — Y — (N) i — Z — (- A N — T 



5£ (VIII) R 5 -L 4 

4b^3m^©±££:£ (ib) 



^ (IX) R-W-S(0) a -M 



aaafe. 

3 0. 3-(6-/Nn<^/-2-'^7 ; f-/W^>'^— tf^V^, -tOa^yVK T 



R— W— S(0)— X — Y— ( 



ik— z-£a)— z 




Z' 
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3 1. 3-(H o 0.^7^) ^A*=^b If t>t, ^£<£>^^7VK 

3 3. »*3fil1Bfto<b;^'«b*fctt-t©4& % SfcH^biD^n K7 7 ^©t^ 
3 4. »*3fil|BlK^k-a-4fiJ*fcf4-t©^ ffcft^^7°nK7S'^©ta 
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